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Translation of the Disclosure of the Invention and the 
Claims of WO2001 0251 81 A1: 

Disclosure of the Invention • : 

With an object of providing the pharmaceuticals which are' effective for prevention and therapy 
of hyperglycemia satisfying those various aspects, the present Inventors have.canried out an Intensive 
investigation and found ' the carboxytlc acid derivatives* having novel structures have an excellent 
anti-hyperglycemic and antl-hyperlipemic action whereupon?^ the present Invention has.^been 
accomplished. ; . - . . 

Thus, the present invention relates to a carboxylic acid derivatives represented by the formula 
(I), salt or ester thereof or hydrate thereof and also to a pharmaceutical ag^rit - to be more specific, a 
pharmaceutical agent on the basis of a dual agonistic actbn of PPAR a and y; a pharmaceutical agent 
on the basis of a- triple agonistic action of PPAR a. p and y; a phamiaceutlcal agent which is an Insulin 
resistance improver; a pharmaceutical agent which is a preventive and therapeutic agent for diabetes; 
and a pharmaceutical agent which Is a preventive and therapeutic agent for syndrome X - comprising the 
same. • 



pn the formula, is hydrogen atom, hydroxyl group of the following group - an alkyl group having 1-6 
carbon(s). an alkoxy group having 1 to 6 carbon(s), an alkylthfo group having 1 to 6 carbon(s), a 
hydroxyalkyi group having 1 to 6 carbon(s), a hydroxyalkoxy group having 1 td 6 carbon(s), a 
hydroxylalkylthio group having 1 to 6 carbon(s), an aminoalkyi group having 1 to 6 carbon(s), an 
aminoalkoxy group having 1 to 6 carbon(s), an aminoalkylthio group having 1 to 6 carbon(s), a 
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hatogenated alkyi group having i to 6barbon(s),.a halogehated group having 1 tp .6 carbon(s); a 
halogenated alkylthio group having 1 to 6 carbon(s), an alkoxyallcyl group haying 2 to 12 
alkoxyalkoxy group having 2 to 12 carbons, an aikoxyalkylthio group having 2 to 12 cart)ons. a cycloalkyi 
group having 3 to 7 cart>ons, a cycloalkyfoxy group having 3 to 7 carbons, a cydoalkylthio group having 
3 to 7 carbons, an alkenyl group having 2 to 6 carbons, an alkenyloxy group having 2 to 6 carbons, an 
alkenyithk> group having 2 to 6 carbons, an alkynyl group having 2 to 6 carbons, an alkynyloxy group 
having 2 to 6 carbons^tan aikynylthio group- having 2 to 6 carbons, aryl group having 6 to 12 carbons,, an 
aryloxy group having 6 to 12 carbons,, an arylthio group having, 6 to 12 cart>ons, an aikylaryl group 
having 7 to 18 carbons, an alkylaryloxy group having 7 to 18 carbons, an alkylarylthio group having 7 to 
18 carbons, an araikyi group having 7 to 18 carbons, an aralkyloxy group having 7 to 18 carbons or an 
aralkylthio group having 710:18 carbons each of which may have one.or more substituent(s); 

L is a single or double bond or the following group -.an alkylene group having 1 to 6 carbon(s), 
an alkenylene group having 2 to Q carbons or an alkynytene group having 2 to. 6 carbons - each.of which 
may have one or nwre substituent(s); • . : , 

M is a single bond or the following group -r an alkylene group having: 1 to 6.carbon(s); an 
alkenylene group having 2 to 6 carfc>ons or an alkynylene group having 2 to 6 carbons - each of which 
may have one or more substituent(s); 

T is a single bond or the following group - an alkylene group having 1 to 3 carbon(s), an 
alkenylene group having 2 to 3 carbons or an alkynylene group having 2 to 3 carbons - each of which 
may have one or more substituent(s); 

W is 2,4KJioxothiazolidin-5-yl group, 2,4rdioxothlazondin-5-ylidene group, carboxyl gro^ 
group represented by -rCON{R*-')R*^: (where, R*^ and R^ may be same or different - and each- is 
hydrogen atom, formyl-group or the following group - an alkyI group having 1 to 6 carbon(s), an aliphatic 
acyl group having 2 to 7 carbons or an aromatic acyi group having 7 to 19 carbons - each of which may 
have one or more substituent(s)) with a proviso that the case where T is a single bond and .W is 
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2,4-dloxothla2oIidin-5-yl group or 2,4-dioxothlazoIldin-5-ylidene group is excluded; > 
n Is a single bond or a double bond; 

X is oxygen atom, an alkenylene group having 2 to 6 carbons which may have one or more 
substltuent(s), hydroxymethylene group or a group represented by -CQ- (where Q is oxygen atom or 
sulfur atom). -CQNR''- (where Q has the same meaning as above and is hydro^n atom, formyl group 
or the following group - an alkyi group having 1 to 6 cartK)n(s), an aliphatic acyl group having 2 to 7 
carbons or an aromatic acyl group having 7 to 19 carbons - each of which may have one or more 
substituent(s)), -NR*CQ- (here, each Q and R'' has the same meaning as above), -SO2NR*- (here, R"* 
has the same meaning as above), rNR''S02- (here, R" has the same meaning as above) or 
-NR'^^CQNR''^ (here. Q has the same meaning as above and R""^ and R''^ are same or different and each 
is hydrogen atom, formyl group or the following group - an alkyI group having 1 to 6 carbon(s), an 
aliphatic acyl group having 2 to 7 carbons or an aromatic acyl group having 7 to 19 carbons - each of 
which may have one or more substltuent(s)) with a proviso that the case where T is a single bond and X 
is oxygen atom is excluded; 

Y is an aromatic hydrocarbon group having 5 to 12 carbons or an alicyclic hydrocarbon group 
having 3 to 7 carbons which may have one or more substituent(s) and one or more hetero atom(s); ^ 

ring 2 is an aromatic hydrocarbon group having 5 to 6 .carbons which may further have 0 to 4 
substituent(s) and one or more hetero atom(s); and 

a group represented by the fonmula»Y~L~X-T-> (where the symbols in tRe formula are the 
same as those defined already) and a group represented by the fomiula 

(where the symbols In the formula are the same as those defined already) are bonded via three atoms 
on the ringZ]. > ; . r 

The present, inventfon provides a method for prevention; therapy and improvement of the 
diseases where a dual agonistfc action of PPARa and y or a triple agonistic action of PPARa, p and y is 



effective by administration of a pharmacologically effective dose of the compound represented by the 
above fomiula (1). salt or ester thereof or hydrate thereof to a patient. The present Invention further 
provides the use of the compound represented by the above formula (I), salt or ester thereof or hydrate 
thereof for the manufacture of a preventive, therapeutic or improving agent for the diseases where a dual 
agonistic action of PPARa and y or a triple agonistic action of PPARa, p and y is effective. 



Claims ^ ' - 

1. A carboxylic acid derivatives represented by the formula (I), salt or ester thereof or hydratie 
thereof > . ; * - 



[in the fomnula; is hydrogen atom, hydroxyl group er the following group - an alkyi group having 1-6 
carbon(s). an alkoxy group having 1 to 6 carbbn(s), an alkylthio group having 1 to 6 carbon(s). a 
hydroxyalkyi, group having 1 to 6 ..carbon(s), a hydroxyalkoxy group having 1 to 6 carbon(s). a 
hydroxylalkylthio group having 1 to 6 carbon(s). an aminoalkyt group having t to 6 carbon(s), ' an 
aminoalkoxy group having -1 to .6 carbon(5), an aminoalkylthio group having 1 to 6 carbon(s), a 
halogenated alkyI group having 1 to 6 carbon(s), a halogenated alkoxy group having 1 to 6 carbon(s)i a 
halogenated alkylthio group having 1 to 6 carbon(s). an aikoxyatkyi group having 2 to 12 carbons, an 
alkoxyalkoxy group having 2 to 12 carbons, an alkoxyalkylthio group having 2 to 12 carbons, a cycbalkyi 
group having 3 to 7 carbons, a cycloalkyloxy group having 3 to 7 carbons, a cycloalkylthio group having 
3 to 7 cart>ons, an alkenyl group having 2 to 6 carbons, an alkenyloxy group having 2 to 6 carbons, an 
alkenylthk) group having 2 to 6 carbons, an alkynyt group having 2 to 6 carbons, an aikynyloxy group 
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having 2 to 6 carbons, an alkynylthio group having 2 to 6 carbons, aryf group having 6 to 12 carbons/an 
aryloxy group having 6 to 12 carbons, an arylthia group having 6 to 12 carbons, an alkylaryl group 
having 7 to 18 carbons, an allcytaryloxy group having 7 to 18 carbons, an alkylarylthio group having 7 to 
18 cart>ons. ah arallcyl group having 7 to 18 carbons, an arallcyloxy group having 7 to 18 carbons or an 
arallc/ithid group having 7 to 18 carbons ~ each of which may have one or more sUbstituentCs); 

L is a single or double bond or the following group - an alkylenie group having 1 to 6 carboh(s). 
an alkenylene group having 2 to 6 carbons or an alkynylene group having 2 to 6 carbons - each of which 
may have one or more substltuent(s): 

M is a single bond or the following group - an alkylene group having 1 to 8 carbon(s). an 
alkenylene . group having 2 to 6 carbons or ah alkynylene group having 2 to 6 carbons - each of which 
may have one or more substituent(s); 

T is a single bond or the following group - an alkylene group having 1 to'3 carbon(s), an 
alkenylene group having 2 to 3 carbons or an alkynylene group having 2 to 3 carbons - each of which 
may have one or more substituent{s); 

W is 2.4-dioxothlazolidin-5-yl group, 2,4-dioxothiazo!idin-5-ylidene group, carboxyl group or a 
group represented by -CON(R*^)R*^ (where R""^ and R''^ may be same or different and each is 
hydrogen atom, formyl group or the following group - an alkyi group having 1 to 6 carbon(s)i an aliphatic 
acyl group having 2 to 7 carbons or ah aromatic acyl group having 7 to 19 carbons - each of which may 
have one or more substituent(s)) with a proviso that the case where T Is a single bond and W is 
2,4-dloxothiazolidin-5-yl group or 2,4-dioxothiazplidin-5-ylidene group is excluded; 

^ is a single bond or a double bond; 

X is oxygen atom, an alkenylene group having 2 to 6 cart>ons which may have one or more 
substituent(s). hydroxymethylene group or a group represented by -CO- (where Q is oxygen atom or 
sulfur atom). -CQNR'*- (where Q has the same meaning as above and R* is hydrogn atom, formyl group 
or the following group - an alky! group having 1 to 6 carbon(s). an aliphatic acyl group having 2 to 7 
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carbons, or an aromatic acyl group having 7 to- 19 carbons - each of which, may , have one or more 
substltuent(s)), -NR'CQ- (here, each Q and has the same meaning as above). -SO2NR'- (here, 
has Jhe same meaning as above), -NR'SOz- (here, R^ ha? the same meaning as above) or 
-NR^^CQNR'^ (here. Q has the same meaning as above and R''^ and R"^ are same or different and each 
is hydrogen atom, fomiyl group or the following group - an alkyl: group having 1 to 6 carbon(s), an 
aliphatic acyl group haying 2 to 7 carbons or an aromatic acyl group having 7 to 19 carbons - each of 
which may have one or more substituent(s)) with a proviso that the case where'l 1$ a single bond and X 
is oxygen atom is excluded; 

Y is an aromatic hydrocarbon group having 5 to .12 carbons or an alicyclic hydrocarbon group 
having 3 to 7 carbons which may have one or more substituent(s) and one or more hetero atom(s); 

ring Z is an aromatic hydrocarbon group having 5 to 6 carbons which may further have 0 to 4 
substituent(s) and one or more hetero atom{s)- and 

a. group represented by the formula Y—LzirX-T~ (where the symbols lirthe formula are the 
same as those defined already) and a group represented by the fonnula . 

(where the; symbols in the formula are the same as those- defined already) are bonded via three atoms 
on the ring Z]. . ^ - • 

2. The carboxylic acid, salt or ester thereof or hydrate thereof according to claim 1 , wherein W 
Is a carboxylic acid in the formula (I). 

3. The carboxylic acid derivatives, salt or ester thereof or hydrate thereof according to dalm 1 
or 2. wherein R' is an alkyi group having 1 to 6 carbon(s) or an alkoxy group having 1 to 6 carbon(s) 
each of which may have one. or more substituent(s) in the formula (I). 

4. The carboxylic acid derivatives, salt or ester thereof or hydrate thereof according to dalm 1 

or 2. wherein the ring Z is a benzene ring which may further have 0 to 4 substituent(s) in the formula (I). ^ 

5. The carix)xylic acid derivatives, salt or ester thereof or hydrate thereof according to daim 1 
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or 2. wherein X is a group rispresented by the fonrnula -CQNR*- (where Q arid R'* has the saitiis 
meanings as before) or by the formula -NR*CQ- (where Q and has the saiine meanings as before) in 
the formula (I). 

6: The carboxylic acid derivatives, salt or ester thereof or hydrate thereof according to daim 1 
or 2, wherein Y is an aromatic hydrocarbon group^having 5 to 12 carbons which may have one or rhore 
substituent(s) in the formula (I). 

7. The carboxylic acid derivatives;^salt or ester thereof or hydrate thereof according to claim i 
or2/wherein L or M is an alkylerie group:havlhg 1 to 6 carbori(s) In the fo 

8. The carboxylic acid derivatives; salt or ester thereof or hydrate thereof according to dalrti'l 
or 2, wherein T is an allcylene group having 1 to 3 carboh(s) in the formula (I). . . ' 

9. the carboxylic acid derlvativies, salt br ester thereof or hydrate therebf according to daiim l 
or 2, wherein R^ is an alkyi group having 1 to 6 carbon(s) or an alkoxy having 1 to 6 caitwns where each 
may further have one or more substltuent(s) and the ring Z is a benzene ring which may further have 0 to 
4 substltuent(s) in the formula (I). ' ' 

10. The carboxylic acid derivatives, salt or ester therebiF or hydrate thereof according to daim 
1 or 2, wherein X is a group represented by the formula -CQNR''- (where Q and R^ has the s»ame 
meanings as before) or by the formula -NR-CQ- (whfere Q and R* has the same meanings as before) 
and Y is an aromatic hydrocaiton group having 5 to 12 carbons which may have one or more 
substituent(s) in the formula (I). 

11. A pharmaceuticial agent comprising a carboxylic acid represented by the forinula (I), salt or 
ester thereof or hydrate thereof > - - 
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[in the formula. R' is hydrogen atom; hydroxyl. group or the following group - an alkyi group having 1-6 
.cart)on(s). an. alkpxy , group having 1 to 6 carbon(s), an alkytthio group having 1 to. 6 carl)on(s). a 
hydroxyalkyi group having 1 to 6 carbon(s). a hydroxyalkoxy group having 1 to 6 ,cari)on(s). a 
hydroxylalkylthio group having 1 to 6 cart)on(s)., an aminoalkyi .group having .1 to. 6 cart)on(s). an 
aminoalkoxy group having 1 to 6 carbqn(s).. an aminoalkylthio group having 1 to 6 carbon(s). a 
halogenated alkyI group having 1 to 6 carbon{s). a halogenated alkoxy group haying 1 to 6 cart)on(s). a 
halogenatecl alkytthio group having Ito 6 can)on(s). an.ialkpxyalkyl group having 2 to 12 carlwns. an 
aikoxyalkoxy group haying 2 to 12 carbons, an ajkoxyall^ylthio group having 2 to 12 carbons, a cycloalkyi 
group having,3 to 7 carbpns.a cycloalkylpxy group having 3 to 7 carbons, a cydpalkylthio group having 
3 to 7 carbons, an alkenyl group having 2 to 6 carbons, an alkenyloxy group having 2 to 6 cartwns. an 
alkenylthio group having 2 to 6 carbons, an alkynyl.grpup having 2 to 6 carbons, an alkynyloxy group 
having 2 to 6 carbons, an alkynylthio group having 2 to 6 carbons, aryl group having 6 to 12 carbons, an 
aryloxy group having . 6 to 12 carbons, an arylthip group having 6 to 12 carbons, an ,alkylary|.group 
having 7 to 18 carbons, an alkylaryloxy group having 7 to 18 carbons, an allcylarylthio group leaving 7 to 
18 carbons, an aralkyi group having 7 to 18 carbons, an aralkyloxy groyp having 7 to 18 carbons or an 
aialkylthio group having 7 to 18 carbons -7 each; of which may have one pr more substituenl(s);. 

L is a single or double bond or the foltowing groups an alkytene group haying 1:to6carbor>(s). 
an alkenylene group.having 2 to 6 carbons or an alkynylene having 2 to 6 carbons - each of which may 
have one or more substltuent(s); 

IVI is a single bond or the following group - an alkylene group having 1 to 6 oarbon(s). an 
alkenylene group having 2 to 6 carbons or an alkynylene having 2 to 6 carbons - each of which may 
have one or more substituent(s); 

T is a single bond or the following group - an alkylene group having 1 to 3 carbon(s). an 
alkenylene group having 2 to 3 carbons or an alkynylene having 2 to 3 carbons - each of whteh may 
have one or more substituent(s); 
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W is 2,4-dioxothiazolidin-5-yl group, 2.4-dioxothiazolidin-5-ylidene group, carboxyl group or a 
group represented by -CON(R*')R*^ (where R*^ and R*^ may be sani'e or different and each is 
hydrogen atom, formyt group or the following group - an alkyi group having 1 to 6 carbon(s), an aliphatic 
acyl group having 2 to 7 carbons or an aromatic acyl group having 7 to 19 carbons - each of which may 
have one or more substituent(s)) with a proviso that the case where R is a single bond and W is 
2,4-dioxbthiazolidin-5^yl group or 2,4-dioxothiaz6lldin-5-ylidene group is excluded; 

~ is a single bond or a double bond; 

X is oxygen atom, an alkenylene group having 2 to 6 carbons which may have one or more 
substituent(s), hydroxymethylene group or a group represented by -CQ- (where Q is oxygen atom or 
sulfur atom), -CQNR*- (where Q has the same meaning as above and R* is hydrogh atom, formyl group 
or the following group - an all^yl group having 1 to 6 carbon(s), art aliphatic acyl group having 2 to 7 
carbons or an aromatic acyl 'group having 7 to 19 carbons - each of which may have one or more 
substituent(s)), -NR^'CQ- (here, each Q and R"" has the same meaning as above), -SO2NR*- (here; R* 
has'Mhe same meaning as above), -NR*S02- (here, R* has the sanie meaning as above) or 
-NR"' CQNR'? (here, Q has the same meaning as above and R- ^ and R^ are same or different and ^ach 
Is hydi-ogen atom, formyl group or the following group - an alkyI group having 1 to 6 carbon(s), an 
aliphatic acyl group having 2 to 7 carbons or an aromatic acyl group having 7 to 19 carbons - each of 
which may have one or more sUbstltuent(s)) with a proviso that the case where R is a single bond and X 
is oxygen atom is excluded; . < <: 

Y Is an aromatic hydrocarbon group Kaving 5 to 12 carbons or an alicycllc hydrocarbon group 
having 3 to 7 carbons which may have one or more substituent(s) and one or more hetero atom(s); 

ring Z an aromatic hydrocarbon group which may further have 0 to 4 substituent(s) and one or 
more hetero atom(s); and 

a group represented by Y—L^x-T— (where the gyitibols in the formula are the same as 
those defined already) and the formula represented by 



(where Ihe symbols in the forrnula are the same as those defined already) are bonded via three atoms 
on th|e ring Z]. i ; 

12. The pharmaceutical agent according to claim.H. wherein the said agent is on the basis, of 

a dual agonistic action of PPARa and Y- : 

13. The pharmaceutical agent accoiding to claim 11. wherein the said agent is on the basis of 

a triple agonistic action of PPARa, p and Y- . > 

14. The pharmaceutical agent according to claim 11 to 13, wherein the said agent is an insulin 

resistance improver. 

- 15. The pharmaceutical agent according to claim 11 to 13, wherein the said.agent Is.a 
preventive/therapeutic agent of diabetes. . 

16. The pharmaceutical ..agent according to claim 11 to 13. wherein the . said., agent, is a 
prevenUve/therapeutic agent forsyndrome X. . . ... i"''. 

. . 17. A method for prevention/therapy/improvement of the diseases where a dual agonistic 
^action of PPARa and y or an triple agonistic action of PPARa. p and 7 is effective by administration of a 
pharmacologically active dose of, the compound mentjoned in claim 1. salt or ester thereof qr hydrate 
thereof to a patient. 

18. A use of the compound mentioned in claim 1. salt pr ester thereof or hydrate thereof for 
the manufacture of an agent for prevention/therapy/impiovement of the diseases where a dual agonistic 
action of PPARa and y or an triple agonistic action of PPARo, p and y is effective. 
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^ifLX^(Di^m^mm^XV^^Zti)it>^^^X^rc O. BIoI. Chem.. 
£70. P12953-12956. 1995) o Zpmmmmm(D^itiz^K>W¥a.. mi^^Uleptin 

^*:t)PPARr ©agonist tUTf^ffiL, ,^ >xy >®tritt3Jc#jcim^^|^^LT^^-5>. 



2 



wo 6i)M»i 



( 

vct/mom'm 



acyl-CoA carboxylase, GPDH/j:i:©iie^Sf0!^S<&/LiiU, ^S:JiiM«Atfi5 

0 jL^:sLV^t0mt\z.mm Lfcitfe^s^^^^sriigi Lmm^^mt^mnmit 

PPAR T SZJf a cDdua I agon i s t Tfe 7 \/ U x >g|^i»: t UTtt4#ia¥9-4877 1 

<-:?36i0^k'&W^D5>nTt^-5(Current Pharmaceutical Design. 2. No. 1. p85-I02. 
1996; Bioorganic aMedicinal Chemistry Letters. 6. No. 17. p212 1-2126. 1996) . 
U L , PPAR r agon i s I (D-^com^xM^mtim^ $ nT:fe b ^ffl fc ^fc t) 

ti'^D±rU^nTVi7iti. $e)('^c73j-^jJc{t;^t)*5pPARri5ckL^a<Ddual- 
agonist<i:LT^fflT#*e:i:l^$g^d«?iC<v *bT-1>T> a, *5J:l^/3 ©triple 
agonlst#ffl»CO^iTtt^<ftlf>tlTV>/«tVVi LjbiL, ±IB-l?K!i'<feJ;3?itPPARr 

agonist©#fttt5"7Vu i>>^^\z^^i-^nm(o^(Dt^^ommh$> 0, en 

:in^x<DmmtW}mmtmmmm^^r^^mm (tg : Triglyceride) 
i<b\z??kimmmk^it(Dmmf^mi)m^nxiiKi (j.Bioi.chem.. 274. 

lib. 31. p2 1920-2 1925) , Zti\Z^KiDUX7'a-)UifimT't^t th^^itiX 
*5 0 Wf09904815) > ^? ib\ZZ<DD-:f^^-:f\znt^!i«onism^^%^t^^t'^^^ 
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7)V^)Vf^^. ^^iSci^cwte^A-f HD^^>7J^^^;^s> ;^^^i/<j:vvt60D/\ 
iTjc^i b6®75 y 7;w^;i'g, mmma^^ l6©75 y 7;i/3>^ri^»,,,.^.^^.i/j: 

S<«v> i^^lS[2;^^vt 12©7;Ua+«>7;W=^r;i'5fjr«. j^^lS[3/J:ViU7©e'^ P7 

mmmU^^h^(D7)ydr=.}m. J^^^2/j:lvt6©7Jk^X^^ 
^^^2fj:Vib607;Ui>-:^;i/5^;^^, ^^i[^%V>L6/D7;Wf.X%S, 
|*2/j:ViL6©7;i'*r:;i.;t4^'>S, ^^#[2&V>U6®7J^^^t=^^>>^5:.:t«^^ 
;^ Li L 12® 7 'J j^^^6/<t(ri L 12©7 U -^I'^tf Sj'^. .iK^ia[63&:Li LI 2© 

7 'J mmmti.^^ t i8©7;v=¥jV7 y -;v«v M^,g(7/^ti l r8©7ji/ 

^;P7U-;i':t+->S, j^^ic7^j:ViL18©7;i'^^;i/7'J— >'l-5"^S. ^^l^7/j:li 
L18©7 7;U^>)l'S, ]^^^7/j:Vit,18©77Jl'^Jl':t+->S=b U< tti^^^Tnttv 
L>18©7^Jl/=^:J!/5=^;tS«: ; Ltt#^^*fefi^a^^,, ^fcH^ne'nietji©^ 
ma^^^LTV^TfeiU, j^^^lfj:ViL6©7JP4^U^/S, ^^^2j5:LvL6©7;U 
^:iU>S% U< tti^l^^2«j:lvU6©7Jl'=^^::: V>a^ : Mtt*^^, ^fctt^tl 
^*nm±©|i^«$#LTViTfeJ;ti. i^^^l;^LiL6©7;U+U>S. 
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: W«2. 4 ^ V ^ 7 y U v > - 5 - -f 2. 4 - S>:^-^ V 5^ 7 '/ U 5^ > - 5 
- ^ o TzKI^^?^, • MS. JVm. t. tc U^tl^h 1 W± <Dg^ $ W b T V ^ 

-fJUa, *fctt2.4-S^:t4^V5^7VUi^>-5-H'U>i^ST^-5^^^|^</ ; 

^^^^1^2* t;6® 7;p^i w - % t < x-r h □ ^ '>p^ 5^ i/ >s,' s ^ 
xviT*)^</i. mmmm^vm7)v^)vm. mmmm^U(Dmjim7i^)u&. 

hV< «^iSm7)S:vil;i9©3§r«]K:r->JP»S:-^n-?n^t-) : -NR^CQ- (d f TQ. 
■R*tt^h-€^hMl5;tilfcl^i:S«:^^t) , -SOzNR*'- (CClTRnifStBlt^rt CS 
^TFi-T) . -NR^SOj- (R»«B&IB^^tc|S|i:Si^^-r) , 'bL<«-NR»'CONR^«--(:i 

7)v^)vm. mmmtt\'^Lr(Dmt)i^7iy)\^m. hbKum.mmh^^vx^cD^^ 

]K7v;i/g$:^tlien^T) T'/^$nSS^^t-. feb, ±fB®^^t:fe^iT. t 
T=t)J;<; m±©^xoM^S:WLT^iT=bJ:Vi, ^^^*57S:tii;i2(b5?#:^M{t: 

Y-L— X-T— 
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i^^&?jPARa:fe.cfcrXr ©^^otTJl'Jp'-T. hf^ffl^i/^c^iPPARa. Bii^zSr(Dh 

im^Xhr) : ( I ) ICiSliT. :R'36«*n^*niiJt±©fimS5:WLTliTfe 

(I) IziiViT, X;&<-«J^-CQNR»- (c::iT-Q, R»«^lB^^{l(i|DS<&^ 
•T) ^fctt-NR'CQ- (JldTQ. R*«SOgB$gHC|^i;g^,T^f) T'^^n^STS. 
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is: (I) fc^feti-c. i'f)^^M'nm±(Dmmm^mi.x\^^xh\k^\ ^mmui^ 

'A\z:i^mmm^xmm-^n^m^\z':>\,^xmB\zmm't^o 
" R'. \Y. R», R", ^^m'^m&.±0mmm^mbxi^^xh^^^mmmu^^v5(D 
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i-r^>5";PS, sec-'^>5^;i/S, t-'^^^^jPS, ^:t'^>5F;PS, l-Z^^jPv^^^;!^ 

>^)vm. ii-i^:^^)\^-:^^)m. l2-i^y^^)i^-:r^)v^, .2,2-J>^^)Vzr^)m> 
y^^'ji/Sv 2-ji5^;p::/5^;I/^., i. i. 2-h U^^;i/:/pe;i'S, i. 2.-2-h'jpt5'>y 

^^JPSr sec-7*5";PS, l->^5^;i^S. n-'^>5^;i/S, 

. secr^>5^;PS, t-^>5^;i/S. ^-:t^>^)VS. 2-;*5^;i/:/ 

r + '^JVmV$> K>. J: 0 0^ b ^)m. X5^;i/S> n-^ P t:;i'S, i -y^p f 

■jmy n-:r5^;^», i->^5^;ps> se,c-^5";va. t-:/f n-'^>5T;i/», i-^ 
>^}Vmy sec-'^>5'Jl/«v i-'S>5^;wg, 4^:^-^>5';vs, l-^^^^ur/^^yll/g. 
2- A5';i/:/5^;i/S V i. i-s<^ 5";^^ p tf;us. i. 2-s^;< p ^^\zu 

^;PS ;:;:^l?p« ;^;p3l^UyS ; 5^:t*JUA)^V*: tll^M^, :^ 

^1^^ , 3 ^m^=f-U E(OJ\ py >M^ ; h 'JJPS : 7 v Kg : • ;< 

x;i/«, JUKI'S, 7'p^r:;pg^ti:cp7;|.'5r-;|,^ ; xf^-;i/S, y^^xjPS, 

:/un)v=^)vmuE<07)V=ii--)ym, {£Si7>'i'*-li'S(3**m-rs^>+->«, xh 

+v»v y07l??¥'>S, y h=^^2^«/4:^'07;i/P=^^i^» : 7;i':*-P;>t5';U». 
|l/:tP7^5';U»v- hU7;P:i-P;>^5^;i/S. y)V-^u:L^)Vmf3.E<D/\U^J7)V^ 
}Vm : t Kp^->^5";I/S, t HP4^->X^«. t K p^v7'p f;i^S/j:<J:COt 
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;i/Sfj:£©7;i'*;i':j!7;i/A*^<;VS ; f3)V}\^ k» : 7-tr5^;i/3lJ5:f 07;u;^7>'< 
- 75V«f^5^;i/75>'S. x5^;i'75/«. -fv:/De;i/7$ /^/j:£o 
7;wi'75ys : v^^;i^75ys, ;^^;i/x5^;i/7sys. i^x^;u7^/8 
^j:t*0v7;u^;U75vs : 75y p^.5";i^s> 75yx5';uSv 75yyDe;i/» 

±;i/S/ >^djt^=^^2^;i!j;i'^-;i'^^ii:®7;Wri^£/ >^ h^i^M^ 

h#s>;b:>l/d?x;i/X5';u*, xh=^$^;*7>7l^x;i/X5^;^^ :/DjK:^i->;^?j|/te;i/ 

x5^;)/S;S:i:<3[)7;i'Zi + ->;^JJU5}^-;i'7;i'^>'l>S ; y'^)U-t^i^:!*^'^)Um. p^^^JU 

^=yy)V^)V^ : p^^;P5"^^5';vS, p^^;i'^:tx5";i/S, x5^;i/5^:tp<5^;i>S, 

i^;>^:tX5^;i/i;S:<i:©7;P^;P5^:t7;i>^F;|/S : 75 y >^5^;i'75 y 

75 y x5";i/75V ;>^5';i/»;^^®'75 y 7;p^;i/75 y 7JI/4^;p* ; 
7j?x;i/:^^^^^, x5';u^;u:!i?x;t':^-4e>S, -r v ::^d tr;P:*j;i/ji^x;i/:i-:^->»^j: 

x5';PS;^c£t*©7'j->'i'7;U3i+v7;i'3+v7;Wi/S : t h'P^vx5";u^^ 
->y5^;US. t HD4^vX5^Jl/:i-^S/x5'jl/S^j:t'®h KP^i/7;U=i^v7;i/^ 
: '<>i?;p:t=¥v^5";i/S. ^>v';u:^-^^vx5^;i/». ^>i^)i':^^i^-:fa}^ 

;M5";1'7>^x«, h U x5^;i/7>*x:t»;&:<>:0|gcgii7>^x:tS ; 
oyotf;i/*, v^oy^^Jl/*, 'yi?nKyj-)Vm. i^i'U^^'y)VmfS.EO'yi? 

u7}y^)V^ ; ->^> p^D^xjUg, p ->;^ P^>T-x;US, V 
^□^+-fex^g;i<»:©->;^P7;i/'irx;i/S ; 7xx;i/S^ e'JvxjUg. 5^x'x 

7'j;u». tfou;i'«j^t<i:©7U->s ; y 5";i'5^:tg> x^;u5"^», y 
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M$ nTV>T J: i S:ti*t-^. 

x}^;i^5;i/g> 7 5/g> 7;WP75ys. -/7;i<^;U75/a, 

I^7;i'3=^^->S<»:{1, 1 ~,6 <DM.m%h< \t^MW!k(OJ 

x>^->a, n-T'PTH^^^vS, i-yDAt?:^ri'*, n-:/h*->S, i- 
y h^r '>S, sec-y h^->», t-:/ h^v-S, n-^>5^;W:^+ vS, \-^lf^)V:^ 
^vS, sec-'^>'3";i':*-+'>S. t-^>5";i/^=^^v^, 4;:t^>^;i^::^:^va, 1- 

^;>S. 2.3->'/5';|/:/l>^i^S, 3. S-i^^^Jl-y h^v'S. 1-Xf 
2-x5"Jl/:^^h^^vS, 1. 1.2-h'J:>t5^JUypjJ?4^i/S,. 1.2.2-h«J;><^;U:/DJj?=^r 
->Sv l-xf^jU-I-^f'jl/^fpTH+v'S, l-x5";i/-2-^^Jl/yn7j^:;|^'>S^?t'*« 
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n-Zf h^-ym. i-t/K^'>S. sec-zf'h^zM. t-y>^->S, n-^>9^)it=^i^ 
\-^>^)i^^i^&. sec-^>5^;^r^^>'S, [-^y^ji^^^zy^. ^■•Ti-^y 

n-:/h+'>S, i->^h4^'>«> sec-:/h^vi, t->^h#l^S, n-^>5';i':t^'> 

\-0^)l:t^ym. sec-^>^;i/:t+vS. t-A>5^>:ti^->S; T>^^> 

:/o7K^r->»; i-yD7Hi^5/S, ri-::i^h¥'>SV i-Vh^vi, sec-:>^h:^vS, 
R'7^iM± ©sm» ^ W U T T it ij^Mm 1 

i->^5";i>5^:rS, se-c-:/5";i'5':^»\ t-:;^5";U5':tS. n-A5^5";i/5" 
l-^>^)l^:^m. sec-^>^)l'^':^m. l-^i^)V^iir^^ ^^><:>^)V 

I. 2-S^^5^Jl/3^5';V5^itSV2. 2-i>^5F>y5^;U^^^l j. 3- 

1. 2. 2- hV ?^^)Vy'n \-Ji^)l^-\^ ^^JVz^n t';i/5':^S; 1-X5^;U 

-2-pt^;uyDt>5':tS?iC<h**^«bn, »^L<tt\ X^JU5" 

sec-y5'Jl'^:tS, t-y5^;i/5"^S, n-><>5^;i/5^:*-». i-^>5^;U5^:tS; sec- 
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t-^>5";i/^^S. :r-:t^>^Jl/5":tS. l-^5';P7'5";U^:tS. 

^' ■ . ^ ■ 

2-pt5^j|/7>;i/5^:tS. 1. i-v/5';U7'D,tfJP5^:t», 1. 2-vp^5";u7'p 

X5^;i.5^«v n-ype^Pf'^S, i-7'Pl^-'l'9'«> n-y5'Jl^5':tS. 

^'^j-S. sec-y^'Jl^^'^i-S^ .l-y^'v'W^^^tS, n-^>5";i'5":tS. i-^>5^;U5':t 

i-y □ kr;i/5^:ta, n-:/5^;u5=:;a-S, \--:r^)i^:tm. sec-zf^^ji^t^^ t->^5^ . 
mrmmntc^^TFit, m^m^}^9^^i^M b'.a^v^ h=^^.->s> 2-a-i' kd 

->7Jl'=^^JUa^^S^&^T^^, MA^ KD^v7;U+;i'9^:t^.<i:|i, ±12^^^ 1 

A-r H O + vX5';U5^:t» , . I -/N-f H P xxf ;i/5':t«3^ ^*«#tf e> , 
R'?!>n£t±OBife«*^bTliT%J:V>^l^gcl;iVib607Sy 7>/l/=^;i'«^^ 
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wimiz vxrm&s±(Dm^^^vxu-v^M^^m:\m^vm7 s > 7 
b< tti^^ig«07;w+ji/5^:rstc;feviT, mm-^mmm^7B: y^xmm'tn 

rc^^7r:fo$:i^mzmi^if75./y^^)l^:irm^^ 1-7 
5 >x9^;^5^:^»j5:<i:;5»^^^f 

:tDX9";i/«, l-7;i/:tax5';i'S;k^;j*^tf e.n^-o ' 

7;i/D^vS$:^t"^-&, MAoy>-fb7>»UD^->S<htl. ±IBi^^^ 1 ~ 6 ©it 
^ ^^^X'm^:^krzm^mto Mi^6^\zitm?L\ty)\^:tn^h4i^^^ h*)y)l^n 

>^h+'>S. 2-7;i'^Qx>^va, i-7;i/:tDxh4^$/S/i<!f5&i^frf ens. 

7 jv^^ju^^tm^TT.rm^. MAoy>'fb7;w^9^its<^:«. ±ie^^i!f i ~6 
©iiiit)b<:ii^siM^c7)7;m^;u5^:tS{i*D</iT, a^?jHg/j:gB&75nJ!^±0A 
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a, 2-xh:;»r>'X5';i/S/j:<i:7i)«#tfe»n'5. 

7;m^->g<&/^-rJ^-&> m7;P:3=^^5'7;P=i+->Sttt> JtlB^^^ ; -vS ©it 

0iti|t)U< tt^ftW®7;i'3i^>'ST'tt^$n?ts<^^-ro M.^mz\:im?i\t 

>=*:->»v l-Xh=^^*>Xh=lr><S, 2-Xh=^^V'Xh^S/»^<i:**tptj'^tlSo , 
, , |^^{cLTR'*si^±®mJ^«<&WbTViTfeJ;^i^^l^27&:ViU2©7Jp^^^ 

7;p^;i'5^^S^*TJi^> ^7;v=i=¥->7;i/^;vg^7f St JiiB^ig^ i e 

1 ~ 6 ©Silt) L< \t^mm<D7)vu=¥i^mT'm^-^tirzm'&^-ro MP^mz\t 

2-/ > :^,v'X^;i<f !-x h =^ S/x5^;i'5^:tSv , 2-x h ^ *>x0^;P5':t»/j: f 

^vi?o7;i'^;i'Stfi. ^^^3~7(^)^4^(D7;i'^;us^ici*t, 
mzmpiit. ->^pyntf;i/a. vi>D:/?;us, -:<i^o^>5";us. ->i>d^ 

ll^lcUTR'*MiJ)l±©glftS$*bTV^T'bJ:Vii^?fll&3>^^ 

07)i^}\^m\z^^^T> ^(Di^mzmmm^i}^f^'^Ltzh(Di)mmv. Mwmz\t 
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-i-f;u«> i-y7">-iw;i'S. i-yx>-2-r;i'*, i-:/x>-3-'f;Pa, 

;p-2-:/o^>-i— r;wg, i-^^;i/-i-:/x>-i-'f 2-^5';u-i-:/x>-i--f 

Jl/S, 3-pt5"JU-l-:/-r>-l-1';i'S, l-p^5"JW-2-7*7">-l-'f;i'^, 2-;<5">V-2- 
>'"r>-I-'f;i'*. 3-^^;i^-2-yx>-l-'f;l>S, l-;?^5";i/-3-yx>-l-1'>>l'«> 
2-;<5'Jl^3-:/7^>-l-^;WS. 3-;?^5";i/-3-yx>-l-f;i'S. l-X5^;i/-l-yx> 

-i-i';i>^, 2-i^;wi-yx>-i-'r;i'S\ 3-i^;i/-i-:/^>-H'i'jug. 1-0:5^ 
;i/-2-^x>-i-'i'>'i'S. 2-x5';i'-2-7'x>-i-^Ji'S. 3-x5';P-2-:/x>-i-'i'Ji/ 
i-x5^;p-3-7*x>-i-'r;i'S, 2-x5";t/-3-:/T->-i-'r;us. i-x-^jv-^-zf 

Jl/S, 1. 3-v?;>^5=^;i/-l-:?^x>-l-^JI^». 2.2-i?^5";P-l-:;^x>-l-'f;i'S> 3.3- 

2-:/5^>-i-'r 1. 3-vpt^ji/-2-:rx>-i-r;us, 2. 2-vv<^JU-2-y5">- 

1- f ji/S. 3. 3-v>^5^jp-2->^x>-i-'r;i'S/' I. i-vX5F;i'-3-yx>-i-^;i'^. 

i;2-vp^5^;i/-3-:/7^>-l-'f ;US, 1. 3-v^5^;i>-3-yx>-l-'f 2. 2-i/pC5^ 

;w3-yx>-i-r;w»> 3. 3-v^5'ji'-3-yx>-i-r;i/a> i-^>T->-i-'r jps. 

2- >^>x>-i-'r;us. 3-'^>x>-i-f;i'S, 4-^>7^>-i-'i';i'S. i-^>x> 
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l_^>^>-3-^;US, l-^yT-y-l-OV^, I-^>T>-l-f;i/S, 2-'^,>x> 

-i-<;i<s, 3-'^^'-x>-i-f>'i^*^ 4-^>T>-i-<Ji:'S- i-^>73>-?^'f;i'!i> 

2-^>^>-2-^;i,g, 3-^>x>-2--r;i/S.:;4--^>x>-2--r;i'S. \-^>T> 
-2-'^>x>-l-^JVar 4-;?^5^;p-2-<5>x>-l-<;i^a» l-pt?;|/-3-^>x>-l- 

^)vm^ 2-^5"^p-3-^>x>-i-r;irS, 3-^rJi<-3-'^>T->-i-'i';v»v 4-^9^ 
-i-'fji'S. 3-^5^;i/-4-^>x>-i-'f>S^ 4-pt5^;M-^>x>-i-'r;ua> i- 
x>-2-'f 4-/5^;i'-i-^>7^>-2-'f;i/S> .i-pi?^;i/-2-f<>x>-2-:<;»<s. 

2-X5";i'-2-^>5">-2-f ;PS, 3-:>^^;i/-2-^>.x>-2--f 4-^^JW-2t^ 

3-p^f';i'-3-^>x>-2-'f;i'Sr 4-^5^;u-3-^>x>-2-r;w». l-;'^5"';;^- 
4_y^^>^>-2-<;^s, 2-^5^;W4-^>T>-2-f J1^S> 3-P<5^>'V-4-^>-r>-2- 

-r ,4-.^ 5^ ju-4-'^ >x >-2-rf 1)/^. 1-;^ 5^;i/- 1-^ >x ^^-s-i' 2- ^ 

-3-f ;ws. \-^^)\^-i-^>T-y-i-< )\^^^ 2-^f ;i/-2-^>7-;>-3-f,;w^v 3- 
.p^^;^_2-/^^>x>-3-f;^«, 4-^5F;i/-2-^>x>-3-rf;i'»i i-^=^-fe >-!•--< 
;ua, i-A=t^-fe>-2-'i';us. 1-^:^-11 >-3-'f;ua; i-^^-tr>-4-f;u»v?j-'\ 

jum. 2-^=¥-t >-3-f ;u»> 2-^=*^'fe y-\-<)vm. i-^^t>-^-< 
:^^-t>-6-'r;ua, 3-'\=*^-fe>-i-'f jva. 3-'\+-fe>-2-'i'ji'S-> 3-'\^.ii>-3— r 

-i-i';i/»> 3-:^o'^>-i-<;i/». i-:^^>-i-i:;V'S, i-:/T=>-2-'f;i/*. i->^ 

7^>-3-f>'I'a> l-:/x>-4-'f 2-7*r>-l-1'Jl^S. 2-7'x>-2-^JW»-l- 
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-i-y;!/*, 2-pt5";i/-2-yx>-i-'f 3-p^5^;p-2-::/r>-i-<;p»> i-^^ 
;i/-3-:^x>-i-f;i/S, 2-pt5";p-3-yx>-i-<;i/», 3-^5^;i/-3-yx>-i-'i';p 

x>-i-i';i-». i-x5^;i/-2-:/x>-i-r;i'a> 2-x5';w2-:/x>-i— rji.^, 3- 
x5";i.-2-:/x>-i-'f i-x5";i/-3-yx^-i-^ 2-x5=-;p-3-:?'x>-l- 
3-x5';M-!/x>-i-r;i/S> i\-v:^^)v-\-':f'r^^-\-^)vm. 1. 2->» 
/5^;p-i-7'x>-i-r;i'», 1. 3-v?p^5^;u-i-:/x>-i-f 2. 2->'^5^;i;-i- 
::^^>-i-f;i/». 3. 3-v'^5^;i;-l-:^x:>-i->f 1. \-j^^)V-2-':f7-y-\- 
-r;i^S. 1. 2-$^^5^;i-2-yx>-i-^;i'S, 1. 3->?Xf^;v-2->^7^>-i-'f;i/S.2. 2- 
i>^5^;i/-2-y-7^>-i-r 3. 3-v^5^;i'-2-7'^>-i-'Y;vs\ ^ 1. \-i^^^)v- 
z-zTT-y-iA 1; 2-i^p^ 5";i>-3-yx>-i— r ^i^^, 1. 3->^^5^;i/-3-yx>- 

1- f;PS, 2. 2-v?pt5^;P-3-:^x>-l-fJl'Sl 3.3-v?^5';U-3-t/x>-l--f;i'ST 

3-yD^>-w;ps, i-yx>-i-'f';i/'». i-!/x>-2--r;i/*< i-yT^>-3-'f;i/ 
i-:r7^>-4-f ji'-a, 2-7^x>-i---i'Ji'S; 2-3''x>-2-'r;t'». 

-j^ y-\-^ ji/S, 3-^ i-7^x >- 1 1-^ =s-)WL--:f5- 

2- ;>^5';t-2-:/x>-i-'f 3->^5"Ji/-2-7^x>-i-^;i/»v i-pt5^;i/-3-:/7^> 
-i-f 2-y ^^jiz-s-^T- y-\-^ ;i/»v 3-^ f^;i/-3-:rx >- i-i- t) , 

=bot'b»SL<«Xxx;wS, l-T^O'^^-l-^jl/S, 2-7^D^>-I-r;Ug, 3- 
7'D'<>-l-<;i/g, l-7x>-l-'f;PSv I-7'x>-2-rJl'a. l-7x>-3-'f Jl/S. 

i-:/x>-4--<;i'S, 2-7'5=->-i-'f;i/S. 2-:/x>-2-'r;PST*-2>. ■ 

|5|«ltLTR';&MUil±©mmSS:^lxTtiT%J;^ii^^^2^j:l/it6©7Jl'^rii;U 
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2->5^;M-yo^>-i-f;i/:t^->S, \-^^)V-i-y'u^y-\-fi )V^^i^ 
»> :2-;?^5";i^2-:/o^>-i-f;u:t^vS,, i-^5';u-i-::^T>-i-^''J'^^->S> 

2- p^5^;i'-i-:/T:>-i-'f-'W:t=^v'S. 3-p^5^;^-l-y5^>-l-'^;^^=^r->», i-^^ 

;i/-2-yx>--l-'f ;>:t=^ vS. 2-^^ 5^;i'-2-^x >- 1-f JP^f * f^;P-2- 

:/*>-i— r;i'^^r:v«> i-^5";i'-3->^x>-i-i';w^4^vS> 2-pt5^;i'-3-:/x> 

3- x5";i-2-=:/x>-i-i';i'^*vS, i-x^ji-i-zfy'y-iHJU^^^ryM. 2-x5" 
)V-z--f^>-\-i )v^^=ym. 3-x5";u-3-:/x>-i-i';i/*#'>». i. 

?;^-l->CT>-l-'^J^^^*>S' i. i->'^5';p-2-:^x>-i-ri'Ji<^=^yS> 1.2-i? 

:A^A-2-Z^^>-\-<( JVt=¥z^m. 1. 3tv^;><5^J)^-2-:;^x.>-W 2. 2- 
^ 5^;U-2-yT >T 1 -< )\^^^ '>S> 3. 3- v^pl 5rJI/-2-yx 1 -< ;U*^;>S. 

1. i-:^;»t^;M->^7^>-i-'i'^i'^^>'^- i.2->'^5';i/-3->^x>-i-f;v:t^^r'>». 



I. 3-v/9=-;i'-3-7x,>-l-'r JP^^vS^ 2. 2-i^p^5^;W3-7*x>-l-1' ^V:^^^® 

3. 3-vp^g^;^-3-^x>-l-.'^v;^^+->s^ i-^>x>-i-'f;i':t4^v»v 2-^>x 

;l-^>-r>-2-'r;i/^4^'>»> 2-'<>x>-.2-r;P:t^->», 3-'^>x>-2-r;i':t 
=^r->S, 4-'5>x>-2-'f l-'^V7^>-3-f;i/:t^v», 2-^>7^>- 

3-'f;i':t4^*>S. l-^>T:>-l-'l';i/:t4^->», 2-^>x>-l-<;i/:t^rv'», 3-^ 
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>^>x>-l-'r;U:t+v«, 2->5";i/-2-'<>x>-l-<;P:t^vS, 3-X9';i/-2^'^ 

■r>-l-<;^:t^vS^ 2-^^>'U-3-^>x>-l-r;P:t^^vg\ 3-p^5';U-3-^>7^ 
>-\-^ )V^^zym. 4-p^5";i/-3-^>x>-l-<;i/:t^^i/S. l-p^5';i/-4-^>x> 

-i-f ;i'^+'>S, 2-^5^;M-^>x>-i-'r;i':^-=^^v«. 3-;>^5^;m-'^>7">- 

1- --r;i/:t^r->s, 4->t#;i/-4-'<>x>-i-'f;p^^vS> i-pt5^;i'-i-^>^>-2- 
-i';i':^^->*, 2-^5^;u-i->^>7^>-2^'f;i':i-^v», 3-:?t5^;i/-i-^>x>^2--r 
;i/:i-+>'S. 4-y^;i/-]-'<>x>-2-'f;i':^-4vS. i-^5";w-2-^>7^>-2-r;u 

2-:^^)V-2-^yy-y-l-^ i-^^)l-2-^>y^>-2-^ 

4-^5^;^-2-^>■r>-2-'f;^x^4>'S. i-p^5^;i'-3-^>x>-2-^;i/:r:^^ 

2-p^5";p-3-'^>x>-2-'r/l';t^vg, 3-^5=-;U-3-'^>x>-2-i';U:t=¥*> 
4->i5';U-3-^>x>-2-^>p:^-^^^vil, l-;>^5";i/-4-H>x>-2-'r?l/:^-i^>'», 

2- ;>i5'JM-^>x>-2->r;i':t=^v'S, 3-;;^5^;P-4-^>x>-2-<;U:i-^'>a. 4- 
^5';M-^>-r>-2-f Jl/^J-^vS, l-P^5^;i'-l-^>T->-3-'f vS, 2-;>l' 

5";u-i-^>x>-3-r;u:t^vg. 3-p^5^;M-^>7^>-3-'r;i':t=^vS, 4-^5^ 
;M-Ox>-3-f;i/^4^>'S, i-y5";i'-2-^>T->-3-r;u:t=^^v^, 2-^5"ji/ 

-2-Ox>-3-'r;i':^-=^r->S, 3-^5^Jl'-2-<>x>-3-'1*;U:j-4^v», 4-:^^}^- 

5-f;i/:t4v'», 1-^=^^-11 :^-6-'f;i/:i-=^^->», 2-'\4^ir>-l-'f;i/:t4^'>S, 2-^ 
=^1r>-2-f ;i/:t4->g, 2-^^-t>-3-f;l':t^S/g, 2-'\^-t>-4-'f Jb:t4^'> 
2-^+-fe>-5-<JU*+>'S. 2-A4^-t>-6-fJl/:t4^>'a, 3-^=^.-fe>-]-^ 

;i/:t=^^s^s, 3-A=^-fe>-2-'r;u*4'>s, 3-^^±>-i->f jv^^i^muEfi^mM 
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2-;*5';i'-2-yp^>-i-i';i/:t+'>s, i-;^5';i/-i-::^x>-i-'f 

2- ^5";i'rl-7x>-l-rf;i^:t+i>S, Z-:^^)V-\--:fy-y-\-^ )\^^^^^. l-pt5" 
;i/-2-:/T>-l-r;U:r*,'>S. 2-^5^;W-2-yx>-l-^'JW:t^vS, 3'-;?^5^;P-2- 

-i-i';u:d-^e<», 3-^f ;w-3-yx>-i-i';i/^=^i/»> i-x5^;i/-i-:/7^>-i-'f 

;i/:4-^'>S, 2-x5^;u-i-:7*x>-i--(';i':t^f/S. 3-x5";u-i-:/T->-w;i':t^ 
. ->g, i-x5';i/-2-7x>-i-'fJi'**vS. 2-x5';i/-2-:/7^>-i-i';i/^^vS. 
. 3-X5^;U-2-7*x>-l-<;^:^^e^*, . l-X5^;i;-3-yx>-W 2-X5" 

;p-3-:i^x>-i-'f;i':t^'>S, 3-xf^;k-3-:/x>-w;i'*=^;>S. i. 
,-l-yx>-l-'f Jl':^-^*>»> 1. 2-e^;p^5^%i-::/f>-l-'f >'l'^+'>»^ 1. 3-v^;*5^ 
;i'-l-^x>-l-f;i':t+->g. 2. 2-vf^5";i/-l--/T>-l-1'JJ'*^i'«> 3. 3->'^ 

^";V-i-:/x>-i-'r;i':^-^v'Sv i. i-vp^9";p-2-:/7^>-i-r;i':t=¥v», i. 2-v 

p<9";i^-2-y5r>-l-r;U:t4^->S. l. Z-z^^^JWZ-Zfv'y-l-fJV^^^iym. 2.-2- 

^ r ;P-2-yx >-l-^}U^^ vS, 3, 3-i? ;f,_^JP-2-7*T >- 1-f -'1'^=^ 
1. l->?;*5^;b-3-7^x>-l-< JU:t=^rS^Sv 1. 2-$^^?^;i/-3->^T->-i-'f.;u*4^s>s, 
1.3r>?pl5";P-3-:/x>-l-<;i':t*->S, 2.2-':^;>i:f;i/-3-:/x>-l-fJl'*=^->», 
3. 3->»:>t^^-3-ya^>-l-^;i':t^v»T'fe 0 , J; »?»^ b < «Xa-x;U:*-^r'>», 
l-7'o^>-l-1';U:t=^^i>^, 2-yD^>-i-i';i';t=^^e^S, Z-Zfu^y-\-^)Vit 

^vg, i-7'x,>-i-'f;u:t^va, i-7'x:<-2-'f;i/^4^vS, i-7'x>-3-'f ;u 
^r^^rvS, i-:/x>-4-<ji/*^->S, 2-7x>-i-<;i/:t4v'a» 2-:/7^>-2-r 
jpit^^vg-. l-^5^;i/-l-ya'^>-)-i';U;i-^S/S. 2-^^)W\-zfu^y-\-'i)V 
:t=^->S, i-^5';u-2->^o^>-i-'i';i/:i-*v», 2-p^5";u-2-yp^>-i-r;p:t 

3- >^5";i'-l-7*x>-l--f>ll^:t=^^va, \-:K=^)V-2--f7-y-\-'i )v-^^y^. 2-^5" 
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-4-^- 2-yx >-l-=-'1' vS, 2-:/7">-2M )\^:t^z^mT'$> 0 , 

*)-p'<i:fej!f*L<(SXx-;P^^rv'S. l-yp^>-l-l';i/;i-^->S, 2-7'p^> 

|^^{c:tTR'7&^liJA±©fiMS^#tTiiTfcJ:tii^^ic2;5:i/iL6®7;i/'i'-iiJP 

>-i-'rji/9":ti,' i-^5';u-2-yD^>-i-r;i/5^:ts. 2->^5";w-2-ya'^>-i- 

1- :^¥)V-\-':r7->-]-i)i^^m. i-p^^;i^-2-yx>-i-H';i'5^:ta, 2-^5";i/- 

2- t/x>-l-r;U5"*S. 3-p^5"Jl--2-7x>-l-<;U5^:tS. l-^5^;i'-3-y7^>- 

2-:K^)V-Z-Zf7-y-\-^ )V^^m. 3-^5^Jl'-3-7'x>-l-'f >'1'5"^ 

a, i-x5^;u-i-yx>-i-f;i'5^5rg. 2-x5^;i/-i-7x>-i-i';i/5^:i-S, 3-x^ 

>-l-:^7->-l-f;i'5":tS, l-X5";i'-2-7x>-l--r;U5^:tS. .2-X5^;U-2-t^x 

3-x5";i/-2-:/x>-i-'f;i'5^^S, i-x5'ji/-3-:/x>-i-<;u 
2-x5^;i/-3-7'7^>-l-f JU^/f-S. 3-x5";i/-3-yx>-i-'r;i/5^:tS, 1. 1- 
-:^p^5";u-i-7>>-i-'i'>/i'5':tS, 1. 2-vp^5^;i'-i-:/x>-i-'f;i'5":tS, i. 3->? 
^^;i'-i-yx>-i-i';i^5^:ts-. 2. 2-i?^5"Ji'-i-7*x>-i-i';i/5":ts, 3, 3-:^p^ 

yv-i-zfy-y-x-^ i.3-i^p^5^;W2-yx>-i-^;i'5^^S. 2.2->^^5^JU 
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■:/7'>~l-^ 2.2-i?;>t5^;i/-3-yx>-l-'(';i/5'«v 3. 3-v?^5^JU-3-:/ 

. >r>-l-'r;^5"«, 4-^>x>-l-'f>>l/^^S> l-^>x>-2-< ;U5^;fS, 2- 
Ox>-2-f;U5":rS, 3-^>5">-2-'f;i'5":tS, 4-^>7">-2-r;i/5":rS, 

x-^y^-y-i-^ )\rf-tm^ 2-^y^y-i-^ 3-/^>x>-2-i'ju^^s, 

4-^>x>-2-'f ;>9=-^g. l-^>x>-3-'1'Jl^5':t», 2-^>x>-3-'r Jl-^i^tg, 

1- ^5'Ji/-i-'^>x>-i-i'>'i^9'**> 2-p^5';u-i-^>7^>-i-r;i'5"*a, 3-^5=- 

^>x>-l-f;i/5^:t». 2-p^5^;>-2-'^>x>-H'f;i/5"^»> 3-pi5";i<-2-'^>7=- 

^'-i-rjp^'^ts, 4-^9';i^-2-^>x>-i-'f;v5^:t^> i-pi5";w-3-'^>^>-i- 
-f^i'^'^s, 2-^^;i/-3-^>x >-!--< ji'^^*^* 3-->^5"ju-3-'^>x>-i-r;i'5^ 

^S> 4-^5";i/-3-'5>x>-l-'1';i'5^:t». l-;<5^JM-^>T->-l-<;W5^^gx 

2- p^^;i'-4-^>x>-l-f 3-^5^;U-4-^>T->-l-'rJl'5^*S. 4-;<^ 
;U-4-^^>5^ l-:^^)]^-\-^y^y-2-^ 2-^f}\^\- 

y<.y'ry-2-r^ ^-^^)V-\-^y7^:y^2--()V'^^^. A-^^)v-\-^y7- 
< 3-^ ^;i'-2-'< >x >-2-'f jug^^a-s, 4-/ 5^;u-2-^ >x >-2-i' 

:tS. l-/5^;l'-3-^>x>-2-'1';i'5^:tS. 2-^5";P-3-^>-r >-2-r ;i/5^:tS, 

3- ;<5'Jl'-3-^>x>-2-<;i/5':tS, 4-/5';i^-3-^>x>-2-f ^W^'^S, 
)V-A-^y7-y-2-^ 2-:^^)V-A-^yy-y-2-i)\^=^^m. 3-^5^;P-4- 
'^>X>-2-'f;i/^^S. 4-p^5^;U-4-^>x>-2-'f \-:^=^)V-\-^y^ 
y-Z-^)V^^m^ 2-:^^)V-\-^y7-y-Z-^ 3-:>i5^JW-l-^>x>-3- 

A-:^^)V-\-<y7-y-Z-^ l-;>^^;!/-2-^>x>-3-f JV^^ 
^Sv 2-^5';i'-2-^>x>-3-1';P5^:tg. 3-^5^;i'-2-'^>x>-3-1';P5':tS, 
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;i'5^:t«, 2-^^-fe >-3-'t' 2-'\4^-fe >-4-^ }]^^^. Z-^^-t > 

«v i-:/x>-4-^';i/^:^^», 2-:/x>-i-<;P9^:tav 2--:r9->-2-^)v^^&. 
;i/-2-:;fD><>-i-^;i/5^;tS, 2-^9^;i^2-:/D^>-i-'f;V5^^». i-:^^)V-\- 
\-^^)v-2--fT-y-\-^)V'^^m. 2-^5";u-2-7x>-i-'rju5^:rs, 

\H)V'^tm.'2^^^)i'-\-:f7'>^]--(-^^^ 

i-x5';i/-2-yx>-i-i' 2-x5";i/-2-:^x>-i-'f 3-xg^ 
;i'-2->^x>-l-'i';i/9':t», r-x5F;iA3-:/7^>-i--f ;i.5^:tS, 2-x9^;u-3-:/7^ 
>-i-'r;;i/5^:tS. 3-x5";i/-3-7'x>-i-i';i'5';tS> 1. i-vp<5";i/-i-yx>-i- 
-r^u^^^ts, 1. 2-v;^5^;i'-i-y-r>-i-'r Ji'^"^*, 1. 3-vp^5^;i>-i-:/7^>^i-i' 

JU^'^S, 2. 2->?^5"Jl/-l-yx>-l-V;i'5':tS. 3. 3-:^^5";!/-l-:/7^>-M 

1. i-v?/5';u-2-:/x>-i-f ;U5^:t^, i. 2-v?>t5';i/-2-7^^>-i-rji/9" 

1.3->^^5^;i/-2-:/x>-l-Hr;i'5":d-», 2. 2-i?pt5'^l/-2-:/x >-!-•< ;U5":t 

a. 3. 3->??^5";p-2-yx>-i-i';u5":t», \:\-'J:^j^)V-z--:f^y-\-^ )\,^^^^ 

1. 2-vp^5';i'-3-yx>-!--r;i'5":t^, i;3-v^5^;i'-3-7*x>H--< 

2. 2-v;<5';U-3-:/x>-l-r>5':tS, 3. 3->'>^5">)U-3-yT->-l-r ^U^'^ST* 
0, <fcO»^L<ttxxx;i/^:i-a, l-7'P'^>-l-'rjl/5';rS, 2-ya'>^>-l-f 
)VJ-itm> 3-yD^>-l-'f;P5'^ta, l-:^x>-l-'f;P5":tS. i-:r5=->-2-f JU 
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i->5^;i'-i-7*x>-i-<;i'5"tS, 2-^^;i.-i-7x>-i-'f^5"' 
T-^-i-'r;!'^^-^,. 2-pi5^;i/-3-yx>-i-'f 3-^5^;i<-3-y7">-i-'f 

x>-Hrr;V5^:t», 2-7x.>-2-f hot^^1^\.<\tJL^~}V 
; {2«fi»JA«X5'-:;i/S. 1-C/PH>-1-1' 2-y □ h*>-l— r » 3-y o ti> 

-\-^pm< {-if^y-x-^ )vm. i-^^>-2-^ jm. iri/f^>-3-<;pa,.i-y5" 

-fjus, 2-^5^;k-i-y.Be>7i-'f ;i'S, i-^5^;i/-2-yDe>-i-'f;i/«. 2-pt5" 
;w2-:/D tr>-i-< i-p^5^ju-i-:^5^>-i-f ,2-j>^^;u-i-:/5^>-i-'f 
,;i/S> 3-pt5';i'-i-7'5^>-i-f;i'«v i-p^5^;i/-2-75">-i-<;v$> 2-;<5";i^2- 
y'^>-\-^ )\^m> 2-s<^)U-2-':r^>-\-i jum> i-^5";W3->^5">-i-'r;p»v 
2-pt5=:ji'-3-y5^>-i.7'fju»> i-^^)y-z-zr^y-\-^ \-:x.^)V-\-zf^y 
-H-f JUS, 2-x5";n-y5"^-i-'f /PS, 3-x5';wi-:f5">-l-'f ;uSv l-x5" 
;w-2-y5^ y- i-f JUS, 2-x5";i/-2- >- i-f 3-x5^;i/-:2-7^ >- i-f ;u 
i-x5^;i/-3-y5^>-i-'rji'S, 2-x^;i/-3-:/5">-l-i';i/S. 3-x5";u-3-:/ 
5^>-i-'r;i'S, 1. i-v^5';i/-i-y5^>-i-'f JUS. i. 2-v^5^;i/- 1-7*5^ >-i-<f 
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i.3-vp^5";i/-i-:75^>-i-^;i/S, 2.2-z^^^)i-\-':/^>-\-^ ji^m. 3.3- 

li-i^^'^)V-i-':f=^'>-\-^ i.3-5?>^^;l/-3-:/5">-i-'f;i/«, 2.2-v'^5' 
;i/-3->^^>-i-'f;VS, 3,3-e?^^;u-3-y5">-^'r;i/», 



-2-^)m. 2~^>^>-2-^ 2-^y^y-2-^ )m. A-^>9->-2-^)\^m. 
i-'^>5">-3-r;p», i-^>^>-i-( jm. \-^>^>-\-^ )m. i-^yi-y 
-i-f;V», i-^y^y-v-i i-^y^y-i-om. \-^y^y-2-^ 

1- ^yi-y-2-< i-^y^y-2-^)vm. A-^y^y-i-^ )vm. i-^y^y 

i-^y^y-i-^ i-;<^;M-^>5">-w;i/a, 2->5";WI- 
^y^y-\-^)vm. z-:^^)V-\-^y9y-\-'i)vm. A-i^^)V-\-^y^y-\--( 
)vm. \-^^)v-2-^y^y-\-i ji^m. 2-:^^)\>-2-^y^y-i-^)m\ z-^^^ji^ 
-2-^y^y-i-^ )um: 4-:^^}ir2-^y^y-\-^ jum. \-:^^)i-z-^y^y-\- 

-f;i/S, 2-pC5^;U-3-^>5">-l-f ;i/a, 3-p^5^;U-3-'^>5^>-l-'f JUS, 

}V-2-^y^y-i->f)i&. i->5";M-'^>?>-H-f;i/», 2-^5^;i/-4-^>5^> 
-i-fjus. i-^^jv-A-^y^y-i-^jvm. A-:<^)V-4-^y^y-i-i jim. \- 
:^^)V-\-^y^y-2-^ 2-;^^)i^-]-^y^y-2-^ jum. 3-X^;i/-i-'^> 
^y-2-^)vm. 4-^^;i/-i-^>5">-2-f;i/S, i-^5"ju-2-^>5">-2-i'>s. 

2- ;>i5";i/-2-'<>5">-2-'r;i/a, 3-^5^;W2-^>5">-2-f;i>S. 4-^5^;i'-2-^ 

y^y-2-^)vm. \-:^^)v-z-^y^y-2-i }vm. 2-:^^)\^-2-^y^y-2^^ )V 
8, 3-y5';i/-3-'^>5^>-2-r;i'». 4-/5^;u-3-^>5^>-2-'f;i'», i-p<5^;i^- 

4-'<>^>-2-'f;US, 2-^5F;M-'^>^>-2-<;US, 3-p^5^JU-4-^>5'>-2- 
-f;US, 4-^5^;P-4-^>5">-2-<;US. l-^5")U-l-'^>5^>-3-'1';i'S, 2-^5^ 

)U-\-^y^y-2-^ 3-^5";u-i-^>5^>-3— rjPS, 4-p^5^;u-i-^>5^> 

-3-f;US, i-^5"Jl'-2-'^>5^>-3-<Jl/S, 2-/5^;P-2-^>5^>-3-'r;US, 3- 
;<5^;W2-'<>5'>-3-f;i'S, 4->t5^;i/-2-^>5^>^3-f ;i/S, l-'s=^v>-I-'r 
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4^>»-5-f Jl'S;.l-'\+v>-6-'r;U», 2-'\^v>-l-<;i/S, 2-^^'»-2-f 
2-'\^'»-3-'f;i'S, 2-'\^v>-4-'f JPa. 2-^:^^v>-5-<;US, 2-A 
^^-»-6-'f 3-^=^->>-l-<>|US, 3-'\^>r->r2-'r;i/S. 3-^4^v>-3-< 

;^S;5:<!:*^^^fen. «^su<:«x^-;ug, i-yDf>-i-f;i/S. 2-yof > 
-i-f 3-yDhr>.-i-os. i-:r5">-i-r;us, i-y5^>-2-r;i/S. i-^^ 
5^>-3-<ji/«, i-:/5">H-f ;i'*> 2-:/5^>-i.-'C;i'S, 2-y5^>-2-f i- 
^=j-)v-\--:fu\iy-\-^)vm. 2-^5^;i'-i-yDe>-i-i';i'S, i-p^5:JW2-yn 
e^-i-fji/S. 2-^5";i/-2-:/Dtf>-i~i';u«. i->^5F;;i'-i-y5=->-i-r;u», 

2- ^5";u-i-:/5'>-i-'f;i'g, 3-pt5";wi-:/5'>-i-i'Ji'S, \-)^^)V-2--:r^y 

;i/-3-:7»-i.r'f )vm. 2-^ f ;w3-y^^>- 3-X5^;u-3-:/5- ;w 
f^>-i-'f;i<S, i-x5^;i/-2-:/5">-i-f;i'». 2-x5^j!i/-2-:/5^>-i-rf;i'», 3- 

.Ji^)V-2--^^>-\-^)Vm. \-:L^)V-l-Zf=f->-\-'i )V^.. 2-x5";P-3->^5^>-l- 

'i';^^v z-jL^)u-z--:^^ jym. i ]-j^^)u-\--f^>-\-i)m. i. 2->? 
y^^)i^-i-':r^>-]-'i \, z-'J:^^)V-\--:f^y-\-<)vm. 2. 2-:^x5^;u-i- 
:/5^>-i-'r;kS, %> z-z>y^=jt)V-\-:f^>-\-^ i. i-i?p^5"jw2-y5^>-i- 
•f ju^v 1. 2->?^5:;i'-2-y5^>-i-<;p*, i. z-V:^'^}V-2-':f^y-\-'i )vm. 2. 2- 
v'ptf";i/-2-::^5^>-i-i';i/»> 3, 3->?p^^;u-2-:/5">-i-'f i. l->'/5";^- 
3-:/5">-l-<J^S, i.2->'>;5";i/-3-y5='>-i-'fji'S, 1. 3-v';>^.5^;^-3-y5^>- 
l-rJ^s, 2. 2-v?^5"Jl'-3->^5">-W;i'S. l,Z-'J^=^)V-l--r=^>-\-^ 

$>y). J:o»*L<«x?^x;i/g, i-yDhf>-i-r;i/S. 2-7*o tr>-i-'r;u», 

3- 7*De>-i-i';i/S. 1-^5" >-!--< i-:>'5">-2-'f;u», i-7"'^>-3-f;u 
S> i-y5^>-4-'f;i/Sv 2-y5">-i-<;us, 2-::^^.>-2-'i';us, i-^f^jwi-y 
□ tf^-i-fju^v 2-j>^5";u-i-/otr>-i-<;ua, i-;t5^ju-2-yptr>-i-'t';i/ 
», 2-x5";w2-yDtf>-i-f;p», i-^5^;p-i-:/5">-i-i'ji/S. 2->5";u-i- 
y5^>-i-<;i/S, 3-P<5';i^-i-:/5">-i-'f;ws. i-^5"jW2-:;r5^>-i-r;ka, 
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U<ttx5"-;u^, i-7*De>-i-f;us, l-zfu}dy-\-^ )vm. 3-7* 
*l><ttx^-ji/«, i-yDe>-i-'f;i/S, 2-::/Dtf>-i-<;us, 3-yotf>- 

'f;u:t^->s, 3-7^Di!f>-i-'f;i':r=¥vS, i-:>'5">-i-'r;i/^^'>», i-y5"> 
-2-r;i':t^->s. i->^5">-3-'r;i/:t+vSv i-y^>-4-'f ;i'^^->s, 2-^5^ 
2-:/5=->-2-r;i/:t4^->g, i-^5^;i/-i-7*c3e>-i-'r.;p^:^ 

vS. 2-/5';i/-l-yobf>-l-'1'Jl/:t^>'S, l-^5^;i/-2-yotf>-l->1'JU:t^v 
», 2-ptW-2-yotr>-l-f ;i':t=^->», l-p^5^;i'-l-y5^>-l-'r;>P:t+->S, 

2- p^5';i'-r-:/5F'>-i-'f;uit=^^->S> 3-/5^;u-i-:/5^>-i-r;i/:ti^^'>*. 1-^5^ 

;i/-2-y5'>-l-'1';i/*^vS; 2-pt5^;i/-2-7'5^>-l-'f;i/:t^'>S; 3->^5"JU-2- 

:/5'>-i-<;i':t^vg, i-p^5';i'-3-:/5'>-i-i';i/^^s/g. 2-^5^;u-3-:/5"> 
-i-f^u^^^vS, 3-p^5';w3-7'5'>-i-<;i/:t+->S. i-x5^;i/-i-:/5">-i-i' 
;P:t=^^i>S, 2-xf-;u-i-:/5^>-i-'f;i/:t4^'>S. 3-x5^;i/-i-y5">-i-'i';i/:^=^ 
l-x^;i/-2-:/5'>-l-1';U;i-4^'>», 2-X5F;i/-2-y5'>-i-'f ;i':t=^^v'», 

3- X5';i/-2-y5' >-l-f ->S, l-X5^;U-3- >- i-f =^ 2-x5^ 
}V-3-Zf^>-\-^ )^:!ir^'>m, 3-x5^Jl'-3-y5'>-l-f;U^^->S» \,\-i>^^)V 
-I-y5^>-l-f 1. 2-vp^5'Vl/-l-:/5^>-l-1';i/:t:^vS. 1. 3-v/5^ 
)V-\-Zf^>-\-<)l'^=^'>m. 2. 2-':y)^^)Wl-y^>-\-^ )V^=¥zy^. 3. 3-v;< 
5"JU-l-:/5=->-l-'f>lb^+->a. I. l->'/5^;i'-2-7'5'>-l-'r;i/:t^^i>SN 1.2-S^- 
^^;i/-2-:/5">-l-f;i/:t+->®, 1.3^vp^5"Jl'-2-'7'5">-l-'f ;W:^+->». 2.2- 
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1. l-S^^5^;U-3-::^?>-l-'f ;P;j-*'>S. l. 2->?^5";!/-3-y5" JU:t^'>S. 
I. 3-vp^5^;P-3-:/5^>-l-l';P:t4^'>a, 2. 2->?^f ;i/-3->^5'>-l-f;|/;^4^v^, 
3.3-S^^5^;i'-3-:/5^3>-l-f;P:a-^r'>a, l-^>^>-l-r;U:t4^>'», 2-'<>5=- 

>- i-f xS, 3-^ >- i-f vS. 4-^ >- 1-< ju^^ ->5, 

l-^>5^>-2-'f ;i/:t+vS, 2-^>5'>-2-1';U;t4^vS, 3-^>5'>r2-r>>U:t 
^^S/S. 4-'05'>-2-'f;P^+i^S. l-'^>5^>-3-1';U;t=»^->S. 2-'^>5^>- 

2-'<>^>-2-f Jl/^^e/», 3-^>5^>-2-'1^;V::t4^'>S> 4-^>5^>-2-'r 

^>^>-\-^:}\^:^^ym. 2-;^5^;U-2-^>5^>-l-'f;i/:t^v'Sv 3r^?;i/-2-^ 
>5F>-l-<;U;r^vS. 4-?^5';i/-2-'^>5^>-l-r;P:t4^>'S. l-^5^;i/-3-^>. 
^>-l-(')U:t=¥i^m. 2->5^;i/-3-'^>5^>-l-r1';P:t=^->S, 3-p^5^Jl/-3-'^>5" 
y-\-^ 4-;*5^;i/-3-^>^>-l--r;i':^4^->g, l-;*5^Jl/-4-^>9^> 

-1— f^/i/^^vS, i-^^ju-A-^y^y-v-i )iyi-^ym. 3-x^;M-'^>5^>- 

4-^f-J^-47^y^y-\-'i Ji^:t=iry&. \->^^)M-^yf^y-2- 

'i)U:t^ym. 2-^5^;i/-l-^>5^>-2-rjl/:t^>^S, 3-p^5';i/--lT^>5^>-2-'r 
4-?t5';P-I-^>5'>-2-i:;>l/:t=^^vS, l-;>^5";i'-2-^>5^,>-2-r;U 
2-X5";W2-^>5'>-2->f 3-p^9^;U-2-^>5^>-2-f 

4-^5^;i/-2-^>5^>-2-'1';U:t^:vS, l-/5^;i'-3-^>5^>-2-f jU^d"^ 
vS, 2-^5";i<-3-^>5">-2-'l';U^+->S, 3-p^5^;U-3-^>5'>-2-'1';U:j-4^-> 

A-:f^^)V-z-Ky^y-i-^ )V^^y^, \-^^)V-A-^y^y^i-^ )V^^ym. 
i-^^)V-A-^y=^y-i-^^ )V:ir^y^. z~^j-)V-A-f^y^y-i-()V^^y^. 4- 

pC5';M-^>5'>-2-<;i/;t^v», l-^5^;U-l-'^>5^>-3-^;i/^:it^->Sv 2-;?^ 
5";M-'<>5'>-3-'f';p:t4^Y»» 3-;>^5^;i'-l-^>^>-3-'l';U:t^~>®, 4-/5^ 
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4y^. \-^^yy-z-'i)V:^^ym. \-^^yy-A-<}v^^ym. \-'\^y>- 
^--fm^ymi \-^^zi>y-%-^ )V't^ym. 2^^^yy-\-^ )V:^^ym. 2-^ 
=^yy-i-^ )v-t^ym. t-^^yy-z-^ )v-:i-^ym. i-^^yy-A-^ )V'^^y 
2-^^'»-5-r;i/:t=^vS. 2->\^yy-s-^ju:t^ym> z-^=^yy-\-( 
)i:t^ym. z-^^yy-i-i )V:i-=¥ym. 3-^^-»-3-<;i/':t+->s/j:<»fd«^tf 

•fJU^^vS; 3-yoe>-l— f;i':t+'>»> i-y5'>-i-f;i/:t^e^S, I->^5'> 

-2-^)v^4y&. \-zf^y-z-^ )v^=^y&. \-zf^y-A-^)v^^y&. 2-yg^ 

>-l-'r;P:t^v'», 2->^5^>-2-'f;i/St^->a\ \^:f^^)U-]-:/n}^y-l-H }V:t^ 

2- ^5';i>-i-:/5^>-i-^ ;i':t=ir 3-p^5";w-i-:/^>-i-'r }V:i-:^y&. i-p^ 5" 

?l/-2^y5^>-l-'f ;U:t+'>g, 2-^5"JP-2-y5^>-i-r ;u^4->S/ 3-p^^;W2- 

y^^^-i-'f^u^t^i'S, i-^^;w3-:/^>-i-Hr;i/^4->«, 2-x5^;V'-3-y5^> 
ym. \-x^)\^-2-z^^y-\-^)i^^^y^. 2-x5^;w2-:/g^>-i-'r Ji^^t^v-*, 

3- ^X5';i.-2-:/5">-l-<;i/:t=^^vg, l-X5^JU-3-7'^>-l-'fJl/^4'>a, 2-X5^ 

;i/-3-y5^>-i-f 3-x5^;i.-3-:r5">-i-'r )[^:t=^ym. i. \-J>^^)i 

;i/-l-:/5^>-l-'rjU:t4->», 2. 2->?^5^;U-l-:/5^>-l-f;»l/:t4'>S, 3.3-i?><. 

^;i/-H:/5">-!-f;w:t+vS, 1. \-'y:^^)i-2-zr^y-\-^)i:t=^ym. \,2-y 
y^^)\^-2--:r^y-\-'i )\^t^ym. iz-y^^)i-2-z^^y-\-()i^=^ym. 2.2- 
y ^9)1^-2--:/^ y-\-^ )V:t^ym. lz-'y^^)v-2-y'^y-]-( jv^t^ym. 
I, \-y)f^^)v-z--r^y-\-^)V^^ym> i.2->'>^5^;i/-3^y^>-i-<;i/^4vS, 
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:t ^ 1-^5" >-4-^ JU^t^ vS, i--f^ y- 1-< i/g,: 2-:/^ >-2-'r 

:*^=^^->a. i-pi,5';i/-2-y;a tf>-i-f;i':j-+'>»v 2-^5";i/-2-:/o tf >-i-'r ji/^ 
;V-2-y5^ >-]--(• ;i<:t=^^->S. 3-p^5^;i'-2-:/5'>-i-r;u:t^vS. 1-^5^/1^-3- 

1- ^;i^^.*e<'»> i->/'5">'-2-*f;|/:t=^^i^»v i-::^5">-3-f;i/:t=^rvS, i'yf^> 

-4-f /P-^^^i/S, 2-:/5'>-l-0^^>'«. . 2-7^5" >-2-'r;U:t^S/»Tfet), 
|p|1i L XR'*im±®ffl^S$ W bT l^T ti^^ic^^^ 

2- -f^>-\-^)i^tm. i-)^^)i-2-:/^>-i-^)v^:i-m. \->^^)i-z--f^>- 
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2-x^;i/-3-:/5^>-i->r;P5'5t«, 3-x5";p-:3-:/5^>-i-i';i/5^:ts, 1. 1- 
'y^^)i^]-':f^>-i-^)V^tM> \,2-V:^'f-)V-\-':f=f'y-\-'^)V^^m. i.3-v? 

5';i'-l-y5'>-l-r;P5';^a, l. l->'^5';i'-2-y5^>-l-1'JU5^;^-a, 1.2-^^5^ 

)v-2-zf9y-\-^ )V^^m. l3-i^;^^)i^-2-:/^y-\-^)i^^m. 2.2-'y>^^)U 

z--:r^>-\-^ 1. 2-v^5";i/-3-:^^>-i-f i. 3->'pt5^;i/-3- 
y5">-i-'i';i'5=':ts> 2. 2-vX5^;i/^3-::^9^:>-i— f;i/^^S, 3. 3->^^^ji>-3-:r 
"f-y-x-^Dv^-^m. \-^y^y-\-^ )v^^m. i-^^y^y-x-^ z-^^ 
y^y-]-f)\^^^m. 4-^y^y-i-^ ji^t^-^. \-^y^y-i-^)Vj-tm. 2- 
^y^y-2-^}v^tm. z-^y'^y-2-^ 4-^y^y^2-^ jv^Ttm. 

1- ^y^y-z-^ 2-^y^y-z-^ i^^y^>-\-^ ji^^ttm, 

2- ^y^y-\-^ )v^Wm. i-^y^y-\--( A-^y^y-\-^ )v^-^m. 
\-^y^y-2-^ )V^:tm. 2-^y=f-y-^2-^ 2-<y^y-2-^ 
A-^y^y-i-^ )V^tm. \-^y^y-2-i jv^^m. 2-^y^y-z-^ )i^:tm. 
\-^^)V-\-^y=^y-\-^ 2-:^9-}V-\-^y^y-]-( z-^^ 
;i.-i-^>5^>-i-fji/5^;tS; 4-)^^}\^-i-^y^y-\-^ ]-y>^)V-2- 
^y^y-i-r 2-^^)\^-2-^y=^y-\-^ )vj-:^m. z-^^)V-2-^y^ 
>-i— r;u5^:ts, A-^:^^)V-2-^y^y-\-'^ i-z-^jv-z-^y^z^-]- 

-f)U^-tS. 2-^5"Jl/-3-'^>5">-l— f;i/5"*a. Z-:^^}i'-Z-^y'^y-\-^}V^ 

4-j/5^;i/-3-'^>5^>-i-'rji/^:*-g, i-^5";w4-^>5^>-i-r;i/^^a, 

2-/5^;i/-4-^>5^>-l-r;i'5'^S-> 3-p^5^;M-^>^>-l-'f 4-3<5^ 
;i/-4-^>5=->-l-fJP5^:ta, \-:^^)V-\-^>^y-2-^ )V^:irm. 2-p^5";i'-l- 
^>5'>-2-1'JU5":t». 3-p^5"Jl/-l-'^>5^>-2-'f Jl/5^:d-S. 4-^5';i/-l-^>5' 
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3- ^^;U-3-^>5'>-2-f;l'5'^S, ,4-^^;U-3-'^>^>-2-<;i/5^^S. 
;M-^>5">-2-'1';i'5":t». 2-^5';M-^>5">-2-'1'Jl/5":ta, S-^^'JM- 
'^>5'>t2t'<;1'5':^S. 4--?^5=-;M-^>5^>-2-1';P5':^-S. l-pt5';P-l-'>^>5^ 

>-3-'r;^?^:ts, 2-y5';i'-i-^>5'>-3-f;i'5":tS, 3-^5";p-i-^>5^>-3- 

'rjl'5":t»/ 4-^5r;i'-!-<^>5^>-3-<;i/5":f l-^5^;i/-2-^>5^>-3-r 
2-;t5";i^2-'<>5'>-3-<Jl/5':^g, 3-p^5^;i'-2-^>5">-3-'r;i/5^^S, 

4- ;^^;i/-2-^>;5^>-3-f;P5^«. l-'\^S»-l-'r l-^^-»-2-f 

l-^*»-3-1';i/5":i-g. l-^=^^v>-4-<;i<5":tS, l-^^.»_5- 
<)V^.-^my l-'\^-»-e-'rJl'5':ta» 2tA:^S^>-1— f;P5^^a^ 2-'\^v>- 

2- 'r;i/5^:t«, 2-'\^'»-3-<r;U5^«, 2-'s+$/>-4-1';i<5"*S, 2-^4-v> 
-5-:^(;Vf^:t«, 2-A.s^.'»-6-i:;i/5f:tSv 3-A,:^>'>-l-'f;V3^:t^, S-'V^S/ 

>-2->r 3-'\^'»-3-'f ;i'^:*-Si^t*;!i?^tf en. iif s t < «x5^-;i/ 
.;P5";j-S. i-y5^>-i-'f;u.5F:ts. i-7'5^>-2-'r;i'5^,:tg. i-:/5">-3-f 
i-pi5";u-i-7'Dtf>-i-'r;i/5":ts, 2-x5";i/-i-yDtf>-i-r;i/5":d-s, 1-^(5^ 

;|/-2-:fDt:>-l-'f;i.5^:tSv 2-^5^;i/-2-:/atf>-l-'r;i/5^:t». 
C/5">-l-f;i/^:tg, 2-^5^;i/-l->^5'>-l-r;t/5':t», 3-^9^;i/-l-y5F>-h 
^P^^rtS. l-^5^;P-2-:/5^>-l-i';i/5^:tS, 2-^5^JM-7'5^>-l-'r;|.5^:t», 

3- /5^;P-2-y5^>-l-'f;i/5^:t». \-^^)V-l-^^y-\-^ .2-^5^;i'- 

3-:/5^>-i-<;i'5':tS, 3-^5^;i<-3-7*5^>-i-'f i-x3";u-i-y5">- 

m. \-3L^)\r-l--:;^>-.]-^)Vf:i-m. 2-:i-f)V-2-yj->-\-^)],^^m. 3-x5^. 
)V-2--:f^y-\-^ \-:L^)V-z--:r^y-\--()vj-^m. 2-x5";i.-3-^^ 

>-l-<;i/g^:t», 3-X5';|/-3-7'5^>-l-r;i'5':tS. 1. l-v'P^5^>'l'-l-y5'>^l- 
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1. 3-i^^5")M-::^5'>-l-f JU5=-:ta, 2. 2->^^5";P-2-:/5^>-l--r Jl^^^:*- 
3.3-i^^5^;P-2-y5">-l-'f;U5":t», 1. l->f>^5";U-3-:/5'>-l-<;i/5":tS. 

1. i-'J:^^)v-z--:f^>-\-^ 1. 3-vp«5";i'-3->^5">-i-r;i'5":t», 

2. 2-v^5")l'-3-y5'>-I-<;i/a^:tS, 3. 3->'p<^;i/-3-^5'>-l-'f';i^5"#STfe 

^:tS. i-y^>-'3-'f;p^:^-S, i-::^^>-4-f;i/5^:fS. 2-::^5=->-i-i';U5^:t 

u\f:y-\-'i i-^5^;i>-2-yptr>-w;i'5^:tg. 2-pi5';p-2-^oi^> 
-\-^)V^:t&. \-^^)V-\--:r^y-\-^ 2-;<^)i-]-zf^y-i->( %9- 
z-^^)v-\-':^^y-\-^ \-}^^)U-2-:/^y-]-^j]^^:i-mi' 2-^ 
^jv-i-y^y-i-i z-^^)W2-zf=f'y-\-^ \-y^^)p-3-:f 
¥y-\-^)v^^m. 2-:^^)v-z-':f^y-\-^ )v^:tm. 3-^5^;p-3-y^>-i-^ 

2-7^0 tr>-i-'f;P5"^S, 3-yofef>-i-'f;i/5^:t», i-:/5">-i->f;P5^sr«, 

i-:/5^>-2-f;i/9':d-S. \-y^y-3-<)V^:tm. \-y'^y-4-^ )v^:tm. 2-y 

l-7*Dt^>-l-^;i/5":tS, 2-7*0 f>-l-r 3-7*Otr>-lW 
R'7!)niU±©SM»$:#btUiT4>J;lii^^^5c6/d:ViL12®7U-;i'S<&^^ 

S, 2-:h7-:P;bS. 'as-'i'>i$^-fex;i.S. s-r>yizx;US, 7-t:h75^Ux;i/S 
^ci*7&«#tfb*a^o iif*L<«7xr:;i/S. l-:h7^;i^ffi. 2-:J-7^Jl'Sv T'«0> 
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-fe-jV^^^g, 7-ti±75^^r:;Uf-:tg?ij:t*:6^^tf e.n-5o »SL<«7x-JPf 
:<|-S, l-::J-7?;i^5^:^S, 2-t75^Jl.5^:^-aT*0, «7x-;!.9^;t 

R'd*m±<Z)S^S$WtTiriTfcJ;^i^^mJi^5tl8©7;i/^^;>l/7U-;PS^ 
5^-r«^> ^7Jl'^p;i/7 U e±f3M^^6«tUi U 12©7 U -;i'Sf3:fe(.iT, 

sifenijg/j:gi5^75«±fBi^^^i7ittvb6cD7;u^^;i'STS^$nfc 

V^})\^m. ^v'J^S, i:7^r:;i.g, ;<i<5^;i'g. 7.5^ 

LTR'j!)<m±©gMS*WLTLiTt><J;V>i^^g(7?^ViL18p7;i/^;i/7 

L18®7;i/4^:;i/7U-;i'S{C43ViT. ^(7)*^{C^^li^;!>l^^Uit:fccD3i>J^aaL, 
^^WiC«^JA(io-hy;U:t+vS, ffl-hO;i'^+v«„ p-h'j ;P;i-=i|r5^S. 2.3- 

2. 3-v;<z:;i/-I-:d-^S/S. 2. -i;W-l-:t^'>Sv 2. 5-i/p<:2;i.-I-;^^->S, 
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;l/^+'>S, iB-:;7pcr:;p:t^^vS. Vi'^^^-JI/^^va, p^v5=;^^ 2.3- 
'>p<-;i/-l-;f+->5, 2. 4-vj>^:-;M-:t+vS, 2. 5-e^>C3:jU-l-;t+->», o- 

^^vg, 2.4-=^^v'j;P-l-^=^^>-S> 2.5-4^S>U;i/-l-:t=^>'S-- 6-i'^-;i/:t+ 

hUJl'^t^v'gx ffl-hU;i/;r^->S. S^hU;i>:^+i>S, 2, 3-=l^5^U;i/-l-it^-> 
S'; 2.4-4^->U;l'-l-:t4^$>», 2.5-^rvU-Jl'-H:ti^^->S; ptv5";P^^vgT'fe 

<¥mz\tmX\io- h ^) m- h P-' K U>>U5^:?}-Sv 2. 3-4^S>'j;U 



2,A-iy:A=i)\,-\-^-tm^ 2.:5-i>^i;i/-l-5"^a, o-T^f^'J JU5^:t», in-7.?F'j;!/ 

;i/5":r«, p-hU;i/5^:i^S, 2. 3-#-> U;i>-l-5^:r», 2. 4-=^^v';;i/-l-5^^«, 2. 5- 
^'>'j;M-5":t», o-i7^ii;i/5^;j-Sv in-i^^-;i/5^:tS. p-^ 

OJ'f*L<«o-hUJl/5":^S. in-hU;l/5'/}-». p-hU;i'5^:tS, 2.3-+'>'J;U- 
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5- yx,:=.)y^^zy)\^m. i-i-yt^ls^^jum. 2-i-y^j\y^^ju 
\-i-y^)\^xf}m. 2-±7^)UJi^jm. l-i-y^jv:/n}d}m. 2-i-y^ 

)Wu ^)\mn.iiiim\f^n.^, l < \t^>z^)m. y j^^^jm.. z-y::ji- 

p tTJi^a., A-y 3L:2)i':/^)]^ms i-y 3^=.)py<>^j\,^, 6-y^3u-)Uf\=^i/)ir 
2-i-y^)U;^^)i^m, \-±y^}VJL^}m. 2-^y^)u 

. ^ >.v;PSy; 7 X ^^'^i/S, 3-7 X 4- 7 X -;u7*f 5-7 x 

6- 7x:;:;^^+->;^s. i-:^-75^ji'P<5:;i^s, 2-:^75^;^Xf^;^ 
.^TS 0 , $ e> b < tt^> vji/g. yoL^^&m. 3-7 xii;u7'p t-;u«, 

4- 7 x-;>l/7^5^;i/ST,^:D , o <h ^ L < > v?;i<^, 7 x^.5";PST* -5 . 

^>zy}lt^iy^. y x.^-'f-)V:^^i^m. Z-y j^-)V:fu)d^)V^^i/^^j 4-7 x- 

JI<>7>;V^^->S, 5-7x:i;w^>5^;i/^:^.->s, 6-7x-;i/^+->;i/;t^->S, 
l-:^75^J^^5^/^t^•>a. 2-:^-75^;M5';P:t=^->», l-:h75^JUXf^;U:f^>/ 

5- v 2-:h75";i'X5^;!/^=^F5^S-, -l-:^75";^:/□e;^*^^->«, .2-:h75^;uyat: 

3-7xx;i.7'D.i^;i/^^->S. 4-7x-;i/^5";i.^:^^->S. b-y^i-)i^>^)V^ 



3 6 



WOOl/25181 



PCT/JiP0OyO6788 



;i/:t=^->», 7x:?^^;U:t=^^vS, 3-7xz:;uyo tf^i/^^^vS. 4-7x-;i/:r5^ 
;P:t=^->», 7x:^i5";i/:t^i>S, •3-7x-;pyn l^;P;t4->S, 4-7xt:jl/7^^ 

5^;i/5":tS, 7x;^^5^;i/^:;tS, 3-7x:^;U:/Dtf;i/5^:tm. 4-7xh;>l/t/5"Ji/5". 

5-7xi:;i/'^>5";i/5'«, 6-7 x-;u^^i>;i/5':ts, i-±75^;M5^;u 
5":tg, 2-:^75";u^5"JU5":t», \-i-y^)V:xL^)V^-tm. l-^y=f)Vy^^)V^ 
^ik. \-ty^)\^z^awu^:tm^ i-i-y^)i-:fni^)\^^:tmfi^i)mfi^ni>, 
j?SL<tt^>v;i'5^:ta, y3L^^ju^:tm. i-y3L=:A-:fn\f)i^^m. 4-7 
x-;i/:/^;i/5"^S, 5-7xi:<>l'^>^;i/5Fjts: 6^yi=.)\^^^zy)i^:t-m. 1- 
•:J-75";i/>(5^;P5^::j-», ■2-:^75";M9"7^5^^S^ l-:^75=;i/X5^;!/^;t», 2^:f 
y^)iji^)v^^^. i-±y^)V:rn\i)U^^m. i-±y'^)V':fu\i)v^-t^-Qib 
0\ cfcDiffSL<(i'^>i^;^^«, 7x:^5^yi'5^:tS, Z-y ^=.}V:/n\i)V^^ 
A-y 3izi)Vy'^)V^-tm. ^-y x.-)V^y=f-)v^^m. 6-7x-;i/^^r->;U5^ 

\-i-y^)V^^}V^-^m. 2-:^75";1/M5F;P5^^»T'*0. ^e>fc»*l>< 
«^>i^ji/5":t», 7x^5';i/5'«. 3-7xz-;i/:/ntf;i.5^:tS, 4-7x-jp:/ 




R 



37 



wo 01/25181 



PCT/JPOp/06788 



Y=xr=T-^ ^ 4m^w (ni) 




Y-L— X-T-f- ^ 4-J-W (TV) 



Y^L— X-f ^ 4-M=^W (V) 

^)ih^)^^u>m. i-x5^;i^hijp^5^u>s, 2-^5^;uh>jp<5^w>s; 1. 1-:^ 

?^^JVh^) ^'^'^Uym. 7^h-7P^5"U>S, 'O:^';;^^^:^^, '\^ii-p^5^U>S 
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Tfe 0 . i 0 $f ^ U < « ^ U >«> ii- \y ^ ^)\^X^U >S> y □ tf > 
^1/>S, ^5";i/Xf^b'>S, yotfU>», X5';ux5"l/>S. I. i-s?^5";i,x 

i^izTicmi^.^^mm'^xmm-^n^iimom^Mmv^ m^^mzum^it, t*- 
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>», yDtf:iU>S, -zf^-Vym. ^>5^-lx>S, ^^iy-Wymt^Etm 

^^^ij-z-f jus, 7^'jo<;i/S» p^iS'.i^UD-r;i'g. 

•5.; 

R", R'^ R^ R^'*5ctm='^>5^*ia±©Mm»<&=&LTliT*>.fcVii^?gi;c7^j:ViL19 
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mz\mxii^>'M)im. o-h)v^^)\^m. m-h)U:t'r)vm. p-h;i/:t-r;i'S, 
i-:f7h<;u», 2-±yh^}m-c$>r). j:m^v<\t^>v^ o-h 

Y-L— X-T^^7^M— L-W (la). Y-L— X=T-^T^M— i-W (£) 



('=L— X^T-^^^M-J-W (lb) Y=:L— X=.T-^^^M-Lw 



r-L=X-T-^^^M— i-w (ic) : Y-L=X=T-:^^^^W 



M— 



01) . 



(Ik) 



R^ 

Y-L— X-T-f- ^ -)-M=»-W (M) . Y-L— X=T-f- -4-M=J-w (fl) 




r=L— X-T-^^^^M==1— W de) Y=i:— X=T-^^^~^M==Lw 



dm) 
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R' ^ R- 

■M— L-w 



=L=X-T-^^M-'-W ,p[g) ^ Y=L=X=T-^^ 



ao) 



Y=L=X-T-^ ^ 4m^W Y=li^X=T-^^-^M='-w (jp) 

m- h U Jl'S> P- h U 2. 3-+ > <J 2. 4-=^ -> U 2. 5-^ >> U 

^^v^'^i/g, o-^^^-Ji'S, B-t^7^-;w», p-i^^-^i/*, '^>>^;u 

v'j7'>g, v>-:hS;US. v>:^5'J7'>S, 3-7x-;i/7*n fJl/ 

^'Jl/S, 2-±y^}Ux^)V^. as-f >^-fe-juS, s-<>y-fe:^JI/S. 7-fe±7 
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^-JPS, o-i7;^-)iS. ii-^:^:z)m. y±^-^)l 
\~ty^)V:^j-)V^: 2-ty^)]^}f^^)m. l-:^75";^x5=•;^s, 2-i-y 

0, J;0$f^L< H7x-;i/S> o-h'j;i/S. ni-h U;i'^, p-hUJl'S^ 2. 3-^-> 
UJl/^. 2,5-4v'j;i/S, ->p^-;i/», 07^^i:;i' 

-»:^5'Jx>S/3-7x:-;i/::?^olf;i/S. 4-7xii;i/:/5";i/S, 5-7xr:;p 
^>5^;i/S. 6-7xr:;i/^^v;i.s, i-ry^)vm. 2-i-y^)m. \-yvj-)VA 

iii-hu;i^g> p-h'jji'S, 2. 3-^~>u;i'a/ 2;4-^s/u;ps. 2. s-^vu^ws:^ 

->5^;US, '>^i::;l/S. o-iJ7;?^-;i/S, m-^p<r:;i/S, p-i7p^:^;i/iic '>?>v;i/», 

7x^^;i/S,. o-pi5";W'^>5>;i/^, '<>Xt:Hu;wsc hU5":ii>»rA>>?u 

<a7x-;i/^, o-HU;i/S, m-hUJUS. p-hU;US, 2.3-^'>U;i/S, 2.4-^^ 
v'j;US, 2. 5-^v'j;i/S> ->p^::-;i/a, o-i>p<:^;i'S. m-^:^=.)V 

p-^:? ^>vJl/S, 7x;^^5^;i/ST'$.0. t)o<h=fcW^L<H7xz: 

ji/S, 0- h 'J m- h u p- h u ■ 2. 3-^ -> 0 2. 4-=¥ u >p^. 
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'j7!/-;k e^y-jk >'7ifx^^7'^7y-;k :t^-ti->?7i/-;k tfUiS^ 

^>Vyy>. ^y^J^^yoiy. '^^X^^itv^-Jk .'^>X^77-;k ^> 
X^7 >^7:/-;Uv ^ >X'f 5 t$^y-;i<v < 5 E u i^x ^ □ □ tf u i?>v . tr 

ifo-;k :t^if^/-;k^'i'v^-y-y-;k 5^7v^-;k 'ry5'7 
;/-jk -fs^y-Jk hU7y-;k f7y-;k 77ifx 5^7i^7v/-jik 

-;k i'>:5^v-Jk^a;^x =^^y 'i>, -r v=¥y u >, v>y u x- 4^:J-\/u' 

X =^^y^lJ-UX :^75"Ui?X 7^^5^X yUX ^7^»J$?X 5^X^7^ 
X -f 5r5^V'9'7y-;k /^>V7 ^>. ^X/5':t7ai>, ^>X:t=^1ty-;k 
^>:X5^7y-;k ^>X5"7>'7vr-;k ^>X<r 5rS^l/-;k -rs^vtfov 
X fcTDPtfUvX eDO;tfUS>'>, tf'J HtfUSv>TfeD> J:»5<(f*b< 

tttf'js^x 5^:i-7xX 77X t?o-;k :t=^ri?-y-;k -f y^ii-y-^;k 5^ 
7V-;k ^v^7'/-)v. ^^ir:/~r}v. h'j7\/-;k h:^y-;k 7^-tf>. 

-jk -(v-iyY-)v. 'f>^v-;k '<>X:t^ii-y-;k ^>X5^7y-;k 
/^>X5'7v7V-;uTfeD, $e){c»^ t<tt5':t7x>v 7 7>> t:o-;k 
:t4^i^-^/-;k -fv*iJ-7-Jk f7;y-;k -fy^7\/-;k -r^^-'y-jk h 
U7\/-;k tr5y-;k 75-tfx 5^7v^7y-;k :t=^i^->'7\/-;k <r>H 

-Jk <V-fXH-Jk 'r>i^V^-;i/T«)0. $e.fCJ;pjif*L<tt5^:^7xX 

7 7>. tro-;k :t^riJ-y-;k 5^7'/- Jk -fS3''y-;k 'f>K-JH?a&o, 
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i>i;o:/5=-;i'S. >'^.oa:^2/;US, 

□ :/D^-;i/«, i>^o:/x-;i/S, x^D'^>xr:;i/S^ *>^o'\^-bi:;i'S, 

->^D^>5^;i'S, ->^a'\^->;p^. s>i>p^7*5^;us> ->i:7 67'D^:i 
ji'S^ iyi7uy'y'-)\^^, ->^D^>T--;i'a, v^'D^^-t-ji/g, 5/^:7 D^:/ 

phr;i/», '>^p>^5";ps> s^^o^>5^;i'S, '>^P'\^i^;i/«l?feD. fe-^t 

-fSiJ^y-^k h'j7y-;k tf^^y-M 7 ^if>. 5^7>^7y--;k 
yy-M f'ji5'*vx f'js>?>, t°^v>~s<h'/6^we>n^c-»^L<«tr'j 

>K -fv^^yy-jk -ra^v^-M >'j7V-;k tf^'/-;k 7 7ifx 5^7 

Y-L— X=-^T— 
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Jg, N-p^5';ui?';i/;i!j5>ie, vX:J'/~;i/7S>ii. l>UXi5'y-;P75>it> 




Yi^L— X-T 
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>S?;i/X5'U>v75>Jg. N-^5^;i/^;i.*$>lt. >'X;5'/-JV75^>:^. H 
*fgBJ»C:felriTX;^x>lUi:tt-^iC (I) {Cfett-5W©;i^;i/3}?:^v;i.ac!)X>;5^J|. 

wmz\tmx\t. m.mmts.\>^v^(D7 )v^)vm. mmmt^y'^i^\2(r>7^)-}im. 
^y-j)vmuE(DB.mmt^\^^\.im7 y m.mmti\,^\^im^7- u7 ^) 
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1 i 



Q 



- Iriii 



1-vii 

1-iv 
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Q 

R 

' _ hi 

7s.j&i!)^^mm-c^m-^ntcmmmtsi^^v6<o7^j7)v^)m. mmtt^^ 

h6<DADy>it7)l^^)l'k> mMmf3i^>-iy\i<D7)\^::i^zy7)P^)m. mmm 

ti\,^u(Dzy^n7)]^=^)\^m. ^mm2:f3i\,^v5(D7ji^~)vm. ^mmu^^LBcD 
7)i=^~)i^m. mmmfi^^i.n(D7*j-)um. mmmitj:^^L]i(D7)v=^)V7v- 
;p«v mmmti\,^\^n<r>7^)\<^}vm^^n'eti^v -^is^pcocqt (ccit^ 

(l-i i i) ©fb^#)«, -^iC (1-i) (Di\:^m\z-m^ (1-i i) (Dit-^i^^Kft^ 
^ (1-ii) ®^b^!^t-JI5^ (1-i) -Vh^it^i^^ymiti- h U •:7 A, *^^b:*J 'J ^7 
-iS^(I-iv)cr){b^#)tt-^S(l-iii)c7){b^#i^XiS'y-;k i^^xf'M x 
-ffiiS (l-v) (Dit^mt-^^ (i-iv) o{k^ig5f;-&'iC; (i-vi i) (Oit^m^^m 
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-ISiC {\-y\) (Di\:^mt-^^ (1-v) <Dit^<^^x^ / -)V^m?. M^^S. 

-flgMigfeA(2) 
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Q , , Q 

>-< NHz Na 

2-vii 2-viii 



0 



QR^ J 

^2fj:viLi207jm^^v7;wus>' ^^mj^t^b7cD->i^ P7;i^4;w»: 

7'J-;i'S, i^miS[7^£l/iU18(D7;Wl/7U->'l'm, i^^m^cj:VvL18<D7^;i/+ 

•T) T^$n^»t. -^S5:-M'CH0 icz.-v^tp(Qfz^\m^^mzmcm^7^r) 

^ (2-i i) X$>^it'^mt-Wi^ (2-i) (Dit-^i^io^ymiti- h 'J A. 7K^^b* U 
F>^h=^v;*7U ':7A^O#tETTff"P C td^tU^S. Sf&iSi^i: LTtt*?&- 
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-^iC(2-v) Oit-^mt-m^ (2-iv) (^fh;^#j<!:v-t-y5^;Uv;^J-:^}^^— 
75. >^©#ffiT-e-«riC (2-iv) <0^^f^t=y~i--:r^)V~Jti'-i^^- V ^K^^ 
-ISSC {2-vi) ©{b^i^tt-^^ (2-y) OVC'^mz-m.^ (l-vi i) ®{b^t)^f^ffl 

-^sc (2-y i i) mt^mt. ^mm>. mx\t:^ ^ J -;u> ^ h 5 b H 07 ^ 

7^L V ys i^agX5^;i/^*^-^^ (27Vi) 
-^iC (2-vi i i) ©{b^^Jtt-i^SC; (2-vi i) W^k^J^tMiE-f V7$;ka;®jR*S 
S^t^«^ p o*;i/A^©#^jtji4'. i^it^W^^o^iSTT'-^^ (2-vi i) o 

--JigiC (2-ix) (2-viii) ©^b^i^t-iK^ {2-xi) plb^tlSrO 

5^"^ A7irx- h (0#lSTJDilM-rs e: i: t J; 0 , 
-^^ {2-x) <D<b^.4^ii-^Sf: (2-ix) o^b^ti^&x^' J . 
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Q' . Q . 

2dv , ,', . 3:v 



wo 01(25181 
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M'CHO (^^IT^+fJ^ie^^B^IB^ttlClslCS^^I-) TvT^$n'5»«^Z±T3^ 
-JBT^ (3-i i) ©-fk^ifett, 13-i) ©^k^^^td-^J^ (1-i i) ©^b^i^^SJiS 

i) T'*^:;(b^i^t-^^ (3-i) <Dit^<^^7mit± h U ^7 A, 7X^<b;t7 U "^^ 

-jissc {3-i i i) ©<t;^ti«-^i5: (3-i i) ©{k^^^^x^ 7-;u> X 

h ^ t K □ 7 7 >lf ©M^> >''^7 A^^^©»ji#ST^5i7c:r ^ C t Hi t) 

-Wi^ (3-iv) ©^k^titt-^^ (3-i i i) <D\t^m\z--Wi^ (3-vi) mt'^m^^m 
(3'-e^p^^;i'7syyDe;w*;i/5i?>''if s :^J;^^f^-;^i^'f SiS^i/-;i'^T5as 
-^i^ (3-v) (3-iv) ©^b^ti^xi? y-ji'^^^v 

Y=^L-N-C-h ^ 4m=Lw 
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4-iy 4-v 



-^S (4-i i) (Oit^m\t. (4-i) ©^b^titc-JteJC i) (Oit-^m^^m 
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^ (1-i i) T'^?>{b^iKli-«^C (4-i) (Dit^i^^Tiamti- h U ^A, 7Kf^jb;*J 'JO 

-^^ (4-i i i) 0it^mt. -^^ (4-i i) (Dit^m^^mmM. ^JA«x h ^ t 

-/iSS (4-iv) (Dit'^mt-I^^ (4-i i i) ©ib-^tlfC-jK^ (1-vi i) (DVc^m^Vf: 
ffl $ d a: fc: ^ 9 iSii-e^ -5. 

h y,x5^)Hr4 >^*^ipi>T'bMVi. scxisst uxaw-^iaT- 
-jg^c (4-v) 0{\:.^m\t--fSi^ (4-iv) 0it^m^x.^ J -ymwk^. w^^^. 

, T©-«SMii^ A (5) -e^^^J> t d«T?#.v5 . . = 
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I 



AVO 01/25181 
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R^HN 




Yi:L-NCQ 
5-i 




Q 

YnL-COH 



DPPA 
EtjN 



Y-L-NCQ 



S-i 



mV'm&m\^^v]2(D7^j-)im. mmmtj:\'^i^]W7)U^}V7^j-^)i'm. mm 
mE^mimc^^^r) Testes i:, -^^c-mchir'*)* (o^t^^'cdib^ 

-JKSC {^-i\)<Dit'^mt~^^li-\\ (5-i) <Dit^'m^7-'V 

-j^s (5-i) (Dit'^mt-^^ (5-ii ij (mt'^m\z7 i^it^y ±±)UJisX^^j ;u 

(DPPA) ^i^SrSJ^vS-fr^C: tlCi 0^fi!cT#-5. 

U x^;i/7 5 >#^9ETTtf 3 d t55«tt}3j55. LTtt^tST^^ 6. JJOMiST 
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wo 01/25181 
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■5. 



mmmA (i) 




^ (lb) (Dit^i^t-^^ (la) Tfe-5^t;^#J^7K^fb:^ h U A, TKljl^b* U ■i'A, 

-«S^(id)0{t;^i^Ji^«?i^{ic)(D^b^tj$:Xi5'>'-jk i^S[x5";k xh^k 
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wo 01/45181 
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-JS^ (le) (Dit-^mt-Hk^ (Id) (Dit^mz-m^ (Ig) ©^b^«f^ffl S-B-^ 

-is^ (If) (o{t^m\t-^^ (le) ©{b^#is:xi$' mmM£. 



^ii^A (2) 
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O 




m,(Dit'^m\t. -jfe^ (2a) ©^b^ifelc-ISSC; (2b) (??lk^#i<&S*£:$"-a-$ 
^ (2b) T-$.^jb^#ii-^S: (2a) (Dit^^^ymiti- h 'J A. TK^fb* U C^A, 
(2d) (Oit^mi-f&t (2c) ©fb^J^^x^ fi^i?x5^ x h ^ t 
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wo 01/25181 
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-^^ (2f) (Dit^m:i.-^^ (2e) ©ik^i^tc-^iC (Ig) ©ib^tli^f^ffl 

-j^^ (2g) Ofk'&i^tt. m^if^ ^ J -)V. 5" h 7 1 K b 7 7 y\ 7 

■ti h >V Mx5"jm4»T-j|£S (2f) (^{t^m-^W&m'izK'^^^^ ^ t {Cct DM 

-^iC (2h) ©{b^i^tt-«5S: {2g) ©^b^iitffiffiffii'r V7 5;i/t©K^tc«t b 

#l{CM5iM-ry75j|/$:iD;iSC:<htiOfT'5^t75>«tt}5}fe-2>, SfcSigggt.LTtt* 
(2 i) ©{b^#ltt-JKiC {2h) ©<b^i^ t-ISSC (2k) mt^m^ □ ^^-^ A7 
-^SC(2j)0^b^t»tt-J^^(2i)0<b^#»^Xi$'/-;p^SI4', MJfiS, 

SgiifeA (3) 



wo 01/25181 



PCT/JPOO/06788 



lb 3b 



3a 



H 




;a:ViU<D'>^D7;i/^;i'Sv ^^|&2;a:ViU607;U^r-:;i/Sv ^^igcmviue© 

E^^7/cj:l^tl8©7;^JU^;i'g^^n^'tl^-r. ^ ■ ■ 
-j^^ (3b) 0{b^tlf4. -jSS: (3a) ®{b^#l»c:-JS^ (lb) ©{t-^J^SSl&SiJ-S 

(lb) r$>^it't^t-n^ (3a) ®{t:-&ti^*^fbt ^ 'J 'i'^' TKsdfb*! »j c^a, 

(3c) ©ib^^li-^^ (3b) (Dit^^t:JL^/-)W K^X^^JU, x h 7 k 

-^^ (3d) 0it^m\t-miS: (3c) ©{b^txc-a?^ (3f) (Dit-^m^j^m^-^^ 
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wo 01^181 
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c:itJ:t)|iligT't^. ■■■■ 

mmmA (4) 




7 5 y SAi^MT'^m^ nfcigt^^ 1 L 6® 7 s y 7 mmmti.^^ 

L60ADdr>'fk7;Wl/S, )^^^27icViL12(7)7;Uzi=¥v7;W=^;U». i^m^3 
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^ (lb) X'$>^^t-^!\^t-^^ m<Dit^m^7mii:.-^ h 'J -^A. ^mitti v oa. 

-^^ (4c) Oit-^mi. (4W ©fb^i^^^^^SI, ^JAJdfx h ^ t H d 7 

-/ss: (4e) (Dit'^m\i-'f!&^ (4d) ©^b^ti^x^j' y -jmm'^. mmm&. mpi 

MiifeA (5) 

H H 

H2N^,.x^^.,.^\^Cd2Et Y-L-NCO wr^i^'^N^N^.-^^^-^COgEt 




YnL-COzH 



DPPA 
EtjN 



Y-L-NCO 
5a 



5c 
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'mti\,^h\Z(D7y)v^)vm^tn^nm-t. ) - 

-IS^ (5b) (3c) (D^k^tl^-^S (5a) CD^b^tiSrT-' h 7 fc: H 



-^iC (5a) (^fb^%e-jKiC (5c) 0^b^#i{i7 v<fci^7x:d;i/7jt>^j}NU ;i> 
(DPPA) <^MfS$-&-5c:tlc:J:0^fi!cT#§o • 

B. -^^(I) t;feViTT*«*^^et^T*S, --WL% 



TOMiiffiBd), B(6)*;t«B(7)T^fier-5C:^t#-et^. 





65 



Wq(!l/25181 



PCT/JPOp/06788 



e. ^ ^ , . ■ ■ ' • - .. ' 

XO^Et 1)CICQ;Et 
Rl 




Dipfiehylphosphoryl Azide 
^ 



Diethylcyano phosphonate 
triethylamine q 
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\V6 01/25181 



PCt/JP00/067SS 



(Id (oit'kmt h)u:L>mmmmm^, i>7'^\i>/>p □ (5. 4. oj ^ >x 

-fe >^0Wttl^S^?ftTT'-^iC (lb) ©^b^tl t. 7 v^b V 7 :L~m-7s its^i)\^t 

-m, (Id) ©^k^i^ttx h 7 1 K d 7 7 ^^©w^igji^, -^sc (ic) mt^m 

{C h U 7 X -JP/J^X 7 -O^&f^ffl $ -e-S d t i t) SiiST'^ -5. 
-jK^{le)<D{b^i^«-JS^(ld) ©^b'&tllil-^Stdg) i^)<b^i^<&f^ffl$t!--5 

5^;i/*;i/A75 K^^'T-IS^^J, mX\t\-:L^)W%- \5,'-Vy^=^-)W ^ J -/n 
-^ISiC (1 n ©^b^«fe«-«^ (le) ®^b^#»<^xr5' y MMMm; mx 

iili^feB (2) 



9 Y _ OH 




p4 f -j = ► R^J^ J ^ . 



R'* R^ 
2d 2e 



CHO 



(2b) ©{b^ifefS. (2a) H«t7jc vx^'JUx-x-'U-t'x h ^ b H □ 7 5 
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wo 01/25181 
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N. N->^^ ^^^P^iU A7 5 Knt ;Hk^l<&^;S$ -fr d t J; 0 Miitb* 

7-fe h h 7 k H □ F7 >?'cj:<i:0^j^*< mm. mm. /N*7 h;i/X>;^;i/*> 

i^. :^^>j^)i^-t^>mt^ii(Dm^m^'^-cm^z.t7!)itii^^. 

-HSi^m) <D^^m\t^^^ (2c) 0{b^«5fv> N. -^^'^JVTi^JVlK^^ h\ X h 
7t N-p^5^;PePU K>J&:t'cp^jiff', TK^^k^hUC/A, jibU-i^A 

terty h^v H75:<!:©ig»S^ffi$-&fc^,. 3':7fbp^5";i/;^i:©ADy><ft7;i'4^ 

Sgjgi^B (3) 




3e 
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R ^6 



,C02H 



-f^^ (3b) (D^t^mt. -JK^ (3a) ©<b^!^Jcig<b^:r-;i/^zim7i-+iJ- 'J )\^ 



-ISi^ (3c) ©?b-&#ltt. (3b) ©^b^!^t>\:^^lt>5^ P>x h ^ $ >Sr h U 

-IS^ (3d) (^){b^'^«; -^^(3c)(t>^b^ti{cN.N->^^5";i^/J^;i'A75 K^N-p< 
^Jie^ (3e) ©{b^#Jtt-lS^C (3d)'®^b^#li^X:$' y : g*g?i5^;!/, y- 
-^^ (3f) (Dit^mt-^^ (3e) c^>{b^#i<&x^ y : y-jk 5^ h ^ t 
jgiifeB (4) 



go 



Ph-,P 
DPAD 




TFA 



R^OH * 



4b 



4c 
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O 

(4c) (Dit^mt. -vM^ Ma) (^it-^mz-^^ (4b) (Dit^f^^Rft^^M^ 
(4a) (Dit^mt-^^m) 0it^s^^ hVy 3i:^)Vt^xy ^ >W^T>>JLT)U7 

yMummi^comm^. 50'c>6ie)ioo'c<D®fflT^ffl$-&?,j:t»c:«j:D:^jitB 

-^^ (4f) (Dit-^mt^ h 7 t h* □ 7 5 >^(DW^^^4^, -^^ {4d) (Dit^^ 

(4g) ©fb^titt-is^ {4a®iti^ti.*x^ y -jmm^. mm^m.- 

iij^feB (5) 

^O"^^ 2)NaBH4 ^<J^ ^QT^ 
5a Sb 5d 
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wo 01/25181 



PCT/JP0b/d67»J 



nBuLi J); 
N-fonLvImorpholine w. R^O^Y^^"^ ^'^P'^CQzEt 



2)Pd/C H2 



5f 



5g 



(5b) h ^ t K □ 7 ^ ymoy^mm%^. -m: (Sa) ©<k^#j 

t o o ^^^S? 5F;k ^ □ □ ^mx5';i'^ -e-s t tc i d ®?^i7jcife ^ Lfc 

-^^ (Sd) (Dit^mty" h ^ b H □ 7 7 >^©#^^ji4>. -^^ (5b) ©-(b^tJ 
tC-ISS (5c) (Dit^i^^imitir 7Kmifc* U -i? AII#^ETS;&$ if-S d 

-jK^ (5e) W^k'&iKlttx h ^ b H o 7 ^'>#®W^^*«4', (5d)^©^k^ife 
-Wi^ (5f) h ^ t K □ :7;^ >^©:ta»'4'. (5e) (Dit'^m 

--«?5£ (5g) <DV^^m\t~fBi^ (5f) ©ib-^jfe^x^ y mx 

i!iii^feB(6) 
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6c 6d 



N.N-S^;<5"Jl'5i^;i'A75 H^^^T'^^^J, 0iJAtt*l-X5^;i.-3- (3'-vp(9^;i.7$ y ^ 
-iK^ {6c):®fb^i^tt,v .^r^^^ {6b) ©{b^l5 h 7 $ N 'J 

^7;^^Pi^^^H<^)^j«ttl, 5ot:7&^e>ipot:o!)igfflTf^ffl$-&'g);5x. □ 

V .. -^^ (6d) O^b^^^tt, (6c) (Dit^m\z2. 4-5^7l/iJ v>if:t>^f^ffl $ 

it$j:t{ciDiajiffi*5. Si«?«w«S}§jyi, «aj;^«ys^>H^>, hji/x>fit>T. 

??«ETx JJO^iSSg^ -frS d <»: Ic J: 0 ff ^ c: <>: ^ . 
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Pd/C,H2 




7a ' •. 



la 



DPPA N 



on 



H2 

Boc20 
lOXP'd-C 



BocHN-^Y^ NBS BocHN-^YV 



Br 



Id 



Ca HC02Na 



CHO 



DwittiggJCS BocHN'YV^^"^" 



2)H2. IpXPd-C 



IB If 

Hi>^®W^:^M?¥^ETt-^^ (lb) mt%Wt7'MtVy3^~)m7.-^- Wti 

(ic) <o{t^mm^±^)vm(r>^mmm^. mn^z^^^yixEkm. msy 

5";Uv*-7|^:^- h©#liTT-^^ (lb) (^)^b^'fei^*^^E!{7K^ib5i7c1--&il tic 
-J^^ (ld) O^VC'^mn, N->'>^5^Jl/7f:ji/A75 K; Tii hx h U;U#cOW^J§!^ 

-«S:^ (le) Oit'^mm, N-e?^5^;i/*;i/A7 5 K^©W«l^l^ct3, -^vj7 d □ tf;:^ 
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■frfc:^, x37V-;k i^®!X5";k ;<^/-;k xN7k HD77>/cC<i:cDig^ii'. 

■ 1 l.WlttlgSiBS . 
Q 2. Horner-EminonsJSJS i 0 

2a ah 




r 



0> 

(^'t'. R«±l2{C^LfcY-L-Siycm=L-S{cm-r-5)S$^To ] 

(2c) ®{b^#j«. ^ {2b) m^c-^mcomt^mayj $ y scd^^^st^-s 

tert-^ h^->;^>ll'xXx;i/S<&S?it##Tlia^Si§Ufcmv ^CfcJ^ y« URCOOH^ 



wo 01/25181 PCT/JP()d)06788 



sttoac(3) 



COOEt Kfl:R*B 



.^^H^r oy:" — ~ M Py' 




3e 



r 



^ (3b) (^^k-^Jfett. S(3a)cD{k^i^Sr-:^^DDX>>?ic^(7)^^4'> nt-^noi^ 
i^(3d ' {3b) (6<b^%<&$^i^^ 

■ ••• - • .'• ■ ^ ' ; .;■ ■> .•■.;■■ • ■ 

^ (3dj (Dit^m ^ (3c) (Dit^i^i?^ ^ / -;k y -;i/g^^x5^;^^ h ^ 

- -jKj^ (3e) oit-^mit. (3d) «'&«^<©75 /mzKm^m^^^ftmz. 

;i/7.Jl'7j^=^^-> \^^W;W-i^:^^)Vt^}VA7^ K/it*®^^JgjiI4'> l-x5";i/-3- (3-:^ 
p^9'JP75 y 7*D tf;i/) t>)Vt--M 5 Hfe-2)l.i«->7y U >^i^x5^;U^^lil^^J 
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WOai/2S181 v; 



PCT/JI»00/06788 



jjiiac (4) 

4-foriiiylniorpholine ^^2. 2)TBAF 

4c 

M2 V BOC20 "^'^^e Ov- 

(4b) ©{b^tjtt, X N 5 1 H o 7.^ ^^©^ii'^ . -WC^ (4b) <Oit-^m\z 

-^^ (4e) ©-fk^titt h;Ux>^(D:ta^ji4'. -:^7-tf h' ^^^7 D [5. 4. 0] >r,x 
■fe >^^©W^igg^^fiETir-^^ (4d) ©ib^t) 1 7 xlb V 7 X - ;i/7js7> Ti-^^JJVt 

S{iiaG(5) 
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wo 01/25181 



PCT/JP6B/66788 



Sa Sh Sc lOXPd-C 

BocHN T nfY base " Ij 0 ^ Pd(PPh3)4 - 



5jj I , Sfi I toluene 

CO,Et 



BocHN' yV^^-^^^ 



-^^ (5b) ;^ ^ y (Sa) (oit'^mz:t}U h =^ 

(5b) ©-fk^t){c7j<^^b7;i^5 v^^Am<omytM^Km^'^^ ^t\z 

-fSi^mXOit'^mt. --Jg^^(5c) ©<fe#>{CN. N-S^^5")U)l^;PA7a K^N-^ 
i^-fc^. xj^y-;K gtg[X5^;k p^^7-;k T^h ^t ^• o7^>ni:^(D^^4'^ 

-)SS:(5e)©^b^«Kl«, N.N-5^p(5';i'5j^;i/A75 h\ 7-bhxhU;k trui? 
>^©Wa^ia^*, -^5C(5d)<^{fc^W^%h*^:5^>, X^>, :/DAX >U 

7;i/^D/^ >X;u7:tx;i/i^ p ij Hi?©7;ii'#;HbSiJ$0'C*^e>50'C{wTJ5*&$ 

-JlS^(5f)CD{k^tl«, h;Ux>l?(DW^?g^tf. -^^ (5e) (D^k^t) {R2 = h 

U □ ^ ^ >;^;i/* >mmm h 7 h U 7 x x;u7 * x 7 ^ 7 v 
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sot: e> 1 sot: iz xRm $ •e-'S zi t iz^r) # e. ns. 

Os^ HO^ reaction 




-^|?^,{6cJ 0{l:^!g5ttN. N-i;^,*-4^^^ Y^O.^Wi^'Py Pi7ax?^7. 

If ©^^^S©#^TT-jlSiE: (6b) ®^b^#>t 7-fe5^^>^Sl5^#§;CI iifld; 
-^^ (6d) ©{t-&ifeHN. N-vp<5^;i/3j:c;i/A75 , M^^b.'J.'^/A 

§3jiac(7) 
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Triethylsilane 



TFA 






-us^ (7c) <Dit^m\t-nx:T!)^ e> oico^sttx hy t h □ !7 7>«?'<oiizK^ 
-^^ (7f) (D^b-^tifi-^ic (7e) (Dit-^m^^L^ y^^v-jv. $>^vnt 

I" (7e) tt^JlT©;W- hfC«toTt>SS)iT#S* 
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I7e) 0<b^#i aor e> ^i&©|gffiT-iiS5C (7h) ©^b^i^ ic h u 7 □ 




-^^5^ (7j) ©{b^#)«-78'Cj&^ e.^ig<7)iEffl?r= h;i'XX □ □ ^ 3^ >mo?m 

78t:d^6^©0iSfflT^«?^{7a)0<b^Jgj. :(PGttK^Wn:& t 
Its c: <h J; D v7Xx U:tjS«?WfI§3ii:T.t , 
(7k) 0{b^#ittO'G;5i ^^rScDlSfflT-jiSSC: (7 j) m^'^mz K U 7;i<;t o 

-^^(71) 0fb^#)tt-78t:^^^^tg^T©mmN-vp<5">)WJl^;i'A7a h\ 

;i'75 >^©ii«0#i5ET-e-jK^ (7k) ©^b^#>tiiiJi®f^^D»j K, Sttx;^x 

SrJKiSS -fr-S d t J; 0 SiiTtr -5, 
-^iC (7iD) Oib^<^«-30'C;6^^)^ia*T'(DlBfflT-X:$' y -;k ^' y -;k ^ 
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PCt/JP60/66788 



Sit, ^PsW (71) ttOT*??;!-- J:oT*)S!jgTtS, 




■ -iai5;(7i!i)®^k^titt-78t:Aie)kig©l®ffl-cFyi^3;>, 'J>?uu:^^ymain^ 
imm^^ -^jssc(7i)©<k^i^(x«:t=^^itv^u>?y>^©5F^ffii*g<&,ic*-rs) 

78'e7iiie.^ia0^ST-^«J^^ (7g)©^b^igatSjS^ii-5C«h[Ci;0i^77.xI/if 
-ISit: (71) 0{b^#lttO'C;6vf,^iB<^|ga-t-.jK^ (7in) (D-fk^i^fC H 'Jl7;P:to 



i5{i^feC(8) 
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yfOt 01/25181 



PCT/JPOO/06788 




fib 



(lb) (Dit'^mt-^^ (la) ©^fc^tlfCJK xm<?)#^ET:^;U hXT^xJl/ 
^I'Tfr^ ^:t;{>^'ttJ5t5, LTtt-80t;>6^e>0*CTff -5 C .hA^'ttiJl^-S. 

-Wi^ (8d) o{t:^4^ti-^^ (8c) (D^b^tiJc y • x^ y 

(8e) (8d) ©ib-&#lfl 1. i-JT1f\di^i7 o 15. 4..0J -7-0 
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Wb6l/25li8i 



PCT/JPOO/06788 



-^^ (8h) (D^t'^mt-fk^ (8g) ©{b^!i5<£iim#©^T5aST-5 i t (::ct: D 

Miifec (9) - .. ' - ■ : 



aa ah flc 



-«SC: (9b) ©Vd^tltt. T-J^iC (9a) ©^b^#»{c d d > rJ' >^©^ jS^'*' , 

(9c) (Dit-^mt. X h 7 1 K □ 7 5 >^©^^^^=, 7K^^b± h U •:7 A^© 

MlMllO) ■ - 



-^^(I0b)co^b^4^n; -85^(9b)<z){b^4^{c^» (i^iE, ^Bmmm)^ 



.0 
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PCT/JPOO/06788 



:-^iE:{IOc) ©{b^tlftv (10b) (D^b^tl<Z)7$y S®«®.ST-*-5.terl- 
fi, hUx5^;P75>;S:^:©li»<&^Jt)0UT'fea:Vi. 
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PCT/JPOO/0678^ 



' , 2. 2. 2- h u ^ □ o X h ;U3}^cui/S#©<£iS 7?i/-i # y * Ji/Jt? - ; 
m«2-yo'>^-;l/:t=^^S^;i;;p7}^x>Sy 2-i7 D d-2-:/D^^^^ 

;i/j}?x;i/S^©7;i/ir::L;i/;d-^s^;i7;p7}^-;uS ; M;^ti^>>'JW;r^>'*/P7Hx;i/ 
->7-fe5^;i'S, 5^x-:;i/7-iz:5"Jl^S?5: t*©Mm^feii#sm0{£^7;i<* y-f ;U 
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S, t-y^Jl'»v 2. 2. 2- h U ^ n DX^JPS, h U ^r-^USv P-^ h4^->^> vJUS. 

^^©^^li: 1 ~4 •fisj A{f2-3 0^\:J^^}i:&. 2. 2, 2- h U □ o 

h^<mzmm^nr. mx^t. ;?5^y-;k jl^j-)u., y'n/^/-)\^. j 
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:t=^r-b- 2 - h ^->X^ y -)V\ I. Z-ry^h^ vXiJ' £ ©X--x;i/^, 

B^S!< vytDtr;p. if^y5F;K 7:$7;i.®fi;x5";i//j:£0XXr;Pm, x^iddt^ 
i7d07)^jl/A, izg:^{b^^, 1, 2--:/^aDX^>; KUi^ODX5^U>, 
xh7^oDX5^i/>/j:<i:(D;Nay>'(fc:^<k*^^. hJi^xv, =^vi/ 

<y:ti7^>. 5}ft'^>v>, 5?ix-^x)Wd:2:C[)^{b7kSS^, x 

y -;i>7 M i?x5^;i'7 5 h u x5"ji'7 s tr q u • tr^ u 

tr^7 -:^>; u >, 7- 'j >, i?;*f^;i.7xu ^>':^;i'7S x h;^ 

v>;5:<i:075 >^: *;i.A75 H> N - p< 9";H:? □ U H >, N; N-vp^^^JP-f 
= yyn^; N; N^v^Wl'7-t2 h7^ h\ N. N->'p^5';U^;i'A75 H?&:<i: 
®7a 'X^IJ-J^^^^^PU >i! h U 75 f\ '\+-y-it5^;i/ffiU>m h U 75 
£<t> 'J >®?7 5 H^, Tie. ^-®ft!J--«fc^ffl ^Hs^J^^j: t*<^-S% U< J^-iaiJA 

A, i?>, >?p^5';!/75 y If 'J >, h U ^5";i/75 >v h UX5^;P75 >. 
N.N- 'MV:fa e;i/X5";i/7 5 N - 5^;i/qE JI/t}^ u >. N->*5^;V e P »J V 
X N-^5^jH:f^Ui^X N; N- v^5^;P7:iU Iv 8-v71f e->^>D 
[5. 4. 0] ■^>x:^3-7-X> (DBU) . f'Jv>, 4->?yW75yf 
Uv>. f ii 'J >; ;P5"i^X +y 'J>. <y+y 'JX 7XSj{k-:h ku -^a, ym 
^t;:^J'J':?A, 7KiE<b'J5^':7A> y^^JUUf^-^A; :^MJ'^A^9"7-h, iJ'J-^A 
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. $tt-rv: *^*:WJC««fiJAtt*NaBH4, LiBH^v Zn (BH4) 2> ^MBH (OAc) 3^ NaBHsCN, 
Selectride.iSuperHydride.CLiBHEta) , LiAlH4. DIBAL, LiAlH(t-BuO) jvRed-al, binap 

Pii^^stlig^^ffl U5;tJ 7 A ^ □ T h ^* ^ 7 ^ - tii^^ct^j^d^ ^TOSt* * ^ 

*fg?3|::^i*B^i*Jtl3©$D<?PAR©agonistf^ffiflcfcO< >7.U >fgtaft^&efe 
STS^bCT-fe-Si^j^ *^^§9tt-f >^U>^*ttte{c#^J{Clie^ PPAR (a. 
B. r) ©agonistf^ffl [0aAtiPPARa*iJ;lXr®x:i7;i'7,:^^ hf^fflt^S^ 
liTliT^)J:<. PPARo, 3:fe*ytT© h 'J y;V7:3*nX hf^fflicSt^V^WTt) ' 
ct V>] vT#>* /jE^ ^ t Tffl l> -5) i: 7&«T# . 

:Mx.f^,. PPAR«<>;^u:^®mi40». Jfe'l'liiMtC?^^^ t^t:i\t^^mBt 
(omiek [Current Opinion in Lipidol. 10:245-257. 1999 ; Jiang, C. et ak , 
. PPARtganinia agonists inhibit, pro^ductipn^of monocyte inflammatory cytokines. 
Naturfi 391:82-86 (1998) ; Jackson.}, S.M., et al.. Peroxisone: prol iferatpr- 
activated receptor activators. target :hpan endotheliaJ cells to inhibit 
leukocyte-endothelial cell interaction.. Arlerioscler. Thromb. Vase. Biol. 
19: 2094--2104 (1999) ; Su. C. C. et al. . A novel therapy for col itis uti I izing 
PPAR-gamma ligands to inhibit, the epithelial inflamniatory response... J Clin 
Invest 1999 Aug; 104 (4) : 383-9: Ricpte. M... el al.. The peroxisome 
proliferatpr-activated receptor-garana is a negative regulaloc. of macrophage 
activation.. Nature 1998 Jan 1:391 (6662) : 79-82] ts.E1)m^nx^K>s Z.n^ 
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^im^\zj^ oms-^iji, mnfSi.A i a mtz o loo/z g~iogT'$»o i-^^&zmx 

^^nf^mmmzitm^m^i^n^mmM. i^^^i. mmi m^m, ^^mM:m 
t^^r^. -mzmm&mMommtLxmv^i^M^f^^^^^Lx^mzj^Kim: 

^g^;nzj|/n-x/j:t*) , 7;i/n-;P (xrS'y-jk -r yyDy'?/^;p;ici*) , 

( 0 h U •^i.^ct*) . Si^:^^ (7j<^^b:f hVOAH a ; (^SiJlli 
^x>i?, ?Li[7i^:') , WilK67;P*U^W'T^'X>®E:hKU':?A, a 
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^?g{C!li^tfc^i^(3Onig/kg/0 ; mU^JiS0iJ36g) 25.t>'37e) tc-pViTfilmg/kg/B) 

G) , MMMg? (NEFA) \t^n^n{f)v:i-7.c-uv-7^huzi- m^:^mm 

m.^ n-M) > "ri^ 5 dl— L TG II;: : BfO^ ^v^7^^ ^:^); - ,NEFA C-xT. 

bife. ■ . --^ .■ ^ ' ■■ - ' "■■ 

in vivo, db/db mice S#9 Bi . • < ; , a 



in VIVO QD/aD 


. (%) 




' ■ ' ■ 




44.6 


71.6 


46.7,. 




27.5 


63.8 


47 




63.6 


58.8 


65.5v; 




46.1 • 


80.4 ^ 


6Z9 


^j&«l]36g)* 


51.5 


55.2 


54.0 


Iltt5^j37ey 


48.1 


68.3 


702 



GAL4-PPAR m<r>^J^3W^'^^ f-^^^ yeastO^^B^T*SGAL401-l477 
ay^^^lC. t hPPAR©167-468 (PPARa) , 138-440 (NUC-1) , 174-475 (PPARY) 
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7S./mmm (LBD: Ligand Binding Domain) ^mf^^itX^n^timmi^rzo U 
5j^-r$'-v->{3«PLAP (Placental Alkaline Phosphatase) ^rfflVi,; cnl:5copy 
©GAL4 DNA binding element^r-^mK promoter^TaiEJCii^^ii-M^LTti Host 
celHC«CV-l (ATCCCCL-70) ^fflV^fc. tf3.t)%. CV-1 cell 35 nuD dish {: 5x1 ()E5 
\zU^^o\zmt> m fCS/miil^imr^i^mm. FuGENE6 transfectioh reagent 
S^€fflbT> GAL4-PPAR LBD expression vector i:GAL4 DBD-TK-PLAP expression 
vector<&co-transfectbfco Transfection5fT-pfc24BtrBl^|c:, lxlOE4/weliti;^ 

^ck-5t396-weii piatetc^^EL, ^ ^bizimm^m^mmz. imr^miz.'p^ 

ffiiial kai ine phospUlase^^m^ii^rMz^b't-cmM l^tzm FCS^-^tyDMEM 

\zmm^^t^t th \z. ^M(Dmm'^it'^'m^mmhfto ib'^mmMmzAmw 
m\zj^m-^tiftfik?mmz^ioi^^m^^m^v. mo^wmhito'fummu. 

iWlOMl ftassay buffer 50m1 t{k#fl3fe*a50Mr$:JlDA> ^U'Vmm^>^ 

^2 



ia:^att EC50 ^^lA/iM 





PPARa 


PPARyS 


PPARr 




0.08 


2.513 , 


: 0.382 < 




0.087 


5.072 


.0.217 




0.394 


0.789 


0.254 




0.701 


>30 


0.746 




0.162 


8.054 


>10 


mmmQe> 


0.012 


0.037 


0.047 




0.028 


0.432 


0.016 
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30Blfv^^l-v Tki^TTeOXTKmit^ h U AO 26g*:lPAfe. *^TT30 

tzi mm ^mnm^-c-mhv ma^mT^if^ z^^^nm>^ mm^^^^ 

;i. (4 : 1) m&^mX r)^>z?)V^- {3-X h:^->-2-X h^i^-Z-^^'^-^-'^^'^.- 
;W-2-^ h.?t^,v'^>'/x- Kl Jg$E-Z?gi; DT^feo ' ' 
'H-NMR(Z-rsoiDer. CDC1,)6:U5 (t! J=6. 8Hz. 3H) 1. 3^ H: J=7. 2Hz. 3H) 3.96 Js. 
3H) 3.98 kMm: 2£ 4. 27 (q. >7y2H2: 2H) 6. 92 ¥ IH) GjM E^Mm 
IH) 7.30-7.43 (iO.^:5H) 7.~9d (dd. J=2.4. 8.0Hz. IH) 8/32 (d; J=2.4fe IH) 

-oA^ 0^ ; / ^ - - 

/s;>5;m- {3-x h=^v-2rX h4^->-3-*4y-i-:7*o^x;W -2-^ K^->-<> 
yx-hl.6g^Xi5'>'-;i^3pBlH^ft?W. 10!i;;l7i^':7i^i^i^0.35g^Jll^v*^3? 

^^A^DTHi/77>/-t;:f*t. ^=^1^ >-6^s?x5^;i/ (2 : nmmm^ O 5- (3- 

X h^->-2-X v-3-^=^V :/o tf;i/) -2-/ h^^v^ESSf 1. 2gS:l#;t. 

.92 



W06i/25i81 



PCt/JP60/06788 



'H^NMR (CDC 1 3) 6:1.16 (1. J=6. 8Hz. 3Hj 1. 25 (t; J=7..2Hz. 3H) 2. 98 (dd. J=8. 0. 
14- ()Hz; IH) 3.04 (dd. J =4. 8. 14; OHz. IH) ~ 3;34.'{dQ. J=6. 8; 9. 2Hz. IH) 3. 61 
(dq. J=6. 8. 9. 2Hz. IH) 3. 98 (dd. J=4. 8. 8: OHz, IH) 4. 05 (s. 3H) 4. 18 (q. J=7. 2Hz. 
2H) 6. 97 (d. J=8.0Hz. IH) 7.47 (dd. J=2. 4. 8.: OHz. IH) 8.06 (d. J=2.4Hz. IH) 



•O O 




5- (3-X h^v-2-X h + v-3-:^^y :/□ k*;W -2-^ h^iy^mmmo. 58gt4- 
• (h U 7 )\^tD:^^M^> '2^)^72, >0. 34g$N.N-vp<5^;PA)^;UA7^ K7fflHs:^ 

s*ss^'^*^iaTi6i^faj«#Lfc^*7jctfift€, s^Kx5^;i/TatBbfc. 

(3: D^tH^^Pct 0 x5^;i/2-x N^->-3- (4-p^ h^^ v-S- ( I [4- (h 'J :7;i^ 
^tD^^";!/) ^>zyM 7$ y I *;UjJ^xjw 7xx;w yo7::^/x- hO. 64g&^#fe. 
'H-NMR (CDCl3) a:l.'16 (tr J=6; 8Hz. 3H) K 25 (t. J=7. 2Hz. -SH) 2. 98 (dd.' J =8. 0. 
14. OHz. 1H) .3; 04 (dd. J=4. 8. 14. OHz. IH) 3. 34 (diii J=6. 8. 9. 2Hz. IH) 3. 61 (dq. 
J=6. '8. 9.2Hz. IH) 3. 93 (s. 3H) 4. 01 (dd, J=4. 8.' 8. OHz.-' IH) 4. 18 (q. 1=7; 2Hz. 
2H) 4.73 (d. 1=6. GHz. 2H) 6.- 9 i (d. J-8. GHz. IH) 7. 37 (dd. J=2. 4. 8. GHz. IH) 
7.47 (d. J=8.0Hz. 2H) 7.59 (d. J =8. OHz. 2H) 8.12 (d. J=2. 4Hz. IH) 8. 29 (id. 
IH) 



O 0 




X5";i/ 2-X h:^->-3- (4-p^ h=^^f/-3- { ( [4- ( h U 7;U:tD ^>>^;u) 7 

7xx;w 7oAy x^ hO. 25e^:/^^y-)UlmUzmmi^\ IN7K 
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miti-hv^i^iw\^mx. ^^Tummw^f^' R^^m^m^^^^ .mm 

'H-NMRIDMS0-de)a:l.D2 (t. J=7. 2Hz. 3H) 2.82 (dd. J=8. 0. 14. 4Hz. IH) 2. 91 (dd. 
J=5.2. 14.4Hz. IH) 3.30 (dq. J =7. 2. 9.6Hz. IH) 3.50 (dq. J =7. 2. 9. GHz. IH) 
3.86 (s. 3H) 3.94 (dd. J=5. 2. 8.0Hz. IH) 4. 55 (d. J=6. 0Hz. 2H) 7. 05 (d. J=8. OHz. 
IH) 7.32 (dd. J=2.4. 8.0Hz. IH) 7.52 (d. J=8.0Hz. 2M) 7. 61 (d. I=2.4Hz. ,lH) 
7. 68 (d. M:4H?, 2H) 8.78 (t. 1=6.^0^^^ IH) 

mmm ' ■ ■ - ; " ^ ^ 

)): . . : : .1. ■ . ■ ■ - ■ : 

0 r . ■ ■ ■■ ■ ■ .- '' ■■: ■. ■ ■■ 

mmmtm(omi^^- (3-x h =^->-2-^ v •^ru^^z.-z^^^f tr : 

M-2-p^h^v«#^*^^-« . : , ' 

.'H-HMR(eDCl,) 6:0. 94 (d. 1^6. OHz. 3H) l.,15 (d. J=6.0Hz. 3H), 1. 26 (t. 1=7. 2Hz. 
3H) 2.93 (dd. ]=8.0. 14.0Hz.. IH) 3. 02 (dd. J =4. 8., 14. OHz. IH) ,3. 52 (sept. 
J=6.0Hz. .IH) 4.03 (dd. ;1=4: 8.. 8. OHz.; IH) 4.06 (s. 3H) 4. 15-4. 22 (m. 2H) 5.98 
(d.> J=8.0Hz.^-lH) 7.47 Idd. J=2. 4... 8.0Hz. IH) 8.08 (d...^J^^^^^ IH) 

0 Q 

CPs' ^ o - 

'H-NMR(CDCl3)6 :0.96. (d. I=6. 0Hz. 3H) 1.15 (d. J.6.,0Hz. ,3H) 1. 25 (I. 1=7. 2Hz. 

3H) 2.92 (dd. . J=8.0. 14. OHz. 1H) .3.01 (dd. 1=4. 8., 14. OHz.. IH) 3.51. (sept. 
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J=6.0H2. IH) 3.93 (s. 3H) 4.05 (dd. J=4. 8, 8.Qliz. IH) 4.14-4.21 (n. 2H) 4.73 
(d. J=6.0Hz. 2H) 6.90 (d. J=8.0Hz. IH) 7. 37 (dd. J=2. 4. : 8. OHz. IH) 7.47 (d. 
J=8. OHz. 2H) 7.59 (d. J=8. OHz, 2H) 8.13 (d. J=2.4Hz. IH) 8. 30 (id. IH) 
^ig^2d) - - ' : . .) 




d) ^:l^^®:;&ai?2-f y ydT}^^ v-3- (4-p^ v-3- ( I [4- ( h g 7;)/ 
;tap^^;i/) ^>z^M 75 y I*i;i/7j^-;i/) -fnnyl^^mtzo 
'H-NMR(DMSO-d,) 6:0.89 (t. J=6. OHz. 3H) 1.03 (t. J=6.0Hz. 3H) 2. 76; (dd; J=8. 0. 
14.0Hz. IH) 2.88 (dd. J=4.8. 14. OHz. IH) 3.48 (sept. J=6. OHz. IH) :3.S86 =(s. 
3H) 3.99 (dd. J=4.8. 8.0Hz. IH) 4.55 (d. J=6:.0Hz. 2H) 7.04 (d. J=8. OHz. IH) 
7.32 (dd. J=2.4. 8.0Hz. IH) 7.52 (d. J=8. OHz. 2H) 7.162 (d. J=2. 4Hz. IH) 7.68 
(d. J=8.0Hz. 2H) 8.77 (t. J =6. OHz. IH) 

^mmz • ■ ■ ■ ■;• • ' ^ 




mrnmW)) tmm<D^mX'i- (3-x h+v-2-tert-y K^2^-3-bi-^y;t/n t!;W - 

'H-NMR (CDC Ij) 6:1.02 (s. 9H) 1.25 (t. J=7. 2Hz. 3H) 2.85 (dd. J=8. 0. 14: OHz. 
IH) 2. 95 (dd. J=4. 8. 14. OHz. IH) 4. 06 (s. 3H) 4. 10 (dd. J-4. 8. 8. OHz. IH) 4. 18 
(Q. J=7. 2Hz. 2H) 6.98 (d. J=8. OHz. IH) 7.47 (dd. J=2.4; 8. 0Hz. iH) i07. (d. 
J=2.4Hz. IH) 

mmmc) • \ • ^ ^ 
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'H-NM8(CDCl3)fi:1.02 (s. 9H) 1.25 (t. i'^mz. m tmm J=8 0. 14. 0Hz. 
IH) 2.95 (dd. J=4.8. 14.0H2. IH) 3.93 (s. 3H) 4 10 (dd. J=4. 8. 8. GHz. IH) 4. 18 
(Q. J=7. 2Hz. 2H) 4. 73 (d. 1=6. OHz; .2H) 6.90. (d. i^Z^ ^H) 7. 37 (dd. J^2.4. 
8. 0Hz. IH) 7: 47 (d. J =8. OHz. 2H) 7. 59; (d. :I=8,0Hz, 2H) 8.13 (dv J=2. 4Hz, IH) 
^8.'.29 kvlH) ■ '^i ^ '^^^ - ' -^ ■ ^' ^-^^ ■ - ■ •■ • 




OH ■ ' 

d) tIi|ig®;&ftT'2-tert-:/h+->-3-(4-;^ h^i^-Z-{\[A-{hV.7}V:t 

'H-NMR{DMSO-ds)6:0.94 (s. 9H) 2.70 (dd. J =8. 8. l3.2Hz. IH) 2.83 (dd. J=4.4. 
13:2Hz. IH) 3.86 (s. 3H) 4.01 (dd. 1=4.4. 8. 8Hz. IH) 4. 56f (d. ; 1=6: OHz. 2H) 
7.04 (d. J=8.0Hz. IH) 7.31 (dd. 1=2.0. 8.0Hz. IH) 7. 52 (d. J =8. OHz. 2H) 7.63 
(d.^ 1=2. OHz. 4H) 7. 68 (d. J=8. OHz: -2H) 8. 77 , (t. ; J=6. OHz, IH) 

mmm ■ r ■ .. 




M^Jlb) tl^«(5*ffi-e5- {3-X h:^->-2-t HD+->-3-:t^V MM-l- 
'H-NMR(CDCl,)6: (I. 1=7. 2Hz. 3H) 2.95 (dd. J=8.0. 14. OHz. IH) 3.12 (dd. 
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J=4. 8. 14. OHz. IH) 4. 06 (s. 3H) 4. 23 (q. J=7. 2Hz. 2H) 4. 40 (dd. J ^4. 8. 8. GHz. 

IH) 6.98 (d. J=8. 0Hz. IH) 7.47 (dd. J=2,4, 8.0Hz. IH) 8.01 (d. J=2. 4Hz. IH) 




^mm 1 c) t mmoumrrL^M- 1 h □=^:>-3- (4-;>< h ^->-3- ( i [4- ( h u 7 

•H-NMRlCDClj) 6: 1.31 (t. J=7. 2Hz. 3H) 2.95 (dd. J=8. 0. 'l 4. 0Hz. IH) 3. 15 "(dd. 
J=4. 8. 14.0Hz. IH) 3.9.2 (s. 3H) 4.-23 (q. J=7. 2Hz. 2H) 4. 40-4.43 (m. IH) 4. 73 
(d. J=6. OHz. 2H) 6. 92 (d, J=8. OHz. IH) 7. 37 (dd. J =2] 4. 8. OHz. IH) 7. 47 (d. 
J=8. 0Hz. 2H) 7. 59 (d. J=8. 0Hz. 2H) 8. 08 (d.: J=2. 4Hz; IH) 8. 28 (m. < IH) 

Il«4d) ■ ■■■■■■ : . 

o < o : 

CFs O ^ . ; • . .;. 

mmm \ d) t mm(^:^m-c2- 1 k □ s^-z- (4-^ h ^ v-3- ( i m- ( h u ymru 

'H-NMR(DMS0-d5) (5 : 2. 75 (dd. J=8. 0. 14. OHz. IH) 2. 90 (dd. J =4. 8. 14. OHz. IH) 

3. 86 (s. 3H) 4. 08 (dd. J=4. 8. 8. OHz. IH) 4. 55 (d. J=6. OHz. 2H) 7. 05 (d. J=8. OHz. 

IH) 7.32 (dd. J=2.4. 8. 0Hz. IH) 7.52 (d. J=8. OHz. ' 2H) 7.?62 (d. J=2. 4Hz. IH) 

7. 68 (d. J=8. OHz. 2H) 8. 77 (t; J=6. OHz. IH) 

mmms 



0 

HO- , 



o 




SLmmW)) tl^^fl);5&T5-(2-(xh+->;t7>iUxK-JWy5';|/]-2-p^ h^v^E 
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MR(CDCr3)d:0.92 (t. J=7: 6Hz. 3H) 111 (UM.m, 3H) 1.51-1.70 {». 2H) 
2.54-2.60 to. IH) 2.75 (dd. 1=6.4. 13.6Hz. IH) 2.91 (dd. 1=8.4. 13.6Hz. IH) 
4. 02-4. 10 (ID. 2H) 4. 05 (s. 3H) 6. 96 (d. J=8. QHz. IH) 7. 37 (dd. J=2. 4. 8. OHz. 
IH) 8.00 (d. 1=2. 4Hz. IH) 

^Sfi^ji c) tmmo>^mr':r.^)\^2- m-.^ h:^v-3-(l(4-(h'J7>*D^^^W 

'H-NMR(CDCU 5 :0.91 (t. J =7. 6Hz; 3H) 1..18 (t. M. 8Hz. 3H) 1. 51-1. 70 (m. 2H) 
2.54-2.61 (E IH) 2.75 (dd. J=6.4. 13.BHz. IH) 2.92 (dd. 1=8.4. 13.6Hz, IH) 
3. 92 Is. 3H) 4. 04-4. 15 (hi. 2H) 4. 73 (d. J=6. OHz. 2H) 6. 89 (d. 1=8. OHz. IH) 
7.26 (dd. 1=2.4. 8.0Hz. IH) 7.47 (d. J=8. OHz. 2H) 7.59 (d. J=8. OHz; 2H) 8.05 
(d. J=2.4Hz. IH) 8.30 (E lH) 




mmm\ i)tmu<Di5m'n2- i4-^.h^'>-3-(ii4-{h'J7;i.:to>.m'<>5? 

r 

'H-NMRa)MSO-de)6:0.84 (t. J=7. 2Hz. 3H) 1.43-1.49 (hi. 2H) 2. 38-2. 43 (ip.., IH) 
2.64 (dd. J=6.0. 13.6Hz. IH) 2.75 (dd. J =8. 8. 13. 6H2. IH) 3.85 (s. 3H) 4. 54 
(d. J=6. 4Hz. 2H)- 7. 04 (d. J=8. OHz. IH) 7. 27 (dd. J=2. 4. 8. OHz. IH) 7. 52 (d. 
J=8.0Hz. 2H) 7.55 (d. J=2.4Hz. IH) 7.68 (d. 1=8. OHz. 2H) 8. 78 (t. 3=6. 4Hz. 
IH) 
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mmmm 



0 



'H-NMR(CDCIj) (5 : 1.14 (t. j=6. 8Hz. 3H) 2.56 (t. J=7.2Hz. 2H) 2. 88 (I; J-7. 2Hz. 
2H) 3. 98 (s. 3H) 4. 06 (q. J=6. 8Hz, 2H) 6. 92 (d; J=8. OHz. IH) 7. 37 (dd. J =2. 4. 
8. 0Hz. IH) 7. 98 (d. J=2. 4Hz. IH) ^ -v 




CF3' o 

■H-NMRlCDClj) 6: 1.12 (t. J=6. 8Hz. 3H) 2.60 (t. J=7. 2Hz. 2H) 2.95 (I.. .J=7..2Hz. 

2H) 3.92 (s. 3H) 4.11 (q. J=6. 8Hz. 2H) 4.73 (d. J =6. OHz. 2H) ,6. 90 (d. J =8. OHz. 

IH) 7.26 (dd. 1=2. 4. 8. OHz. IH) 7.47 (d. J-8.'0Hz. 2H) 7. 59 (d, r='8. OHz. 2H) 
8.07 (d. J=2.4Hz. IH) 8.30 (m. IH) 




d) tmm'(o:^&r'i- (4-;* h=^v^3- ( i (4- o u y)mti/.=f-M ^y-j 

■'H-NMRffiMSO-de) a :2.48 (t. J=7. 2Hz;- 2H) 2. 76 (t. J=7. 2Hz. 2H) 3. 85 (s. 3H) 4; 54 
(d. J=6.4Hz. 2H) 7.04 (d. J=8. OHz. IH) 7.31 (dd. J=2. 4; 8. OHz. IH) 7. 51 (d. 
J=8. OHz. 2H) 7. 57 (d. J=2. 4Hz. IH) 7. 68 (d. J=8. OHz. 2H) 8. 78 (t. J=6. 4Hz. 
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'H-NMR(CDCl3)a:1.16 (t. J=6. 8Hz. 3H) 1. 25 (t. 1=7. 2Hz. 3H) .2. 98 Md. J=^8.0. 
14.0Hz. IH) 3.04 (dd. J=4. 8. 14.0Hz. IH) 3.34 (dq. J=6. 8. 9. 2Hz. IH) 3. 61 (dq. 
1=6.8. 9.2Hz. IH) 3.74 (s. 3H) 3.84 (s. 3H) 4.01 (dd. J =4. 8. 8.0Hz. IH) 4. 18 
(Q. 1=7. 2Hz. 2H) 4.87 (d. J=6.0Hz. 2H) 6: 87 (d. 1=8. GHz. IH) 6. 90 (s. IH) 7.11 
(dd. J=0.8. 8.0Hz. IH) 7.20 (dd. J=0. 8. 8.0Hz. IH) 7. 30 (d. . J=8. OHz. IH) 7. 37 
(ddi J^2. 4. 8. 0Hz. 1H): 7.59 (d. 1=8. GHz. IH) 8. 10 (m. im 8.J|2 (d, J^2.4Hz. 

IH) 



'H-NMRIDMSO-dj) 5:1.03 (t. 1=6. 8Hz. 3H) 2. 83 (dd. J=7. 2. l^ OHz. Ifl) 2. 91 (dd. 
J=4.8. 14.0Hz. IH) 3.30 (dq. 1=6.8. 9. 6Hz. IH) 3. 50 (dq. 1=6. 8. 9. 6Hz. IH) 
3.74 (s. 3H) 3. 84 (s. 3H) 3.94 (dd. J=4. 8. 7. 2Hz. IH) 4. 67 (d. J=5. 6Hz. 2H) 
.6.35 (s. IH) 6.97 (dd. J=0. 8. 8. GHz. IH) 7. 04 (d. 1=8. OHz. IH) 7.09 (dd. 1=0.8. 
8.0Hz. 1H) "7.31 (dd. 1=2.0. 8.0Hz. IH); 7. 39 (d. J=8. GHz. IH) 7. 46 (d.- . J^8. OHz. 
. .IH) 7.61 (d. ,J=2.0Hz. IH) 8. 57 (t. J=5.6Hz. IH) . 



,HiS^^J7d) 
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mrnmi' c) ^Pl^©3&fei?x^;u 3- [3- ( 1 n^^'ym^m 75 

■H-NMRCCDCl,) e::'0. 9'5-l. 07 (b. 2H) -1. 16 (t.-J=6; 8Hz. 3H) 1. 16^1. 25 3H): 1. 25 
(t. J=7: 2Hz. 3H) 1. 50-1. 80 (m. 6H) 2. 98 (dd,- J=8. 0, 14. OHz. IH) ,3. 04 (dd; J=4. 8. 
. 14. OHz. IH) 3. 30 (t. J=6. 4Hz. 2H) 3. 34 (dq. J=6. 8. 9. 2Hz. IH) 3. 61 (dq. J=6. 8. 
9.2Hz. IH) 3.94 (s. 3H) 4.01 (dd. J =4. 8. 8.0HzMH) 4. 18 (q. J=.7. 2Hz. 2H) 6;;87 
" (d. J=8. OHi. IH) 7. 37 (dd. M: 4. 8. OHz. IH). 7. 90 (n IH) 8. 08 (d.. J=2: 4Hz. 
IH)' . - ■ ;. ■: . . 

HM^JSd) • • 



6 o 




miMm\ d) i:PI^0;^^T3-(3-(l(>'^o^=¥'>;M5^;W 75..f]tr)\^m=.\ 

'H-NMRfl)MSO-dg) 6:0.89-0.95 (m. 2H) 1.03 (I. M. 2Hz. 3H) 1,14-1: 20 (m. 3H) 
1.45-1.70 (m. 6H) 2.81 (dd. J=8. 0. 14. OHz. IH) 2.90 (dd. J=5. 2. 14. OHz. IH) 
3.10 (dd. J=6.4. 6.4Hz. 2H) 3. 30 (dq. 1=7. 2. 9. 6Hz. IH) 3.50 (dq. 1=7. 2. 9. 6Hz. 
■ IH) 3. 83 (S. 3H) 3.93 (dd. J =5. 2. 8. OHii IH) 7.02 (d^ : J=8. OHz. IH) 7.28 (dd. 
J=2. 4. 8. OHz. IH) 7. 57 (d. J=2. 4Hz. IH) ^8. 07- (t.. m. 4Hz. IH) ' -.; 



0 o 
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^ 2-7 5 h+->( 1 14- ( h U 7;!/* □ ;<5';W 'Ov^M 75:^]:^ 
;i,7Hr:;W 7 ^d; V x- hO. 2^g^^lMm. 12ml 2:^ □ O/ivjl/Agil 

^, ^a:£i-:/D/v-;i/8inUc^igU. ^^-cB^Bfeos^'^AiSiDgSlinA;^. 
^ '\*1J:>-6^mx5'Jl' (2:1) JgtBi^®«fc Ot^^^^I' 3- 

' ->-3- (I (4- ( h u 7 D 5^;!/) :^>? JW 7 s y l * ;i/#x;w 7 x -2-:f o 

,»H-NMR.(CDCl3) d:0.84 (t, J=7.2Hz. 3H) 1. 55 (tq. J =6. 8. 7. 2 Hz. 2H) 2. 98 ,(dd. 
J=8.0. 14.0Hz. IH) 3.04 (dd. J=4. 8. 14. 0Hz. IH) 3.21 (dt. J=6. 8. 8.8Hz.;. lH) 
3.53 (dl. J=6.8. 8.8Hz. IH) 3.73 (s. 3Hy 3.93 (s. 3H) 4.02 (dd. 1=4.8;. 8. 0Hz. 
IH) 4.73 (d. J=6.0Hz. 2H) 6.91 (d. J=8.0Hz. IH) 7.36 (dd. J =2. ,4. 8. 0 Hz. IH) 
7.47 (d. J=8.0Hz. 2H) 7.59 (d. J=8.0Hz, 2H) 8.10 (d. J=2.4Hz. IH) 8. 29 (m. 
IH) 



, 3_ ^ h:^^«>-3- ( I [4- ( h 'J 7 Jl/* n)t.^M ^>'JM.7S./ \ tiJU^- 

-M 7 x^;H -2-y P iyZfo A / X- h 0. 1 8gS: ^ ^J'V -;V2nl fc^^ ,1N 

U ATlfcJ^U, ^J«^MEES*UT3- l4-p^ v-3- ( I (4- ( h U 7;i/:t 
;W^>v';H75y):^Ji'^x;w 7x-;H-2-:;^O7j?+vyo/'^>K0. i5gS:#fc. 
'H-NMR(DMSO-de) 6 :0.76 (t. J=7. 2Hz. 3H) 1.41 (tq. J=6. 4. 7: 2Hz. 2H) 2. 82 (dd. 
J=8.0. 14.4Hz. IH) 2.91 (dd. J =4. 8. 14.4Hz. IH) 3.17 (dt. J=6.4. 9.2Hz. IH) 
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3.43 (dt. J=6.4. 9.2Hz. IH) 3.86 (s. 3H) 3.92 (dd. J=4. 8. 8.0Hz. IH) 4. 55 (d. 

J=6. OHz. 2H) 7. 05 (d. J=8. OHz.. IH) 7. 32 (dd. J=2. 4. 8. OHz. IH) 7. 52 (d. J=8. OHz. 

2H) 7.61 (d. J=2.4Hz. IH) 7.68 (d. J =8. OHz. 2H) 8.78 (t. J=6. OHz. IH) 

mmm\o . . 

mmmm 



O 0 




USSW a) tmm(D:^mX':;f^^)l 2-y h + v-3- [4-^ h^^v'-S- ( I [4- (h U yJV 

'H-NMR(CDC1,) (5:0. 84 (t. J=7. 2Hz. 3H) 1. 25-1. 32 (ni. 2H) 1. 46-1. 55. (m. 2H) 2,98 
(dd. J=8..0, 14. 0Hz. IH) 3. 04 (dd. J=4. 8. 14. OHz. IH) 3. 25 (dt. J=6.8. 8.8Hz. 
IH) 3.55 (dt. J=6. 8. 8. 8Hz. IH) 3. 73 (s. 3H) 3.93 (s. 3H) 4.01 (dd. Jx4. 8.* 
8. 0Hz. IH) 4.73 (d. J=6. OHz. 2H) 6.91 (d; J=8. OHz. IH) 7. 35 (dd. J=2.4i 8.0 
Hz. IH) 7.47 (d. J=8.0Hz. 2H) 7.59 Id. J=8.0Hz. 2H) 8.10 (d. J=2. 4Hz. IH) 8. 29 
(m. IH) 



o o 




m-^mW <!:|WHi(D:^«T-2-yh=t^->-3- [4-^ h=^^->-3- (I [4- ( h 'J -yJV^o/. 

5^;l')'^>v;^]75y|;^J;^7}^-;^)7x-;^]y□7^>^<^#fe. : ., 

. 'H-NMR(DMSO-dj) 6:0.77 (t. J=7.2Hz. 3H) 1.15-1.25 (m. 2H) 1.32-1.41 (m.^ 2H) 
2.82 :(dd. J=8. 4.- 14. OHz. IH) 2.91 (dd; JM.8, 14. OHz. IH) 3. 20 (dt. J=6. 4. 
9.2Hz. IH) 3.46 (dt. J=6.4. 9. 2Hz. IH) 3.86 (s. 3H)v3.90 (dd. J=4: 8. 8.4Hz. 
IH) 4.55 (d. J=6.0Hz. 2H) 7.05 (d. J =8. OHz. IH) 7.32 (dd. J=2.4. 8. 0 Hz. IH) 
7.52 (d. J=8. OHz. 2H) 7.61 (d. J=2. 4H2. IH) 7.68 (d. J=8. OHz. 2H) 8. 77 (t. 
J=6.0Hz. IH) 
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( I [4- ( h u 7 P ^ K y 'JM 7 j * y s:^M y □ / v 

'H-HMRCGDClj) 6:0.80 (dd. 1=6.4. 16.0Hz. IH) 1. 08-1. 90 (m. 9H) 2. 96 (dd. J=8. 0. 
.14.0Hz. IH) 3.02 (dd. J =4. 8. 14.0Hi IH) 3.14-3. 21 (m. IH) 3.73 (s. 3H) 3. 93 
(s. 3H) 4.10 (dd. J=4.8.:8.0Hz. IH) 4. 73 (d.. J=6. OHz.: 2H) 6. 91 (d. J=8. OHz. 
IH) 7.36(dd. 1=2.4. 8. 0 Hz. IH) 7. 47 (d. J==8- OHz, 2H) 7. 59 (d. 1=8: OHz. 2H) 
8. 10 (d; J=2.4H2. m 8.29 Im. IH) ■ < ; ^ 

o 

^mmm tmrncoism-^i-'yi? o'\^^'>/u:t^r->-3- w-^ i<^'>-3- ( i (4- ( h 

'H-NMR(DMS0-d5) 6 :0. 75 (dd. J=6. 4. 16. GHz. IH) 1. 00-1.71 {ID. 9H) 2.78. (dd. 

J=8. 0. 14.0Hz. IH) 2.89 (dd. J =4. 8. 14. OHz. IH) 3.18-3.23 (m. IH) 3. 86 (s. 

3H) 4.03 (dd. 1=418. 8. OHz. IH) 4. 55 (d. J=6. OHz. 2H) 7. 05 (d. J =8. OHz. IH) 

7.33 (dd. 1=2.4. 8: G Hz. IH) 7.52 (d. J=8.0Hz. 2H) 7. 63 (d. J=2.4Hz. IH) 7:67 

(d. J=8. OHz. 2H) 8. 77 (t. 1=6. OHz. IH) ' 

^ji6^J12 

^SS0tJl2a) 
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O O 




75 >l ;t7;P4^::i;W 7x-;W-2- 2- h U y)Vtu:L h^v<) -^w^ 

'H-NMRiCDC-lj) 5 : 3. 04 (dd. J=8: 0. 14. OHz. IH) 3: 15 Wd. J=4. 8. 14 OHz. ' IH) 3. 67 
(dd. J=8.8. 12.0Hz. IH) 3.73 (s. 3H) 3. 93 (s. 3H) 4.03 (d, J=8. 8. 12. OHz. IH) 
4.20 (dd. J=4. 8. 8.0Hz. IH) 4.73 (d. J=6. OHz. 2H) 6.91 (d. J=8. OHz. IH) 7. 36 
(dd. J=2.4. 8.0Hz. IH) 7.47 (d. J =8. OHz. 2H) 7. 59 (d. J =8, OHz. IH) 8.10 (d. 
J=8.0Hz. 2H) 8.29 (m. IH) * 



0mm tmU(r>V5m-(:i- [4-p< h^^^-3- ( l (4- { > v yju^n ^5^;w ^>i; 
jW 75 y i *;V!ft-JW 7x-i;H-2- (2. 2. 2- h u y)U:tux i^^v) :/'d7t>S[<& 

^ ^ - ■ - -^^ ■ 

•H-NMRIDMSd-de) 5: 2.92 (dd. J=8: 0; 14. OHz. IH) 3. 01 (dd, J=4. 8. 14i OHz. IH) 
3.87 (s. 3H) 4.03 (dd. J=8. 8. 12. OHz. IH) 4.11 (d. J=8. 8. 12. OHz. IH) 4. 26 
(dd. J=4.8. 8.0Hz. IH) 4.55 (d. J=6.4Hz. 2H) 7.06 (d. J=8. OHz. IH) 7.31 (dd. 
J=2.4. 8.0Hz. IH) 7.52 (d, J=8. OHz. 2H) 7.61 (d. J=2. 4Hz. IH) 7.68 (d. J =8. OHz. 
2H) 8.78 (t. J=6.4Hz. IH) 





Y OH 




105 



WOOl/25181 



PCT/JPOO/06788 



mmm9 a) tmm(o:^i^x'^^)i^ 2-f y :r h=^r v-3- m-^ h^->-3- ( 1 14- 1 h u 

'H-NMR (CDC Ij) 5:0.82 (d. J=6. 4Hz, 6H) 1.80 (iQ. J=6:4. 6 4Hz. IH) 2. 98 (dd. 
J=8. 0. 14.0Hz. IH) 2.:99 (dd. J=6.4. 8. 8Hz. IH) 3.04 (dd. J=4 8. 14 OHz. IH) 
3. 36 (dd. J=6.4, 8. 8H2. IH) 3.72 (s. 3H): 3. 93 (s. 3H) 4, 00 (dd. J=4. 8. 8. OHz. 
IH) 4.73 (d. J=6.0Hz. 2H) 6.91 (d. J =8. OHz. IH) 7.36 (dd. J=2.4. 8. 0 Hz, IH) 
7.47 (d.. J=8. OHz. 2H) 7. 59 (d. J=8.0Hz. 2H), 8.10 (d. J=2.4Hz., lH) 8; 29. (m, 

o , o .... ,, ^ . 

^mm%) t ii«®:&j*T2-^ y h=^^s^-3- (4-;^ h+^-3-;( I (4- ( h u 

'H-NMR(DMS0-d6) a :0.74 (d. J=6. 4Hz. 6H) i; 67 (ta. J=6; 4. 6.4Hz. IH) 2. 82 (dd. 
J=8 0. 14. 4Hz. IH) 2. 92 (dd. J=4. 8. 14.4Hz. IH) 2 J6 (dd. J=6. 4. 8.^ IH) 
3. 26 (dd. J=6.4. 8.8flz. IH) 3.86 (s. 3H) 3. 90 (dd. J =4. 8. 8. 0Hz. IH) 4. 55 W. 
J=6.0Hz. 2H) 7.04 (d. J =8. OHz. IH) 7.32 (dd. J=2. 4. 8.0 Hz. IH) 7.51 (d. J=8.Q.Hz. 
2H) 7i 62,(d. J=2.4Hz. IH) 7. 67 (d. J=8. OHz,, 2H) 8.76 (I. J=6.0Hz.vlH) 

mmmu ; > ; 

mmmm 



o 




yyymWzmf^L. 5K5^TT60!li7kmik;^hU'>A0.22g^»D^:^c- SfSiS^TK?^ 
TT'205^r«lWbfc^> 4-^ h=^r->-3-nhD>?>X7;Uxt H0.88g?&in;l. ^JS 
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)l> (9:1) ?§iiJ^Si J; 0 ±^)l^2-'i y y DTf'^^v-S- (4-:^ h+v'-S-ci h □ 7^3: 
;U)-2-yD/Vx^ h0. 85g^E-Zjgl>OT#fc^: . - . . , t 
•H-HMR (CDCl j) 6 : 1.1 7+ 1^37 (t. J,=6: OHz. 3H) 1;; 27+1. 3 1 (d. . J=6. OHz. i6H) . :^ 
3.94*3.98(5. 3H) ' 4.17+4- 28 (q. J=6. 0Hz. 2H) 6; 10+6. 88(s. IH) 7.t)0+7. 06-.(dy 
J=8. OHz. -IH) 7.40+7. 9r(da. J=8. 0. 2.0Hz. IH) 7. 75+8^ 37 (d, J=2. OHz. , IH) 

mT^miAb) ■ .; ,. i ■ . ■ . , . ... 




hi^/^^-r -»:i#D, ^.^1i:>-i^S?x5^JK6: 1) ^Iti^^iiicfc Dx5";^-3-.(3- 
75 y-4-;< v.7xiiJW -2-'f y :;^Pzi5^e^7:DAy X- ho. 72g„$#3fc.: 



MMClj) 5 : K 00;(d..^J^:6.''0Hz..:3H)v. 1. J5 (dr OHz. 3H) k 24-{it. J=6^ OHz, 
' 3H) 2.83(iD. - 2H) 3.50(dQ. J-6.4. 6.4Hz. IH) S. &l (s. . 3H)' 4.00 (dd.. J =8. 4. 
4. 8Hz. IH) 4?17 (q. 1=6. OHz. 2H) 6. 60 (dd. J=8. 0. 2. OHz.' IH).. 6. 67.(d. J=.2. OHz. 
IH) 6. 70(d. - J=8. 0Hz.-lH) .- i . . ■.■ .v i, • ■ ; • ^ 




0. Zgtia. a. ci;-h>Jy;i/:to-p-hij;WS^^O. 218g<&xh7t h*o>'^>7inl{; 

mmb, ti)it-::^)ii^-i ^yv-MA2gt h^jj:9-)iT^yo.2Zm\^m^. sot: 
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v'-'J u-^hify^^t ; ^^^lJ->-g^i?x5^;U (6:1)^ 

lii^m^X)'Ji^')V-2-^ V :^ □ >i?4^'>-3- h =^ V-3-; (4- h U 7 ^l'^ a ^ ^)Vy 
xii;W7-fe5^;i'7ay)7xn;U)7'PAyx^h0.34g^#rc. ' 
•H-NMRICDClj) 6:0. 95{d. J=6. 0H2. 3H) l. lO ld. J=6. OHz. 3H) 1. 22 (I. J=7. 2Hz, 
3H) 2.83(d(l. J=14. 0. 6. OHz. IH) 2. 93 (dd. J=14.0. 4,4Hz.. IH), 3. 48 (da.. J=6. 0. 
6. OHz. IH) 3.73(s. 3H) 3. 78 (s. 2H) 4.02{dd. J=7. 6. 4.r4H2. IH) 4.15(0. 
J=8.0Hz. 2H) 6.72(d. J =8. OHz. IH) 6. 91 (dd. J=8. 0. 2.0Hz. IH) -:7i:46# 
J=8. OHz, 2H) 7.64 (d. J=8. OHz. 2H) 7.73(s. IH) 8, 24 (d. ,J=2. OHz. IH) 



y)^7xii;W 7D/"^yx-- hO. 34g<&X:J'y r-jUSmHC^^f bv 5N7Ki5^k 

•^7 AT^^b; ^^<&MJKS*bT2-'f y 7'a j}?^rv'-3- (4-;< h^2<-3- li2-.(4- h 

7;i/:^d>i^;W 7aix;W 7.i:5^;H 7'5:y) 7x:2;p^^^^ 28g«:#]fc. 
'H-NMR (CDCI3) 6 : 1. 06 (d. J=6. OHz. 3H) 1. 15 (d. J=6. OHz.: 3H) 2. 89 (dd. J=14.-0. 6. OHz. 
IH) 3.06{dd. J=14.0. 4.4Hz. IH) 3.58(dQ. 1=6.0. 6.0Hz. IH) 3. 75(s...3H) : 3..80 (s. 
2H) 4. 13(dd. J=7.6. 4.4Hz. IH) 6. 74 (d. J=8. OHz. IH) 6.90(dd. 1=8.0. 2.0Hz. 
IH) 7.48(d. 1=8. OHz. 2H) 7.65(d. 1=8. OHz. 2H) 7. 73 (s. IH) 8. 26 (d. J=2. OHz. IH) 





r 
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I [2- (5-^5'>'l/-2-7x:±Jl/-l. S-^t^^^-tJ-yj^M-f JW 7-fe5";U] 75 y ) 7xi 

'H-NMR(CDClj) 5 :d.96 (d. MOHz. 3H) i. 13(d. J=6. 0Hz. 3H) 1. 24(1. J=7. 2Hz. 
3H) 2. 40 (s. - 3H) 2. 87 (dd. J=14. 0. 8. 8Hz. IH) 2. 95 (dd. J=I4. 0. 8. 8Hz. IH) 
3. 50(dq/ J=6. 4. €.4HZ. IH) 3. 63(s. 2H) 3. 75(s. 3H) 4. 04(dd. J=8. 4. 4. 8Hz. 
IH) 4. 17 (q, J=7: 2Hz. 2H) 6. 73 (d. J =8. OHz. IH) 6. 90 (dd. J=8. 0. 2. OHz. IH) 
7.47(iD. 3H) 8.08(iD. 2H) 8.33(d. J =2. OHz. IH) 9.42(s. IH) 
^Jg^iJlSd) 



• mmmu d) 2--ry^D7t?^->-3-(4-^< h^v-3-l(2-(5- 

^^5^J^-2-7x^J^-l. 3-:t=^^-!ty-;i'-4-'f ;w 7±^MTS. y\ 7x-;w •:fan 
>WL^mco - , , : 

'H-NMR(CDCl3) 6 :1. 07 (d. 'J=6. OHi 3H) 1. 15 (d. J=6. OHz. 3H) 2. 40 (s. 3H) 
2.89(dd. J=14.0. 8. 8Hz. IH) 3.#(dd. J=14. 0. 8. 8Hz. IH) 3. 58 (da. J=6. 4. 
6.4HZ. IH) 3. 63 (s; '2H) 3.75(s. 3H) 4. 14(dd. J=8. 4. 4. 8Hz. IH) 6. 75 W. 
J=8. OHz. IH) 6. 88 (dd. J=8. 0. 2. GHz. IH) 7.46(ib. 3H) 8. 08(id. 2H) 8. 33 (d. 
1=2. GHz. IH) 9.46(s. IH) 



±^M- (vx5';i'>Jt7.7l^>j;W-2-'f y t'd B^Uy-tT^- h l. 6gi£:x h ^ t H □ 
TX'iQ^fmWl^tz^. lerl-:/5';i/5-j}^Jl/ = ;i/-2-pt h^->^>yx- h 1. 2g$jbD 




^ii^lGa) 
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•H-NMR(Z- isomer. CDClj) 6:1.28 (d. J=6. 4Hz. 6H) 1. 36 (t. J=7. 2Hz. 3H) .l. 59.(s. 
9H) 3.91 (s. 3H) 4.29 (q. J=7.2Hz. 2H) 4,41 (sept. J=6.4Hz.> 110 6.92 (d. J=8.pHz. 
IH) 6.96 (s. IH) 7,85 (dd. J=2.4. 8. 0Hz. IH) 8.26 (d. J=2.4Hz. ,1H) . 

o o 



4^->^>l/x- hO. 3g«:;V^ D P^^iJ' >2. 5dI *?&T h U 7;i/*og^K 
1. 2il$rJDA, ^(D**7k}^T2B#rp1it#Ufe. RlSri^^lc: h;Ux>30iiil<lriPAj§ 
jii&^EE^^T-S^f^^^ 2 lel^ 0 ii bfcm> : >^ U *^r;P:^j 9 A^- □ h 

-{c#b, 'x^^^-tf >-B1f®^x5^;P (2: ll^ttS^iiia; 0 5-.[ (Z) -3-x h^U-2H V 
:/0/}?=^i/-3-:t^y-l->''a'>^x;W-2-;^.>=¥i'^MM65ing<^^ ; 
'H-NMR(CDC1,).6:I.30 (d. J=6.4Hz. 6H) I. 36 (l. J=7. 2Hz. 3H) 4.09 (s. 3H) 4. 29 
(q. J=7.2Hz. 2H) 4.47 (sept. J=6.4Hz. IH) 6.96 (s. IH) 7.05 (d. J=8. OHz. IH) 
8.18 (dd. J=2.4. 8.0Hz. IH) 8.57 (d. J=2.4Hz. IH) 



5- ( {Ey-3-X h4^->-2--f y ypiJ?^'>-3-:i-4^V-l-yo'<x;H -2-^ v$ 
75 HlallClg^gL, 7K?^T->7y4^X7j^>S[i^x^;i/33MK h 'JX5^;V7S >30mI 
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^ijr>-mwt:L^}i' (5:1) mm^mj: ox5^;p (z) -z-^v-fu^^zy-z-m^ h^ 

'H-NMRrcOCij) 6:1.30 (d. J=6:4Hzr 6H) lv36 (t. J=7;.2Hz. 3H) 3.97: {s. 3H) 4:29 
(q. J=7. 2Hz. 2H) 4: 47 (sept. J=6. 4Hz. IH) 4. 75: (d. 1=6. OHz. 2H) 6.^99 (d. J=8. OHz. 
IH) 7.01 (s. IH) 7.47 (d. J=8. OHz. 2H) 7.60 (d. J =8. OHz. 2H) 8. 12 (dd. .J;=2;4. 
8.0Hz. IH) 8.18 (ni. IH) 8.57 (d. J=2.4Hz. IH) 



mmmm) 

o o 




X^^;!/ (Z) -2-'f y y S>-3- l4-;t h ^ v-3- ( I [4- ( h U o ^'^W ^ 

lNigffi!T''l'lPLfc^i^S!X5^;i.T«&aiLfc. W^M^fiSfP^itTKTSt^D, 
ilTKfiS®^:^- h U 'OL.xm.m: v. mm^U^^^ (Z) -l-^ V y o4?*>'-3- (4t^ 

h + v-3- (I [4- u 7 D ^ ^ >>';W 7 5 y ) * ;i/xKx;w 7 X x -2- 

>^□^>gE44mg$^#fc, ; 

'H-NMR(DMSO-de) <5: 1.17 (d. J=6.4Hz. 6H) 3.90 (s. 3H) 4. 46 (sept. J=6.4Hz. IH) 

4.56 (d. J=6.4Hz; 2H) 6. 90 (s. IH) 7. (5 (d; J=8. 8Hz. IH) 7. 53 (d. J =8. OHz. 

2H)- 7; 68 {d. J=8. 0Hz. 2H) 7. 87 (dd. J^2. 4. 8: 8Hz. IH) 8.30 (d. J=2.4Hz. IH) 

8.82 (Dt IH) ' . . : , 



111 



WO01/2S181 



PCT/JPOO/06788 



0 




'H-NMR(CDClj) 5 :1. 15+1.35(ni. 6H) 2. 45+2. 53 (q. J=6. OHz. 2H), 3. 95+3. 98 (s. . 3H) 
4. 18+4. 27 (d. J=6. OHz. 2H) 6. 52+7; 53 (d. m 7. 01+J. 11 (d. J=8. OHz. IH) ? 
.7.44+7.55 (dd. J=8.0. 2. 0Hz. . lH) av 79+7, 89(d. J=2. OHz. IH) . . . 



0 




'H-NMR{CDC1^ 5:0. 88 (1. J=6.0Hz. 3H) . 1.17 (t. J=6, OHz. 3H) 1. 56 to. 2H) 

2.^52 (in IH) 2. 59 (dd. J= 13. 5. 7. OHz. IH) 2. 80 (dd. ,J=13. 5. 8. GHz. IH) . 3. 81 (s. 
^3H) 4. 08.(q. J=6. OHz. 2H) 6. 50 (dd; J=8. Qi v2. .0Hz. ..IH) 6. 54id.; J^2.0Hz. , IH) 
.6.68;{d. J^8: 0Hz/ ;1H) : . . . - • ; 




I 



rl. i-^^D-V-)l^-4-^ M 7±^M 7 S. J I ^> v;W J X- h 
•H-NMRCCDCIj) a :0.89(t. J =6. OHz. 3H) 1. 18{t. J =6. OHz. 3H) 1.58(!P. 2H) . 
2.'56(iD. IH) 2. 68 (dd. 1=13. 5. 7.0Hz. IH) 2. 88(dd. J=13. 5. 8. OHz. IH) 3. 63(s. 
2H) 3. 74 (s. 3H) 4. 08 (q. J=6. OHz. 2H) 6. 71 (d. 1=8. OHz. 2H) 6. 79 (dd. J=8. 0. 
2.0Hz. 2H) 7.46(in. 3H) 8.07(in. 2H) 8. 25{d. J=2. OHz. IH) 9.40(bs. IH) 
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mmmm 




'H-NMR (CDC 1 3) 5:0.94(1. J=6. OHz. 3H) 1.60(in. 2H) 2. 61 (m. IH) 2. 72(dd,^ 

J=13.5. 7.0Hz. IH) 2.90 (dd. J=13. 5. 8.0Hz. IH) 3. 62{s. 2H) 3.74 (sv 3H) 

6. 73 (d. J=8. GHz, 2H) ■ 6. 83 (dd. J=8. 0. 2. OHi. 2H) 7: 46 (m. ;3H) 8. 06 (m. 2H) 

8. 26 (d. -j=2. OHz. IH) 9. 40 (bs. IH) . . < 




I 



^mmU c) tl5l^<^;^j*T'X^;i/2- (4-^ l>^>/-3- 1 12- (3-7;i/:t □-4- h »J ^ 

'H-NHR((j0Cl3) 6 :0.88'(t. J=6. OHz. 3H) 1. 17 (t; J=6. OHz. 3H) K 58 (n. ^H) s 
2. 54 (in. IH) 2. '67 (dd. J=13. 5. 7. 0Hz. IH) 2. 86(dd. vJ=l3. 5. 8; OHz. . IH) 3. 7T;(s. 
2H) 3.79(s. 3H) 4. 08 (q. J=6. OHz. 2H) 6. 73 (d. J=8: OHz. IH) 6. 83 (dd.' J=8. 0. 
2.0Hz. IH) 7.24(a2H) 7. 61 (I. J=7. 5Hz. IH) 7.77(bs. IH) 8. 17:(d. J=;2: OHz. 
IH) 




%m\\1 d) <!:[5Jig©;^?*T2-(4-p^ ^ + ->-3- I [2- (3-:? jl/:^ 0-4- h 'j::7;|/^D 
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'H-NMR(CDClj) 6 :0.93{t. J=6.0Hz. 3H) 1.59 {in. 2H) 2.59(iii. IH) 2. 70(d(i, .Jfl3. 5, 
7.0Hz. IH) 2.89(dd. J=13.5. 8.0Hz. IH) 3. 70+3. 77 (s. 2H) 3. 79+3. 81 (s. 3H) 
6.74(d, J=8.0Hz. IH) 6.86{dd. J=8. 0. 2.0Hz. IH) 7. 17 (d. J=8. OHz. IH) ;7. 22 (d. 

J=10..5Hz. IH) 7.60(1. J=7. 5Hz. IH) 7. 78(bs. IH) 8.17(d. 1=2; OHz'. IH) ^ 

mmmi^ • . ■ ,-, , ■ .. . 

^jS^19a) . 




: : 5^ [2- (X h^i^f3)Vt^=im -:f^M-2-)^, h^i^^MmmOr iOg^y^h ^ b.h* □ 
y y >8iDl \zmm t> yK}^rX'i7 □ □ #*i?xg^;i/0. 20iDl*5d;DC h^^J:f)V7^ > ■ 

n-^hifyy^-lzHL. 's=¥lf>-S^g?x5^;K3:l)^ffi^Mia;0x5';W 2-[3- 
(t Hp^>'><5^;W-4-;< h^->f^>-:^;i/] 7*i5'y x- hO. 47g<^#;to 
■H-NMRICDClj) 5 :0.90 (t, J=7. 2Hz. 3H) 1. 17 (t. J=6. 8Hz., 3H) 1. 50-1. 64 .(m, 2H) 
2.51-2.57 On. IH) 2. 68 (dd. J=6. 8. 14.0Hz. IH) ,2. 87 (dd. J=8. 0.; 14.,0Hz, IH) 
3.84 (s. 3H) 4: 04-4.10 (n. ; 2H) 4. 65 (s. 2H) 6.78 (d. . J=9- 2Hz. IH) 7.05 (d. 

/ J=9.2HZ. IH) 7.07 (S. IH) . , . , , . : . ;;; 




X5^;i/ 2-[3-(t \^n^iy^^)l)-4-}i- h+->^>v;W7*rJ7yx-|>0.47g<&h 
)lJi>M\zmmLs 7i^iti^73L=.)l^tzXt-UM. 54inl:fei:j;v71f t:>i7 □ 

[5. 4. 0) ■:7>x-ti>o. iM^mxy^f^x'imr^mwCrzo r^m\z7I^^m^. 
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^^>-mm±^)\^ (5: 1) i^mm^ O I- 15- (2- (x h^-ytiM=:M Zf^M -2- 

'H-NMR{CDClj) (5 : 0. 90 (t. J=7. 2Hz. 3H) 1. 17 (t. J=6. 8Hz, '3H) 1. 50-1. 64 dn. 2H) 
2.51-2.57 (m. IH) 2. 68 (dd. J=6. 8. 14. OHz. IH) 2. 87 (dd. J=8. 0. U4. OHz. IH) 
3.82 (s. 3H) 4. 02-4; 12 (IB. 2H) 4. 30 (s. 2H) 6.81 (d. J=8. OHz. IH) 7.03 (s. 
IH) 7.11 (d. J=8.0Hz. IH) 

mmmm 



^0' 

1- 15- (2- (X h^'>:^7;|/4<:^;W ZT^M -2-/ h=^->^> v;H -l. 2- h U 7if 
x>-2-<C'A0.47g<&xh^t Ho77>6innc^<^U, tKO. 4nili3j;i;h U 7xX 

;i/*x7^>o.55gS:iJo^, ^iaT'2oi^rBmi$t;t. mm^M^^^iytcWi. 

JUTS > {10:1:0. 1) ^tK^^lilJ: Ox^^jU 2- (3- (7S / ^"^M -A-:^ h^-y^>.i? 
:ju)7*^yx-K0.40g^#fc. 

■H-NMRICDCIj) <5 :0. 90 (U J=7. 2Hz. 3H) 1. 17 (t. J=6. 8Hz. 3H) 1. 50-1. 64-(in, 2H) 
2.-49-2.56 (m.. IH) 2. 67 (dd. J=6. 8. 14. OHz. IH) 2.86 (dd. J=^8.:0. 14. OHz. IH) 
3.77 (s. 2H) 3.81 (s. 3H) 4. 04-4. 10 On. 2H) 6: 76 (d. J=8. 8Hz. IH) 7. 00 (d. 
J=8.8Hz: IH) '7.01(5. IH) 

mmmm) • . " ■ 



COjEt 




F3C' 

x.^)V l-[l-[T^J}^^M-A-:^ Y=^'y^>-JMy^ J :L-h^. 40gt4^'(h 
U7;i/^op^?^;W$S#K0. 29g<&N.N-v'p^^;i/*;i/A7S K5iiilfc{g^L. 3k?^ 

ti$:gST'16B#PBm#Lfcm7K7X4'{ia^\ i^S^x^jUTtttfi Lt. WM^lNlli 
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;H 7 S / 1 >^ y 'yM Zf^J^-V 0. 59 g$#fc. ' 
•H-NMRlCDCIj) 6:0.91 (t. J=7. 2Hz. 3H) 1.16 (t. J=6. 8Hz. 3H) ,1. 50-1. 67 (m. 2H) 
2.49-2.56 k lH) 2.68 (dd. J=6.;4. 14.0Hz. IH) 2.86 (dd. J=8.6. 14,0Hz, IH) 
3.86 (s. 3H) 4.01-4.10 (m. 2H) 4.61 (d. J =6. GHz. 2H) 6. 67-6.72(0. IH) 6. 81 
(d. J=8.0Hz. IH) 7.08 (dd. J=2.4. 8.0Hz. IH) 7.13 (d. 1=2. 4Hz. IH) L 68 (d. 
J=8.0Hz. 2H) 7.86 (d. J=8. OHz. 2H) 




MyO'JM -:/^ /X- hO. 59g*X:$' y — ;i/5mHcj§^b> immt^ h U.-^A. 

2idi^3!jpa. iox:rmrmwLrz. Rm^^m^^r^v. mmm'^'^mvrcmtm 
' mm^M.JE^mvx2- 14-^ h=^-->-3-(i [4- ( h u 7;i/:tD ^>i/-r jh 7, 

'H-NMR(DMSO-dj) 6:0.80 (t. J=7. 2Hz. 3H) 1.39-1.46 (in. 2H) 2. 33-2. 40 ; (m. , IH) 
2.55 (dd. J=6.4. 14. OHz. IH) 2.72 (dd. J=8.0. 14. OHz. IH) 3.77 (sv .3H) 4. 42 
(d. J=5. 6Hz. 2H) 6. 88 (d. J=8. OHz. IH) 7. 01 (s. IH) 7. 03 (d. J=8. OHz. IH) 7. 85 
(d. J=8.0Hz. 2H) 8.07 (d. J =8. GHz. 2H) 9. 03 (t. J=5. 6Hz. IH) 




mT^mm)tmu<D:^ii>xx^M-[i- (t hd=^>';^5";w-4-^ v7xx 
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'H-NMR (CDC 1 3) 5:0.97 (d. J=6. OHz. 3H) 1.15 (d. J=6. OHz. , 3H) 1. 24 (t. J=7. 2Hz. 
3H) 2.88 (dd. J=8.4. 14. OHz. IH) 2.95 (dd. J=5. 2. 14. OHz. IH) 3.50 (sept. 
J=6. 0Hz. IH) 3.85 (s. 3H) 4. 00 (dd. J=5. 2. 8. 4Hz. IH) 4.11-4. 21 (in. 2H) 4. 65 
(d. J=6.4Hz. m 6. 79 (d; J=8; 8Hz. IH) 7. 14 (d. J=8. 8Hz. IH) 7; 15 (s. IH) 
M^J20b) 




2-^' h^i^'^^i^JW -1. 2- h U 7lf 5^X>-2--f •i7A?fe#fei 
•H-NMR (CDC Ij) 5:0.96 (d. J=6. OHz. 3H) M5 (d. J=6. OHz. 3H) 1.25 HI- J=7; 2Hz. 
3H) 2.88 (dd. J=8. 8. 13. 6Hz, IH) 2. 95 (dd. J =4. 8. 13. 6Hz. IH) 3. 50 (sept. 
J=6.0Hz. IH) 3.84 (s. 3H) 4.00 (dd. J =4. 8. 8. 8Hz. IH) 4.15-4. 21 (m. 2H) 4.32 
(s. 2H) 6. 83 (d. J=8. OHz. IH) 7. 14 (d. J=2. OHz. IH) 7. 20 (dd. J=2. 0. 8. OHz. 
IH) - -,- ■ u 

mmmac) ■ ' • ■ ' i 

mmm 1 9c) t liite;^}* T'X5^ju3- [3- (75 y >^^)V) -4-x h =^ -> 7 x -.m - 
2-1' v::/D3j?^^v:/D/'?y X- h$:#fc. 

•H-NMR (CDC Ij) 5: 0.96 (d. J =6. OHz. 3H) 1.15 (d. J =6. OHz. 3H) 1.25 (t. J=7. 2Hz. 
3H) 2.88 (dd. J =8. 8. 13. 6Hz. IH) 2.95 (dd. J =4. 8. 13. 6Hz. IH) 3.50 (sept. 
J=6.0Hz. IH) 3.84 (s. 3H) 4.00 (dd. J =4. 8. 8. 8Hz. IH) 4.15-4.21 (m. 2H) 4.32 
(s. 2H) 6. 83 (d. J=8. OHz. IH) 7. 14 (d. J=2. OHz. IH) 7. 20 (dd. J=2. 0. 8. OHz. 
IH) 
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COjEt 



'H-NMR(CDC1,) a:0.96 (d. J=6. OHz. 3H) 1.14 (d. J=6.0Hz. 3H) 1. 24 (I. J=7. 2Hz. 
3H) 2.88 (dd. J=8.4. 14. OHz. IH) 2.95 (dd, J=4.8. 14. OHz. IH) 3. 51 i (sept. 
J=6.0Hz. IH) 3.87 (s. 3H) 4.01 (dd. J =4. 8. 8. 4Hz. IH) 4.12-4.20 to. 2H) 4. 62 

(d. J=6.0Hz. 2H) :6.65-6.7,0 k IH) 6, 82 (d. J =8. OHz. IH) 7, 17 (dd. J=2. 0. 8. OHz. 
IH) 7.22 (d. J=2.0Hz. IH) 7. 68, (d. J=8.4Hz. 2H) 7. 86 (d. J=8. 4Hz. 2H) 

a 

•0 r- .. . . ■ . .. ■ ,. . • 

COjH 




1 9e) t |5l^cr);5ST2-'f V ^ □ ->-3- (4-p< h v-3- ( I (4- ( h 'J ^7)1^ 

•H-NMR(DMS0-d6) fi;0.78 (d. J =6. OHz. 3H) 0.93 (d. J=6.0Hz. 3H) 2.68 (dd. J=8. 0. 
14.0Hz. IH) 2.81 (dd. J=4.0. 14. OHz. IH) 3.41 (sept. J=6. OHz. IH) 3. 78 (s. 
3H) 3.92 (dd. J =4. 8. 8.4Hz. IH) 4.43 (d. J=6. OHz. 2H) 6. 88 (d. J =8. OHz. IH) 
7. 07 (s. IH) 7.08. (d. J=8. 0Hz. IH) 7. 85 < (d. .J=8- OHz. 2H) 8. 09 . (d, .1=8. OHz. 
2H) 9.06 (t. J=6.0Hz. IH) 

mm2\ ■■ • ..... -i ' , ... ■ : , i ! 
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-r;P300iDl tc^»?U -781CTy;i'TJl/:^5^;i>'j5^'j7A (2. 5M^:^^iJ->^ig?) I9nil^ 

SES U * y;!/:^7 7 A ^ D-^ h ^7 7 >r - U> W^i^i<TilKx5^;i/. (9: 1) ^tts 
m'^^vi- i;^ K'¥'>ikf^;ii;) -3- { h u 7;i>:tni><:#;i>)' ^>^;/7;i>5?b K5.u0:g $ 

'H-NMR (CDClj) 6 :3. 54 (s. 3H) 5. 35 (s. 2H) 7. 34 (d, J=8Hz. IH) 7. 49 (s. IH); . 
7. 94 (d. J=8Hz. IH) 10. 52 (s. IH) . . 



OH O 




'H-NMR (CDCl j) 5 : 7. 2-7. 3 (m. 2H) 7. 70 (d. J=8Hz. IH) 10. 0 (s. IH) ' 11. J (s. IH) 
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2-t \i0^i^-4-{h^)y}V:tU>^^M^>y7)Vy^\i H4. 5g$N, N-i//^JU7K 

•H-NHRiCeDCljj, 6 :4. 00 (s. 3H)i; 7. 22 (s. IH) .7. 29 (d. J=8H2.ilH) , 7,93 (d. J=8Hz, IH), 
10.50 (s. IH) . V . o ; - ■ : 

S!l3i0iJ21d). . . : . . , K 



■^AS. 0g7K®tiK(30ini) iSiS'^'s BiB^mw^ ^^m^. mm;i^T)^ 

5^;K3 : 7) mmm^x 0 , 2-/ h =^ ->-4- ( h u 7;i/:t p ^ f M ^$.mm. ig^m 

'H-NMR (CDCI,) a :4. 14 (s. 3H) 7. 29 (s. IH) 7. 41 (d. J=8Hz. IH) 8. 30 (d. J=8Hz,,.lH) • 

mmm2\e) 




OH 
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2-;f^h^ >'-4- ( h U y}l7i-a:A J-M ^ A#KO. 24 g t 2- (3- (7 5 / 

;n 75/) '^>v';H y^j^ >^o. a g SrgJjiifetet*^^^ t UT#fc. 

'H-NMR (CDCI3) 5 :0. 93 (t. J=7Hz; 3H) 1. 5-1: 7 (in, 2H) 2. 5-2. 6 (m. IH) 

2. 69 (dd. J=7. 14Hz. IH) 2. 89 (dd. J=8. 14H2. IH) 3. 87 (s; 3H) 3. 98.(5.'3H)'. 

4. 62 (d. J=6Hz. 2H) 6. 80 (d. J=8Hz. IH) 7. 08{dd,.J-2. 8Hz. IH) T. 16(s. 2H) 7. 28- . 

7. 34 (B. IH) 8. 26-8. 40 On. IH) 8. 36 ft. J=6Hz. IH). 




2-^ K^->7x-;i/B^i!5.0g*>'^PP^:$^>20iiinc^<S?U, ZLmtii-'^'&^) 

bfc. ;&Tai bfcSi*::^ ^mk-J:L=^)VJ--:^)VX^^L. N- 14- ( h U □ 
pt5^;W 7i:zjH-2- (2->t H^->7i:rji;) 7-fe h75 K8. Og LT 

'H-NMR (CDC 1 3) a :3. 73 (s. 2H) 4. 95 (s. 3H) 6. 98 (d. J=8Hz. IH) 7. 00 (d. J=8Hz. IH). 
7. 28-7. 35 (di. 2H) 7. 50-7. 60 (m. 4H) 7. 91 (s. IH) 
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1. Og* h ijyjltmmiOnUzm^V. ^=¥1^:>^^U>7'hy ^ >0;46g ^MX. 
85'C-e3PtPB^iR^^^$•&:^ci 7l<t»^x^;i/t:JP;l. MICkSE 

7X^:^ h U A=£ P H= 8 i-/J:-2>^T']bPAfc. i1fg!X5^;VTftffl^, «gfQ*^i*T' 

{A-{h^)y}V^u:^^M 7x-;i/]-27«-7}^;l'S;i^2-p^ K+'>7x-;W) 7-k h 

'H-NMR (CDCI3) 5 :3. 78 (s, 2H) 4. 00 (s. 310 7. 07 (d. I=8Hz. IH) 7. 54 (d. J=9Hz. 2H) •= 
7. 57 (d. J=9Hz. 2H) 7. 85 (d. J=2Hz. IH) 7. 83-7. 90 (m. IH) 9.91(s. IH) 
^mM22c) 

O 




N_ [ij-ih ij 7;i/:tn 7xn;H-2V(5r*;U5Jl'-2-;?^ f^^rS^^x-i;^ 7 
iz h7= KG. 7g t2-*7>7}^y 7*5'>m3^5";i'l- Bg^rMi^la) t^^^ 
x5^;i/2tX5^;l'-3-.(4-.;^ h:^>>-3- l2-:t*V-2- [4-(h U 7X'J 
/)x5^JH 7±xjW-2-\/o^yx- K0.8g^ilfe?6««fe<5:l^'^^^i^-^ 
'H-NMR (CDGlj) fi :1..18 (I. J=7Hz. 3H) 1. 34 (t. J=7Hz. 3H) 2. 55 (q. I=7Hz. 2H) 
3.74(s.2H) 3.97(s.3H) 4. 26(q. J=7Hz. 2H) 6. 99 (d. J=9Hz. IH) 7. 34 (d. J=9Hz. m 
7. 38 (dd. ]=2. 8H2. IH) 7.48-7. 62 (b. 5H) 7. 82 (s. IH) 
^ig«^j22d) : - 
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U yf j£^;i>) 7xii;W-2-:/b^y hO. SgSrSliawlb) tlil^Js^ftgU. X5" 

;i/2- (4-/ h^v-3- l2-:t^V72-l4- {h 'J 7;i/^P >t5^;W.F2::U y)x^;H ^> 

=y)\A y X- h 0. 3g^ilfiM4^lb t l.T#fe. • 

'H-NMR(CDClj) 6 :0. 91 (t. J=7Hz. 3H) 1. 14 (t. J=7Hz: 3H) • 1. 5-1. 8 (ra. 2H) 2. 48- 

I. 6d (in. IH) 2. 71 (dd. J=6. 14Hz. IH) 2. ,87m' JH 14Hz. IH) 3 : 68 (s. 2H) 3; 91 (s,i3H) 

3. 95-4. 10 (m. 2H) 6. 86 (d. J=9Hz. IH) 7. 09 (s. IH) 7. 06-7. 1 2 ^(m. IH) 

7. 51(d. J=9Hz, 2H) 7. 56 (d. J=9Hz. 2H). 7. 94(s. HO J ' 



OH 




X5';i/2- (4-p^ h^'>-3- l2-:j-+y-3- [4- ( h U 7;P:t.O>^5^;W 7:i'J y] X5" 
;H '^Vi?;!/) ^iJ^ /X- hO. 3g$||Jfi«sjl9e) tPl^llc^aaix, 2- (4-^ h4'>-3- 
l2-;i-^ V-2- (4- ( h U 7;i/:t □ ^5^;W 7X >J / J Ji^M K>-:>M Zf^ >M0. 1 Ig 

'H-NMR(DMSO-dj) ' ' ; . . - 

6 :0. Mit. J=8Hz..3H) 1. 46 (sepl. J=8Hz. 2H): 2. 35-2. 60 (m. IH) ' 

2. 57 (dd. 1=6. 14Hz. IH) : 2. 74 (dd. J=8. 14Hz. 1 H) 3; 61 (s. 2H) 3. 7 1 is. 3H) 

6. 86 (d. J=8Hz. IH) 7. 02(s. IH) 7. 03 (d. J=8Hz. IH) 7. 64 (d. I=9Hz. 2H) 

7. 79(d. J=9Hz. 2H) 10: 4 (s. lH) 12. Ks. IH) ' 
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i9d) %mmu) tmm\zm^h. 2->( v?:?'o#^5/-3- w-^^ h:^^>'-3- ( 1 12- 

^ h:^->-4- (h u 7;i':tD^^M<^^>'/-^/W 5^:5 y 7x-;H :/d/i> 

'H-NMR(GDCl3) 6 :1 00(d.:J=6Hz. 3H) l::=i4 (d. J=6Hz. 3H) 2. 90 (dd. 14Hz. IH) 

3. 03 (dd. J=4. 14Hz. m: 3. 56 (sept. J*;1H) 3. 88 (s. 3H) 4 00 (s. 3H) 

4. 08 (dd. J=4. 8Hz. IH) 4. 63 (d. J=6Hz. 2H) 6. 81i(d. J.=8Hz. IH) 7. H jdd; J=2. 8Hz. IH) 
7.17(s.lH) 7.22(d.J=2Hz.lH) 7. 32 (d. J=8Hz. IH) 8. 30 (d. J=8Hz. IH) > 

8. 35 (t. J=8Hz. IH) 




;i-D-4- ( h 'J 7 ^Bmm o 'J HO. 24 g^m^> ^igl?12PtfB^ECv 
□ Tj^^^v-S- l4-p^ H+->-3- ( I l2-7;i/^o-4- ( H U y)Vto:^^M -^^l/^f 
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□-4- ( h u 7;i^:t □ ^ ^ >7'f ;H 7 5 y U ^^jW 7 x-;w y p/t >^ 

'H-NMR (CDClj) (5 : 1. 00 (d. J=6Hz. 3H) 1. 15 (d. J=6Hz: 3H) 2. 91 (dd, J=8. 14Hz. IH) 

3. 04 (dd. J=4. l^Hz. IH) 3. 56 (sept. J=6Hz. IH) 3. 87 (s. 3H) 4. 09 (dd. J=4. 8Hz. IH); 

4. 64 (d. J=6H2. 2H) 6. 82 (d. .J=8Hz. IH) 7. 16 (dd. J=2. SHz. IH) 7..22 (d. J=2Hz. IH) . 
7: 37 (d. J=12Hz. IH) 7. 51 (d. J=8Hz. IH) 7. 34-7. 5 (in. IH) 8. 22 (l. J=8Hz. IH) 

mmm ■ ' •• . • ; ■■ 



4- 1 H H U 7;i/:t'iJ H 1. Ig^fe j;CK2-pt: h+>r7.x^5^;i'7;;i/n-^ 
;H. Og^x h 7 1 K □ 7 ^ >200id] t, h U 7 xr:;i/:rf:7. 7 ■< >2; Sg^ckUC 

-I^mx5^;i/ (10:1) !§ai^}-@lJ; 0 1-^ v-2- 12- (4- ( h U 7Jt':tb p^5^;W 7x 
y=^->] x^JH^>if>1. 6g$#fc, . 

'H-NMR{GDClj)= 5': 3:'14 (t. J=7.-2Hz.i 2H).-3. 85 (s. >3H) ;;4. 20 (t. J=7. 2Hz. 2H) 
6. 85-6. 92 (m. 2H) 6. 96 (d. J=8. OHz. 2H) 7. 20-7. 27 (in. 2H) 7. 51 (d. J=8. OHz. 

2H) : • ■ ■ :v- 



^ii^J25b) 




1 H + ->-2- 12- (4- ( h U 7 □ ^ 7 x y =1^ ->] X5^;H ^ >-bf >'K 6gSr 
Ilil«»l22b) tnmz^ni.. 4-7^ h^->-3- 12- (4- ( h 'J 7;i':4-D ^5^M7x 4^ 

X^;H '^>X7;i/7-'t KO. 20g$t#/i. 
'H-NMR(CDC1P 5: 3. 18 (l. J=7. 2Hz. 2H) 3.93 (s. 3H) 4.20 (I. J=7. 2Hz. 2H) 6.95 




. \ 
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(d. J=8.0Hz. 2H) 6.99 (d. J=8. OHz, IH) 7.52' (d. J=8. OHz, 2H) 7. 78 (s. 1H):7. 80 

(d. J=8. 0Hz. IH) 9.89 (s. IH) • ^ ■ 

^»25c) . ^ : '-: • 

4.P^. ^ i/-3- 12- 14- ( h y 7;i':t □ ^ 7 x / + M X3^;H ^ 5^X7 JPx t 
HO. 20g*SS!M!a) Jciggt, M««Jlb) tmUizmmb. : (4r^ ^"3- 

12- [4- ( h u 7Ji':ta^5^;w 7xy ^S'] x^^M ^>':;;W >^iS' y X- bO. |!2g& 

>H-NMR(CDCl3) 6: 0.91 (I. J=6. 8Hz. 3H) 1. 16 (t. J=7. 2Hz. 3H) 1.52-1.67 (m. 2H) 
2.48-2.56 (m. IH) 2.67 (dd. J=6. 8. 13. 6Hz, IH) 2. 86 (dd. J=8. 4. 13. 6Hz. IH) 
3. 07 (t. J=7. 2Hz. 2H) 3. 81 (s. 3H) 4. 04-4: 10 (m. 2H) 4. 16 (t. 1=7. 2Hz.' 2H) 
6.77 (d. J=8.0Hz. IH) 6. 96 (d. J=8. OHz. 2H) 1 00 (s. IH) 7. 01 (d. I=8,0Hz. 
IH) ;7. 52 (di J=8. OHz. 2H) :-. 

^ti^J25d) ■ ' • ' - 



x^;i/2- (4-pt H ^ ->-3- (2- [4- ( h U 7 JV^i- n.A^^M 7 x y ><] X5^JH ^ > 
5? M ^^/ x-^ hO. 22g^«««J19e) tl^^teiiSL, ; 2- (4-^ h^'>-3- 12- [4- 
{ K u y)U^^^ 7x7 ->] xf^in :> >mQ. 20g* f-fci - , 

•H-NMRlCDClj) (5 : 0.95 (t. J=7. 2Hz. 3H) 1.53-1.67 (m. 2H) 2. 52-2. 60 (in. 1H)';2. 69 
(dd. J=6.8. 14.0Hz. IH) 2.90 (dd. 1=8.0. 14. OHz. IH) 3.07 (t. J=7. 2Hz. 2H) 
3.81 (s. 3H) 4.16 (I. J=7.2Hz. 2H) 6.78(d. J=8. OHz. IH) 6.96 (d. J-8. OHz. 
2H) 7.02 (s. IH) 7.03 (d. J=8.0Hz. IH) 7.52 (d. J =8. OHz. 2H) 

mmm • • . 
iaii«»j26s) 
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" 'H-NHR(CDCl3) (5 : 2; 20 (m. IH) 3. 82 (s. 3H) 4. 64 (d. J=6. OHz. 2H) 6. 77 (d. J=8. OHz. 
IH) 7.37 (dd. J=2.0. 8.0Hz, IH) 7.52 (d, J=2. 0Hz. IH) 



SEX5^;K9: 1) ^tli^^ilJ; D4-:/o^-l-pi h:^i>-2- ( I (4- ( h ^)ymu^^)V) 

^ > ->l p< ^ >-fe* > 1. 4g<^#yco 

■H-NMRfCDClj) a: 3.80 (s. 3H) 4.57 (s. 2H) 4.64 (s. 2H) 6. 77 (d, J =8. OHz. IH) 

7.37 (dd. J=2. 0. 8.0Hz. IH) 7.50 (d, J =8. OHz. 2H) 7.52 (d. J=2.0Hz. IH) 7. 61 
(d. J=8.0Hz. 2H) 



4-:/D^-i-7^ h^>'-2- ( I (4- ( K U y)V^u:K^M ^>z^)V}zir^=A^^)V) 

N-Ai^;i/$;i/^J!/*:<J>0.45nil^2)D^> -UX^-QmfSmWX^tz, KmWzxmfk^M 

TiJliii;, tgil^MJESSL/c. ?M^->U*y;l/;^^A^o-7>77*5 7^-{c# 
^:^^ii->-i1f®[X5^;i/ (3: 1) |g{±15>i30a: 04-^•^^F'>-3- ( I (4- ( h U :7;i/:t □ ^ 




3S!}i0iJ26c) 



CHO 
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'H-NMRICDCl,) 6: 3.92 (s. 3H) 4.63 (s. 2H) 4.70 (s.,2H) 6.99 (d. M-Mt. IH) 
7.51 (d. J=8.0Hz. 2H) 7.62 (d. J=8. OHz. 2H) 7.84 (dd. J=2. 0. 8. OHz. IH) 7.98 
(d. J=2.GH2. IH) 9.90 (s. : IH) : 

h*o.42g^Mia«^jia)»'ig#. mi^mih) tmmKmmv^ x5";i/2-i4-^h^v 

. ,3- (| [4-{ h u 7^P*D :A^M ^>i^}V] -^^M ;^^M ^>v;H r?'^ v'x- > 
0.33g^4lfc. 

, !H«(CDG!lt5 : 0.91 (t. J=7. 6Hz. 3H) 1. 16 (t, J=7. 2Hz. 3H^ h 52-1, 68 (ii 2H) 
2.50-2.57 (n. IH) 2.70 (dd. J^6.8; 14. OHz. IH) 2.88 (dd. J=8.4. 14.,GHz. :1H) 
3.80 (s. 3H) 4. 01-4. 10 (ID. 2H) 4.57 (s. 2H) 4. 64 - (s. -;:2H) 6, 78 (d., J=8. QHz. 
IH) 7.06 (dd. J=2.0. 8.0Hz. IH) 7.19 (d. J=2. OHz. -IH) 7.50 (d. J=8.0Hz. 2H) 

.. 7. 61 .(d. J=8.0Hz. 2H) ^ 

HJfSWee) 

M- [4-^ h^->-3- ( I (4- ( h u 7;!^:^ □ ^5^;w 'Oi^JH *4 v'l 

'^>>?;i/]^i5' yx- h0.33g^llJiS^?yi9e)<h|W|^t::iQSL.. 2- [4-;^ h^->-3- 
( 1(4- (h U 7Jl-:ro ^^v'JH vl /5^JW ^>':^;H ^^>m0. 30g$: 

'H-NMR(CDClj) 6: 0.95 (t. Jt7. 2Hz. 3H) 1.54-1.68 (in. 2H) 2.55-2.62 (m. IH) 2.71 
(dd. J=6. 8. 13. 6Hz. IH) 2.92 (dd. J=8. 0. ,13. 6Hz. IH) 3. 79 (s. 3H); 4. 57 (s. 
2H) 4.63 (s. 2H) 6.78 (d. J=8. OHz. IH) 7. 08 (dd. J=2. 0. 8. 0Hz. 1H) .121 (d. 
J=2. OHz. IH) 7.49 (d.. J =8. OHz. 2H) 7.61 (d. J=8. OHz. 2H) 
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ij x5^;i/7 5 >4. 2inl^JDArc.^ ';5f£J^E^#lS;^iaTI6B#fBlJt# UfcmJK7)<4'isa 

'H-NMR (CDCl j) d : 3. 89 (s. 3H) i 65 (d. 1=5: 6Hz. 2H) 6. 70 (bn :1H) 

6. 92 (d. J=8. 4Hz. IH) 6. 95 (t. J=7. 6Hz. IH) 7. 28-7. 36 (m. 2H) 7. 68 (d. J=8, 4Hzt,2H) 

7.86(d. J=8.4H2.2H) 



Nl- (2-?< h=¥'i^^>i^M -4^ ( h U □ p^5^;W ^>X7 5 H8. TgS: h U 7 
;i/:tDg^g?20lilI 13^75^ t, ^^•9-/^k>T- h75 >3. 9g^jp;l, SS-CT'Sf^fBl 

■^hifyy^ -\z^L. ^^D->-mmx.^)i (2: 1) ^tam^J: ONI- (5-j^;u5;u- 
2-^ h:¥'>'^>v;w -4- ( h 'j 7jp:a-D>t5^;w 'oxrs H4. 2g^t#fe. 

'H-NMR (CDCl 3) a: 3.99 (s. 3H) 4.72 (d. J=5. 6Hz. 2H) 6. 70(br. IH) 7. 02 (d. 
J=8.4Hz. IH) 7.68 (d. J=8. 4Hz. 2H) ■ 7. 83-7. 90 (m. 4H) 9.89 (s. IH) 



CHO 
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Nl-(5-*Jl'5^l^2-;^ h^'>Oi^M-^-ih^)y)\^to^^M^>X7^ H). 5g 

m^. ^iiivrc^fBm^v\ mm^^mmi^m^ mi-^ .ni-I5-1(2.4- 

'H-NMR(DMSM8)v6r3. 90 {Si ,3H):4.47 (d. J=5v6Hz. 2H) 6. 70 (br. JH) 7. 17 (d. 
J=8.8Hz. IH) 7^40 (s. IH) 7. 54 (d. J,=8. S Hz. -IH) 7. 70 (s. IH) 7. 87 (d. 1=8. OHz. 
2H) 8.13 (d. J=8; 0Hz. 2H) 9. 23 (t. 1=5. 6Hz. IH) 



o: 90g$iaw27a) mm\zm^v. ni-(2'^ h^>/^>v?;w-2-7;i/:to-4-(h 

'H-NMRlCDClj) 5 :3: 90 (s. 3H) 4. 67 (d. JM. 8H2. 2H) 6. 90-6. 96 (m. .2H) 7.25- 
7.39 % 4H) 7. 52 (d;;:J=8;0Hz; IH) 8. 24 (t. J=8;0Hz. IH) 



fll_(2-pi h^v'^>i;;i/)-2-7;W^o-4-{h U 7;l':tDp^5^;W^>X75 h*2. Og 




l33i«^J28a) 
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if 

^NMRICDCIj) 5: 4. 00 is. 3H) .4. 72 (d; J=5. 6Hz. 2H) 7. 03 (d. J-8. OHz, IH) 

7. 32 (br. Ifl) 7. 40 (d. J=12. GHz. IH) 7. 53 (dj J=8MHz. IH) 7. 84-7. 88 On. 2H) 
8.25 (t. J=8.0Hz. IH) 9.89 (s. IH) • if i^y i 

HlffiWSc) 

X75 Hi. lg<&IIJfi«»l27c) tl^^fc^ast;, Nl-l5-r(2; 4-»4^y-Jl 3-5^Fl/7 

>-5-< u x:>^) >i5^;W-2-y v^>s^jw-2-:7j^^ ^y^jv^u^^ 

;t^^>X75 H0.70g^^fci ^ ■ . • v -i^ii . a- 

'H-NMR (DMSO-dg) 5 - 3. 89 (s. SH) 4. 45 (d. 1=5. 6Hz. ■ 2H) 7-18 (d. J=8. BHz.' tlH) 

7. 44 (d. J=2; GHz. IH) 7. 55 (dd. J =2. 0. 8. 8 Hz, IH) 7. 68 (d. 1=8. OHz. IH) 7; 71 
(s. IH) . 7. 83-7. 90 (m. 2H) 9.02 (t. J=5. 6Hz. IH) : ; 

^Mg!l29 

0 i) . -.^.v 




3 0 



1 :] II :i I .NH 



l5- [ (2.^->^:t^^^^l. 3-5"7i/5 >-5-^ Ux» p^5^;H-2-p^ H^e^^>i^ 
-4- ( h U 7;i/:to pcg^jV)^>X7 5 K^G. 55g^N. N-i^^5^;i/Jl^;i?:i.7 5?rK20iDl 
10X>t5 S^t7^M3^fl. 60 g* jnx.V SG«, f 5kg/cDin27K3^J!)0£ET16^|BJ}« 

>-g^^X5";U (1 : 1) jgai^iSct ONI- 15- ( (2. A-J^^V-l Z-^7V^y-h-^M 
^ -2-p^ h + iy^yJM -4- ( h U 7;i/:t □ ^ >X7 5 H 1. 2g^#fc. 
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•H-NMR(DMSa-(le) (5: 2.99 (dd. J=9;2. 17i,5Hz. IH) 3. 28 (dd, iM.Qy 17. SHz^ IH) 
3.79 (s. 3H) 4.42 (d. J=5. 6H2. 2H) 4. 79 (dd. J.=4. 0. 9. 2Hz. IH) 6. .93 (d. i=8.4 
Hz. IH) 7.08 (d. J=2. 0H.z. IH) 7.; 10 (dd. 1=2. 0. .8.4Hz. IH) 7.84 (d. J78.0Hz. 
:2H) 8.08 {d. .J=8.0Hz. :2H)= 9. 05 (t. J=5i 6Hz. IH) , 




Nl-l5-[{2. 4->':t^y-l. d-'^7Vy>-S--( >Jx>) h^i^^>i> 
)l)-2-y)ltn^i-{h^) y)V^u^^M ^>X7$. HO. 10s^^mM29) tmmz 
mmV.. NI- 15.- [42. h'^TVy y-S-^M ^5";H-2-^ .h^r'>^> 

'JM -2-7^P*Ei-4^ ( h U yjV:tU:;t^^)V)y<>X7S. HO. 47gS#^c. ■ 
'H-NMR (DMSO-dj) 6 : 3. 01 (dd. J=9. 6. 18. GHz. IH) 3. 31 (dd. 1=4. 0. 18. OHz. IH), 3.J9. (s. 
. 3H) 4^40 (d. J=5. 6Hz. 2H) 4.81 (dd. J=4.0. 9.. 6Hz. IH) 6.94 (d. J=9- 2Hz. kIH) 
7:12 (di. 2H) 7.66 (d. J=7. 2Hz, ;lH) 1:80-7. 84;. k 2H) S. 88 (I. J=5; 6Hz, " IH) 

BocHN'''V^ 

"eo^ I 

h:^^'>'<>vJl/7S>13. Og^T- H^t HD77>80inlfc^<PPb, 
jUv'^-Tt^t-- M6gcDx H7 1 Ho7 7>(20inl)^J$*mrc:, ^STll^rpim^ 

bv m=:/5";U N-(2-pt h=%v^>vM;*:>W\'pi- hl9. Qg^^fco 

'H-NMR (CDC Ip (5: 1.45 4s. 9H) 3.84 (s. 3H) 4.27<33 (n. 2H) 5. 01 (br. ;1H) 6.84 

(d. 1=8. 8Hz. IH) 6.94 It. J=8. 8Hz. IH) 7. 23-7. 29 Jm. 2H) u 

MS iii/e(ESI) 440 (MH») :.. : " 

M^^JSlb) , • . 
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BocHN 




Br 



'H-NMR(CDCl3) 6: 1.45 is. 9H) 3.62 (s; 3H) 4. 26 (d. J=6. 4Hz. 2H) 4. 97 (br; IH) 
6:72 (d. 1=8. 8Hz. IH) 7. 34 (dd. J=2. 8. 11. 2Hz) 7. 35 (s. IH) 



f^E-Z^^A N- (5-yD^-2-p^ h^->'^>-:/;W hi. 015g. o □ b' 

7.(h>J7x:r;i/7jNX7^»/^^v"^A(II)45mg, h ij ^A330mg. :fe.fclX 

h U 7x-JI//Jn7.7-^ >17ing*M7l<:N. N-S^i^^^jl'Zl^jl/Aja H iC^^l>,' 

^#ffl^TTi io*GfcT2NfPBitg^L}fe. mit^m'^i^^mmx.^jv'cm^h. is 

^^■*)->-mmx^)U(3:\)miii^m^0^E.'^^jU N-(5-*;PS;i/-2-pt,h'^;->'< 
> tJ)UA^- h640nig$#fc. . : - 

Mffi(CDCl3)6: 1.45 (s. 9H) 3.94 (s. 3H) 4.36 (d. J=6. OHz. 2H) 5.00 (br. IH) 
6.98 (d. J=8.4Hz. IH) 7.80-7.83 (m. 2H) 9.88 (s. IH) 
S3ii«sj31d) 

I O OH O 
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tert-y^^;!/ N-(5-*;i'5;U-2-;^ h=^^v^>>'>'W :^7;U/tp^- h 10. 73g©T- t 

H o 7 7 > (lOfflD^mf^^jnA, MJcu^rsm^ . ^^pii-fbT >^ ii.e/ A7jc^ 

h^'^io)i^^s-M 75.y]y^^)V-4-^ h=^v7xx;W-3-b VT" 

oTt^^^i/^pA/x-h {xu7.D#:43j:i;7. u^i^^B'^m n.zg^m^m^^ 

'H-NMR(CDCip 6 : 

0. 99 (d. J=6. IHz. 3H) 1. 15 {d. J=6. IHz. 3H) 1. 19 (t. J=7. 6Hz, 3H) 1. 44 (s. 9H) 
-2;91(d, J=5. 2Hz. lH) 3. 43 (sept. J=6. IHz, IH) 3. 83 (s.3H) 4. 03(d. J-6. 3Hz. IH): 
4. 12 (q. J=7. 6Hz. 2H) 4. 29 (d. J=6. 6Hz. 2H) 4. 86 (dd. J=5. 2. 6. 3Hz. IB) 
4. 99 (t. J=6. 6Hz. IH) 6. 81,(d, J=8. 7Hz. IH) 7. 23-7. 29 (m. 2H) 
d : h 11 (t. J=6. 9Hz. 3H) -1. 17 (4 J=6. l. Hz. 3H) 1. 19 {d.;J^6..1Hz. 3H) 1.44(s. 9H). 

3. 00 (d. J=4. 4Hz. IH) 3: 6;3XseDt. 1=6. IHz. IH) 3. 83 (s. 3H) 3. 95 (d. J=5. 9Hz. IH) . ; 

4. 08 (fl. J=6. 9Hz. 2H) 4. 29 (d. J=6. 6Hz. 2H) 4. 80 (dd, J=4. 4. 5, 9Hz, IH) 
4. 99 (I. J=6. 6Hz, IH) ■ 6. 81 (d, J=^8. 7Hz, IH) 7. 23-7. 29:(b. 2H) 



x^^ 3-(3-((lerl-yK+v':t»;i/7}^xM.7S7] pt5^;M-:>^h:^^e^7xx 
;W-3-t Ho^->-2-r yyoTK^^vT'o/'^yx-h (XUXO#:43J:rXX I/jT^: 
©jg^ifel) 24. 7g^ h 'J 7;i/:i-Pi^i[400inl V U X5^;i'V^ >96inl i^JPA, 
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X- h 18. 67g*5 h U X5';i/75 >7. 7g©i?X5^;i/X-T;Jl^ (SOOml) "^mzim 
T2. 4->'^ o □^>l/-f Jl'^ D U K 15. 9g©7^ h^tHD7^> (15ml) J^JS^^rr^T 

yy^ --ItTfillS t> (^ffii^jS^ : ^^^>^fm.-t^M . t lcilfeUf{C'H-niiirlc::fe V>T 
HISMSlg) Ti#fc{k#t)<hI^-®X5";i/ 3^(3- 11 (2. 4-v>> □ 0'^>V-r;W 75 
y] p^5";H -4-^ h^v7xx;w-2-'f y yaii^^^vypy^/x- h28. 2g^iEfe 



ll!II^J3lg) 




x^^;!/ 3-(3-(7ay ^5";i')-4-^ h^^v^xxM-z-r y:?'D7}?^>>-/a/t 
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I ( (2. A-'Ji? nu^y^MM 75 /1 :^^M-A-:^ V^yy3L-.M-2-4 V:/pjJ5 

'H-NMR(CDCl3) 6 :0. 95 (1 J=6. OHz; 3H) 1. 14 (d. J=6. OHz. 3H) 1.-23 (t. 1=6. 8Hz. 
3H) 2: 87 (dd. J=8. 4. 13.6Hz. IH) 2. 94 (dd. J =4. 8. 13. 6Hz. IH) 3 50 (sept, J =6. OHz. 
IH) 3. 84 (s. 3H) 4. 01 (dd. J=4. 8. 8: 4Hz.^ IH) 4. 05-4. .20: (id.. 2H) 4. 61 (d, J=5, 6Hz. 
2H) 6. 74-6. 84 (in. IH) 6. 79 (d. J=8. 4Hz. IH) 7. 16 (dd. J=2. 0, 8. 4Hz. IH) 
7. 22 (d, J=2. OHz. IH) 7. 29 (dd. J=2. 0. 8. 4Hz. IH) 7. 39 (d. J=2. OHz. IH) 
7. 64 (d. J=8. OHz. IH) 




^jSMid) tmrnmrnv. 3-(3-i({2.4-i;^Do^>v^<;W7sy]^#. 

.;Pl-4-p^h=^^5>7xc:jW-2-<y^q5j??^S^-^^ ■ .,: 

/ 'H-NMR (CD.Cl j) 5 rl. 02 ' (d. I^6. 0Hz, 3H)i 1. 16 (d. J =6. OHz. 3H) 2, 91 (dd. 

J=7. 2; 14Hz; IH) 3. 04 ' (dd. J=4. 0. l4Rz. IH) .3. 56 (sepl. J=6, OHz, IH) 3. 84 (s. 
: 3H) ;4;09 (dd. J=4.4» 7. 6Hz. IH) v4f 60 (d.. J?6. OHz. .2H) 6, 81 • (d. J.=8. 4Hz, IH) 

6. 83(iD.- IH) 7. 16 (dd. .1=2.4; 8.4Hz. lH). 7v23 (d. J=2.qHz.-lH) -7.29,(dd.; J=2.0. 

8.4Hz. IH) 7.39 (d. J=2. OHz.. IH) 7. 64 (d. Jt8.4Hz. IH) ; 

mmmiw) 



CI 0 




3- (3- 1 1 (2. 4-v^' □ n'^> V-f JW 7 5 y ] ^'^M -4-^ h^^'>7xz:JU) -2-f 
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m2. M ^tSlXmkTmm^^L. 3- # 1 1 {2: 4-v^7 d u^yV-iM 7 51/)';^ 

'H^NMR (DMSO-dj) a : 0. 79 (d. J=6. OHz. 3H) 0. 97 "(d. J=6. OHz. 3H) 2. 51 (dd. J=9; 2. 
13. 6Hz. IH) 2:79 (dd. J=4. 0. 13. 6Hz. IH) 3.48 (sept. J=6.''0Hz. IH) 3.63 (dd. 
J=3.6. 8.8HZ. IH) 3.75 (s. 3H) 4.35 (d. J=6.0Hz. 2H) 6.82 (d. J=8.4Hz, IH) 7.07 
(d. J=7.6Hz. IH) 7.15 (s. IH) 7.48 (s. 2H) 7.67 (s, IH) 8.87 (1, J =6. OHz. IH) 
^^^J32 



F 0 




x5";^ 3-'(3- (75 > -4-^ h^^'>7it:>]-2-< V >^o4?^>':/aV'? 

3- (3- 1 [ (4-^ □ □-2-:7;i^*P'^>'/-r ;W y] ^5";H -4-p^ h^v^i:::;!/) - 

2-^ y :/Djj?=^^v:/D7Vx- h$#fc. 

'H-NMR(CDClj) 6: 0.95 (d. J=6. OHz. 3H) 1.13 (d. J =6. OHz. 3H) 1.22 (t. J^7.:2Hz. 
3H) 2. 86 (dd. J=8. 0. MHz. IH) 2. 93 (dd. J=4. 8. 14Hz. IH) 3. 49 (sept. J=6. OHz. 
IH) 3. 86 (s. 3H) 4. 00 (dd. J=5. 2. 8. OHz. IH) 4. 05-4. 25 (m. 2H) 4. 62 (d. J=5. 6Hz. 
2H) 6.80 (d. J=8.4Hz. IH) 7.10-7.20 (m. 2H) ;7 20 (d. J=2. OHz. IH) 7. 23 (dd. J=2. 0. 
8. 4Hz. IH) 7. 2-7. 35 (m. IH) 8. 06 (t. ,J=8. 4Hz. IH) 



IIM32b) 




nmmW tmmrjit^ikX'i-{3-\[{A-i7nD-2-y)V:tti^>v^)i)7s.y] ^ 
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.'H-NMR(CDCJ,) <5: 1. 01. (d.. J^6,0Hz, 3H) 1> 15 (d. J=6.i)Hz. 3H): 2. 90 .(dd, J=7.6. 

14Hz. IH) 3.04 (dd. J=4.0. 14Hz. IH) 3.55 (sept. J=6. 0Hz. IH) 3. 87 (s. 3H) , ' 

4. 09 (dd. J=4.0. 7.6Hz. IH) 4. 62 (d, J=5,;6Hz. 2H) 6. 82 (d. J=8. OHz. , IH) 

7. 08-7. 18 (m. m 7. 16-7. 28 (in. 2H) 7. 24-7. 38 (m. IH), 8. 05 (t. J-8. 4Hz.,.lH) 

mmmz2\>) ... . . . ,. 




mmmz i c) t mmi^M-^z- (3- 1 [ ii-p a a -2- 7 o ^ > \h ;w 757)/ 

'H-NMR(DMS0-d6) 6 : 0.77{d. J=6.4Hz. 3H). .0.95(d. J=6.0Hz:. 3H) 2. 53(dd. J=9. 2. 
14Hz. IH) 2.,79(dd. J=3. 2. 14Hz. IH) 3. 46 (sept, J=6. OHz. .IH). 3. 64 (dd, J.=3. 6. 
9. 2Hz. IH) 3: 76(s; 3H) 4.38,(t, J=5. 2Hz. v 2H) 6. 82 (d. J=8,4Hz, .11^ 7. .07(d. 
J=8. 8Hz. IH) 7. 10(s. IH) 7.36(d. J=8.4Hz. IH) 7.53(d. J=10Hz. IH) 7. ,67{t. HHz. 

IH) 8.76{m. IH) 




X5";i/ 3-(3-(75y p^5';W-4-;^ h^^i>7xn;i/J-2-'rV7*PJ}^=¥->7*P/1 

J.J-)V 2-f V :^07i?+ '>-3- (4-^ h + ->-3- ( I [ (2-/ h '>-t-pt 5^;i/-3- bf U 
;W ;it7;i//}?x;i/] 75^1 p^^'ju) 7 xx;H -/D/iy x- h 
'H-NMR(CDCl3) 5 : 0. 95 (d. J=6. OHz. 3H) ;1. 12 (d. J=6. 0H?. 3H) 1.21 (t, J^7. 2Hz. 
3H) 2.47 (s. 3H) 2. 86 (dd. J=8.4.^ 14Hz. IH) 2.93 (dd. J=5..2. HHz. IH) 3.49 
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(sept. J=6. 0Hi lHr3. 89 (s. 3H) '4. 00 (dd. J=4. 8.' 8. OHz; IH) 4.04 (s. 3H) 
4:' 1-4. 2 (m. 2H) 4. 62 (d. J=6.0Hz. 2H) 6. 80' (d. J=8. 4Hz. IH) 6.86 (d. J=7. 6Hz. 
IH) 7.14 (dd. J=2.0. 8. GHz. IH) 7. 20 (d. J=2. GHz. IH) 8. 39 (d, J=7. 6Hz, IH) 
8.42 (m. IH) • .. • 




' ■■ \ ■■ ■ .... ^ . 

'H-NMR(CDGls) 5: 1. 03 (d. J=6;0Hz\ 3H) 1; 14 (d. J=6.4Hz; 3H) 2.47 (s. 3H) 2. -90 
(dd. J=7. 2. 14Hz. IH) 3.04 (dd. ; J=4; 4. I4flz. IH) 3. 56 (sept. J=6. 4Hz. IH) 3. 89 
(s. 3H) 4.06 (s. 3H) 4.0-4.15 (m. IH) 4. 61 (d. J=4. OHz. 2H) 6. 81 (d; . J=8.:4Hz. 
■IH) 6.86 (d. J=7.6Hz. IB) 7.12 (dd. J=2. 0. ,8. 4Hz, IH) . 7. 20 (d; J=2. 4Hz. IH) 
8.37 (d. 1=7, 6Hz. IH). 8.48 (m. IH) . - : • 




3-(3-l((4-i^OD-2-^ h+>">;>V-f;i/)75yl/5^;H-4-^ h=¥i^ 
7 X- J^) -2-1- V 7*o#^S^7'DA°>m$#fco 

'H-NMR(CDCl3) 5 : 1. 02 (d. 1=6. GHz. 3H) 1.14 (d. J=6.0Hz. 3H) 2. 90 (dd. .;J=7. 6. 
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I4Hz, IH) 3.03 (dd. J=4.4. MHz. IH) .3. 56 (sepl. J=6. OHz. IH) 3. 88 is. 3H) 
3. 94 (s. 3H) 4.05-4.15 (n. IH) 4.61 (dd. J=2. 0. 6.0Hz. 2H) 6.81 (d. J=8.4Hz. 
IH) 6. 95 (d. J=2.0Hz. IH) 7. 05 (dd. J=2. 0. 8.4Hz. IH) 7.13 (dd. J=2. 0. 8.4Hz. 
IH) 7.20 (d. J=2.0Hz. IH) 8.14 (d. J=8.4Hz. IH) 8.28 (t. J=5. 6Hz. IH) 



0 




X5^;i/ 3-[3- (7'5y^3^;W-4-p^ h+>'73;-jH-2-l'V:/pxH4^v^yD/1 

a tx , 3- 13- { I [ (2. 6- > ^ v-3- tf U v;W :fy}].^y-M 7 5 y M 5^;W |« 

'H-NMRtCDCJj)^: 1: 00 (d. 1=6. 4Hz. 3H) 1. 13 (d. J=6.4Hz. 3H) 2.89 (dd. J=7. 6. 
14Hz. IH) 3.03 (dd. J=4.4. 14Hz. IH) 3. 55 (sept. J=6. OHz; IH) 3. 88 (s. 3H) 
3.95 (s. 3H) 4.07 (s. 3H) 3.8-4.2 (m. IH) 4. 60 (dd, J=l. 6. 6. OHz. 2H) 6.41 
(d. J=8.4Hz. IH) 6.80 (d. J=8.4Hz. IH) 7.13 (dd. J=2.0. 8.4Hz. IH) ?.:21 .(d. 
J=2. OHz. IH) 8. 32 (m. IH) 8. 41 (d. J=8. 4Hz. IH) 




l-i 'JZfui^^-y^m^H'BaS' h U X5^;P7 5 >360iil;©x h ^ t H □ 7 ^ > 
(41)^fig<&-25'Ct3?&^L, 2. 2->'p^5';i':/P/ty-rJl' i^p U H92in];£?STUfc^, 
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'H-NMR (CDClj) 6 : l; 17 (d. J=6. OHz. 6H) 2. 81 (dd, 1=9. 5. 13. 4Hz, IH) 
3. 35 (dd. J=3. 2. 13. 4Hz. IH) 3. 74 (sept. 1=6.' OHz. IH) ) 4. 24 (dd. J=3. 5. 9. 3Hz) 
4.29(t. J=9.3Hz. iH) 4. 65 (d, J=19. 5Hz. IH) 4. 69 (iii. lH) 4. 70 {d. J=19. SHz, IH) 
7: 22 (d. J=7. 2Hz. 2H)'' 7. 30-7. 45 (it 3H) 

I O OH O O 



(4S) -4-^>v;W-3- (^--< V yciAt?4'>7-fe5^;W -1. 3-it^ify lb >-2-:^ > 

127. 4g0 h;ux> (4i)-^M&^^j'fc:t)ttT-75'Cfc?^iPi>te^- -eti-t'no^ajfc 

h •> jwr 5 >2& og<&ip X /io i*isj&«^70t: ^ Uimmxi^ y^^jP/i^ □ > h 
u 7 h (iM □ p xrJ' >^feD im^^mr bfc. ' rSTmso^^igi^ t/c^, 

m-70'C\z}^mvftieTi-if'^}i N-(5-*;i'5;i/-2-i* i-^'>^]>>»;i/) *;PA7^- 
h©i^^ o □ j^:?' > (iV4i) ig^<£*:^^^;i>*fijffl^DT^^ ^n'cxzmmwvit 
^> mmmt:i!finTf^u^ mm\zi6x:t^m^^±^:^'&it. o'c-ti%^mw 

LfzWi. y-^J-M 21 L pH7^N*^y 7 7- (U >^^-7Km:?- h 'J ^Jx^^ j:> 
mo. 605K :feckf>'i§M7K^(30!i;7K^j^)0.2621®?g^^^$M;l/Co -^OMfK 
<^^fc-e-. 7K9Hca^» i?^PP^^>ll-C'}aiiiLfc. W^l<&^fP:tm7K41Tgfe 



+lf ^yo>-2-:t>l20g*MMrt^. Mx'Mfc— Mi^tfcm; ;S^£^^^^&it3©L, 
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(5-(lR; 2S)-3-[(4S)-4-'^>>^;i'-2-*=tV-l. Z-^=¥lfVy >-Z-^ M-l-h Ko 

'H-NMR (CDCIj) d : 1. 17 (d. J=6. 2Hz. 3H) 1. 21 (d, J=6. 2Hz. 3H) 1. 43 (s. 9H) . 

2. 75 (dd, J=9. 6, 13,; 2Hz.,:llB 3:. 02-3. 15 (br. s. IH) 3. 24 (dd. J=3. 6. 13. 2Hz. IH) 

3. 64-3. 73 (b. 2H) 3. 8^ (s. 3H) 4. 02 (d. J-8: 2Hz, IH) 4. 23 (dd. 1=6, 2. 15. 6Hz..lH) 
4.31 {ddJ-6.4J5.6HzMID 4.4,6 (la lH) 4.: 78^^a 4.99(iii.lH) 

5. 42 (d. J=5. 6Hz. IH) 6. 83 (d. J=8. 3Hz. IH) 7. 19 (d. J^7. 2Hz. 2H) 7. 26-7. 39 {id.,5H), 
Migif!l36c) 




iiii^^JSle) tmmiz teT\-^T)V (5- (IR. 2S) -3- [ (4S) -4-^^ >i^}y-2-^^y- 
h 3-:t^if y ^->-3^-f^^W -1- 1 iH;P4^ ->-2-^. V :/p 4?%>^3-^^y :?:q.br;v^ 
2-X h '^^'^ X h 8,;96g^S^ 

A^1i:>,'^.#Sb, ±l3^l^teT^^L., {4S)-3- (2S) -3- [3- (7 = 

yp^^;w-4-p^ K^>^yx-i;i']-2--rvypiJ^+v:;^a/Vrr;p-4r^>>?ji/- 

:'H-NMR.(CDeij) 5:1.00{d.,J=6.3Hz. ;3H) 1. 14 (d. .1=6, 3HZi 3H) 2. 77-2..-85 (b. 2H) 
2. 94 (dd. J=3. 5; 11. 9Hz. IH) 3. 28 (dd. J=l. 7. 12, 8Hz, IH) 3. 5a(sept. J=6. 3Hz. IH) 
3. 82.(s. 3H) 4. ip-4. 19 (n. 4H) 4, 64 (m. IH) 5, 28 (dd. J?3. 5, 7, 9Hz. IH) 
6. 81 (d. J=8. 4Hz. m 7AQ (d. J=7. OHz. 2H) 7. 25-7. 34 (m. 5H) . 8. 25 (br. s. 3H) 
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mmmm 




b, Nl- (5- (2S) -3- 1 (4S) -4-'^>i?JW-2-*:^^y-I. 3-:t=^-tf ^7 y-Z-iM-Z-i^ 

'fat^^z^-z-:t^'j:/u tf;i/-2-p< h^v/:^>^$;;w-2-7;i/:to-4^ u 7;W;t 

□ ^5";W'<>X75 H6.46gS:life@#tLTm, ■ ; ;• ,; 

'H-NMR (CDCI3) (5 : 1. 04 (d. J=6. 2Hz. 3H) 1. 16 (d. J=6. 2Hz. 3H) . " 
2. 75 (dd. J=10. 1. 12. 6Hz. IH) 2. 88 (dd. J=7. 9. 13. 9Hz. IH) 
2. 93 (dd. J=4. 7, 13. 9Hz. IH) 3. 32 (dd, J=3. 5, 12. 6Hz. IH) 3. 52 (sept. J=6. 2Hz. IH) 
3: 86 (s. 3H) 3. 98 (t. 1=8. 5Hz. IH) 4. 1 1 (dd. J=2. 6. 8.-5Ht IH) AM'ia. IH) ? . . 
4. 65 (d. J=5. 9Hz: 2H) 5. 34 (dd. ]=^. 7. 7. 9Hz. IH) 6. 8 (d; J=8:7Hz. IH) 7. 20- : 
7.-3'8 (IB. 8H) 7. 56 (d. j=8. 7Hz. IH) , 8. 34 (t. J=8. 7Hz. IH) • - ' ^ 

«W6e) •■ • • . . . • V.:-. 




mmmm tmm\z m) M-^>i^)v~i^ (2--< y :/P7j?:^$/7.-fe5^;w -i. 3-:t^ 

•tfyo>-2-^>I. 39g<»:Nl-(5-*;i/5;i'-2-;< h^v^>>';i/)-2-7;V':^P-4- (> 
Uy;i':tP^5";W^>1f5 ho. 89g75^e)Nl-(5-(2S)-3-[(4S)-4-^>>?;U-2-:t4^ 
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y-1. 3-:t+-t}-V7>-3-'f ;i/)-l-t ^-fnTi^^iy-Z-^^s^^z^pK: 

■H-NMROClj) (5 :1. 15{d. J=6.0Hz,3H) i. 20 (d. J=3Hz, 3H) 

2. 67 (dd. J=9. 6. 13. 4Hz. IH) 3. 05-3. 14 (br. s. IH) 3. 25 (dd. J=3. 8. 13. 4Hz. IH) 

3. 61 (t, J=8. 6Hz. IH) 3. 67 (sept. J=6. GHz. IH) 3. 86 (s. 3H) 3. 93 (dd. J=l. 7. 8. 6flz. IH) 
4. 44 On. IH) 4. 60 (dd. J=5. 2. 14. IHz. IH) 4. 66 (dd., 1=5. 2, 14. IHz). ; : , 

4. 794d^J=5. 8Hz. IH) 5. 42 (d. J=.5. 8H2. IH) 6. 88 (d. J=8. 7Hz. IH) 7.. 19 (d. J-7. IHz, 2H) 
T; 27r7. 33 (m. 4H) 7. 36 (dd. J=0. 8.- 11. IHz, IH). 7.:'39 (dd. J=2. 0. 8. pHz. IH) : .; < 
7v44 (d. J=7.7Hz.4H) 8.:P3(t. J=7. 7Hz. IH) , ■■, - v . - 

F O O O . s. 

6 .W 





Hii^iJSle) tl^^tcNh (5- (2S) -3- (MS) -4-^>i^;i<-2-^=^ry-l. 3-:t^#'/'? 
>-3-r ;i>l-l-b >• H;^r->-2T^; y:/a7}?^><-3->i^^.V.>C,o tf;k-2-;^ h^^r'^r^: 
i^M -2-yjU:t 0-4- { h 'J 7 13 ;^ 5^;^ :^X7 5rH h^Bgf}} ^ 1 1 cMOvfC 'H- - 
niBrfc*5ViTl5!3i««J36d) 'Cmcit'^^tm-mi- (5- (2S) -3- [ (4S) -4-^>.'J}]^l-^ 
V-1. 3-:t^-tfV^ >-3-f M -1-^ V ^aTj^f v-3-^=^^y :/o tr;i/-2-pt h 
4^v^>v;W-2-7;i/:t P-4- ( h 'J 7^0X5^;!/) ^>X75. K 1. 3Gg^^-6@ 

Il2ifi^36g) 

F O 
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□_4_ { !j y}V^u^^M ^>X7 5 H6. 46g7!)^ e> t lcMtX{c'H-nilir{C*5ViT^5S 

mzitntzit^man-om) -3- f3- ( 12-7;1'^d-4- ( h5"7;u:^o^5^;w^ 

4. 81g*i^fi«^^#lt tT^fc. HPLC^^*flc<k^|igm : 97. 7!i;C ;3tmg? : 96.-8Xe. e. 
(dD:*7A:S5jiO. 5iDl/min;2-:/D:/V->:A:^^if>^ h 'J 7;Hti|^K=?^ 
700:300 :1) . • * • ■ < ■ . 




2-p^ v^>v;i'75 >50inL*5*t;teU 5»123!nL'®N. N->?pt5^;i'jK;i'A75 
H (400mL) ^Mfc5-10«Clc:T2. □ o^> V-T □ 'J H45iiiLi^ l. 5B#PB^75HtT 

-x;i/(300iiiL)43J;i;vX5";i/X-5";i/(50biiiL)Jc:TS®U, >?xg^ 
;Px-x;Kc:t^^L, N1-(2-p< N^->^>>';W-2.4-v^pp^>X75 H 

81. lg^^llB®^*:tbT^l/c, 

WR(CDClj)5: 3.87 (s. 3H) 4.64 (d. J=6. OHz. 2H) 6: 82 (br. IH) 6. 89 (d. 
J=8. 4Hz. IH) 6.92-6.^98 {m. IH) 7.26-7. 32 (in. 2H) 7. 35 (dd, ^J=2. 4. 7. 6Hz. IH) 
7.40 (d. j=2.4Hz. IH) 7.65 (d. J=8.4 Hz; IH) 
S!3g«»J37b). 
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(2OO111L) mmiZ^^D-^^Uyy" h 7 5 >9. 04g&jD^. .50''C{CT23B#r«imUfe. 

C7AzK^iKfCTpH=tl-12tillSUfc, ClOfeOD^&Pg^x^^tTiftiBUfci W^l 
<^lN7KS?{k±h'J'>A7jc^fK(x3), lN«IK(x2). :feJ:tKfi§|B:ft«7Kk:T?5feftUfc^, 

'H-NMR(CDClj) (5: 3.97 (s. 3H) 4.68 (d. J=6. OHz. 2H) 6.81 (br. IH) 7.01 (d. 
.J=8.4Hz, IH) 7.31 (dd. J=2. 0. 8. 4Hz.. 1H). 7. ,4,1, (d. J=2. OHz.: IH) 7. 68 (d. 1=8. 4Hz. 
IH) 7. 85 (dd. J=2.0. 8;4Hz. IH) 7. 90 (d, J=2. OHz. IH) 9. 88 (s. IH) 




+i-*l/n >-2-:t>125. OgtNl- {5-*;i'5;i/-2-;< V^'y^y-JM-l, 4-i^i7 D D^ 
>X7 S. K 1 01. 9g^^ e)Nl- (5- (2S) -3- [ (48) -A-^>PJ\^-2-^^V-l 3-:t^if 
>-3-1';W-l-t Ho^^i^-2-'f V^n:^^>'-i-:t^y:fu \i)l-2-^ h+>'^> 

'H-NMR (CDCI3) 6 : 1. 15 (d. J=6. 2Hz. 3H) 1. 20 (d. J=6. 2Hz. 3H) 

2. 71 (dd. J=9. 5. 14. IHz. IH) 3. 06-3. 15 (br. s. IH) 3. 25 (dd. J=3. 2. 14. IHz. IH) 
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3. 68 (sept. J=6. 2Hz. IH) 3. 69 (dd. J=7. 8. 8. 5Hzj IH) 3. 84 (s. 3H) 

3. 97 (dd. J=2. 1. 8. 5Hz. IH) 4. 44 (m. IH) 4. 58 (dd. 7=5. 3. 13. 9Hz. H)^ 

4. 63(dd.J=5. 3. 13.9Hz. IH) 4. 79(d. J=5. 6Hz. IH) 5. 40 (d,,J=5. 6Hz. IH) 

6. 73 (I. J=5. 3Hz. IH) 6. 85 (d. J=8. 2Hz. IH) 7. 16 (d. J=7. OHz. 2H) 7. 25-7. 34 (n. 5H) 
7.37(dd.J=1.9,8.2Hz.lH) 7.40 (d. J= 1.9Hz JH) 7. 58 (d. J=8. 2Hz; IH) 

mmmm) ; - . -. 




m^miuYtmrnmi- (5- (2S) -3- [ (4S) '-4->^>5^;i/-2-:t:^v-i. 3-:^^-tf 
v;i') -2: 4->'i7 d □^>X75 H i67g;6ve,ffl4^t)^#, ^ti^m^mmmjL^ 
soomi ^m^\zmx. mmi^^mm ni- (s- (2S) -3- i (4S) -4-^>vji/-2-*4=y 

-1. 3-ti-^1fVy>-Z-'i )V] -2-'i y ^P#^2^^3-:f :^^;/.^0 bf;i^-2-^ Ki^'>^': 
>2>;W -2. 4-y ^ D D'^>X75 m 19. 7g*ilfi@#4: bT^§fc. 
•H-NMR (CDGI3) 6 : 1. 04 (d. J=6. 2Hz. 3H)' 1. 17 (d. J=6. 2Hz. 'IH) 

2. 96 (dd. J=9. 1. 13; 3Hz. IH) 2. 89 (dd. J=7.'8. 13. 2Hz,: lH) ' 2. 94 .(dd. J^5. 3. 13. 2Hz;. IH) 

3. 30 (dd. 1=3? 1; 13. 3Hz. IH) 3. 53 (sept. J=6. 2Hz. IH) 3. 84 (s.: 3H) .. , 

4. 02(t. J=8.4Hz. IH) 4. ll (dd.J=l. 6. 8. 4Hz. IH) 4.57:(ni. IH) .. 

4. 59 (dd. J=6. 2. 14. 3Hz. IH) 4. 63 (dd. J=6. 2. 14. 3Hz. IH); 5t!34 (dd. M. 3. 7. 8Hz. IB: 
6. 75 (t. J=6. 2Hz. IH) 6. 80 (d. J=8. 2Hz. IH) 7. 19 (d. J=8. 3Hz. 2H) 7. 22-7. 33 Ob. 6H) 
7. 40 (d. J=2. 8Hz. IH) 7. 63 (d. J=10. 3Hz. IH) 
iaig«s|37e) 
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Nl- (5- (2S)^3- [ (4S) 74i^^p)\^-2-:^^V-l 3-t^1f'/y >-3-< ;H -2--( V 

yDsi?=^'>-3-:i-^y iT'n MM-i^ h=^>'^>v';w -2. k-v^ u u^yxy^."^ 

124. 9gOx h ^ k H o 7 ^ XI. 61) SffK{C7K400inl <&l)ax., -lOriC^^^Lfc^. SOX 
jg^^bTKlgTK 184ml tzKK^b U A20; SgOTK (IBOml) Wm.^WCMi&X. 4'CT24I^ 

^m.w\^fz. stx-io'C(c?^5^Lfcm, im^mi-vn^himm.^x-^nx. m 

':7AT^iiL, ^j«$MEET@*Ufc. BiE<&lN7Km^b:J-hU'i'Af;:^^U. *® 
$vX^;UX-5r;i>rvi?OP^:$'>®4:l?g^»llT4ia«ai W^MSr^ 

mm^w&.'^mi\^t^>nu^w^^^i\^-^^^>^^ (4S)-4- 

^:^^f;i^3^ (Z-^r y Ji^^>'7>fe5';W -i. 3-:t=^if vTd :^-2-::a^>33. 7g<&iH|jR: 
Lfc. 7j<®^5Nlg@?TpH<£2-3J3illfi5t, v>^ OD/^>l. Sl tO. 51Tjatili;t. 

MtXfc'H-nmr(c:feliTM)i^J31b) |bI-0 (2S) -3- [3- ( [2. 4->'i7 □ 

n^>-MM 7S:^i^^M:^4^:^ K^->>'x-;H-2-< vynji?+->:/D/^>g! 
87.7g$#fc. HPLC5i'«fteifc'g>|ifii^:: 1=98.: 6!? (OD:it?:^ A.:gE3iO. 5iBl/iiiin:2->/'D/iy 
r-;i/:A=^-U->: h U:7;>oB^®S=700j300:1).. i;i©ib^!g!J<&vU;itjy;i/*7A^D 

t-\^^>4iovi\f}-^ ibn^^aitt^ o xmc^mz^^mm -- 99.: sx, 

: 99. 7JI!e. e. ©M@#61. 6gS:#fc. 
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U y3i-)l^^7.-^y-i)T» 7-tr hTJPx t H4. 73g<D H;Ux> (SOibL) ii^fg?^ 
80°CtCT16^rBUt^Lfc:. Rlt^m^^UtTtk^Ltzm. ^»^v'J;^7y;i'<&ji 

=^ v^^ x-;W -2-^ V y o J K630iDg<&4!lfi?ftt«i|^<J: LT^Ifci 

'H-NMRICDClj) 5: 1.13 (d. J=6. OHz. 3H) K 19 (d, J=6; OHz, 3H) 1. 27 (t. J=7. 2Hz. 
3H) 1.44 (s. 9H) 1.50-1.80 (m. 4H) 2.55 (t. J=7. 2Hz, 2H) 3. 5T (sepl. J =6. OHz. 
IH) 3.81 (s. 3H) 3.88 (dd. J =4. 8. 7. 6Hz. IH) 4.19 (g. J=7. 2Hz. 2H) ;4. 2?; (d, 
J=5.6Hz. 2H) 5.01 (br. IH) 6.76 (d. J=8. OHz. IH) 7.00-7.08 On. 2H) < : 

%wmm 




• x5^Jl/5-(3-l[(lert-y h^v:*;PvK-;i/) y^ A :^^M-\-^ V^\yy:z.zL:- 
M-l-^ y T'oxJ^^^v^^^/X- h50iDgfC4NHCl/v:t^1i->2BiL2:jbn^. ^StS 
•t3. mmW^\>ft^ WMWL^Wim\^td$i. n^-m. ^-=J:^^)\^i^%h.7^ h*2niLi3 
o ^ liiiLtc:2. 4-i^i^ □ u'itmmmnw&. z^r J Hs^TsU^ >K>'x5^;i^9|iL, 

ffl^j^t UT7K-7'fe hx h UJlz-h U :7;|/:tPe^i?5^<&fflVifcHPLC{c:TMISlbv 
5- (3 1 [ (2. P u^y^J^M 75 7] ^^'JH -4-pt h^v7iX;W-2-f V:^ 
D>^:^$/^>i5' >gl5: 02lDg*#fc. 
MS n/e (ESI) 468 W) 

g|j>6^139 • . - ' • 
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-A-iM tiJl^^^-M 7571^5^;!/) 7x-i;H >^«J-5^Jl/5- (3- 1 [Iter t- 
MSm/e (ESI) 497 



M3i«»J40a) . t ,1, ; : ■ . ■ : 

!H-NMR(CDClj) 5: 0. 93 (d, J=6. OHz. 3H) 1.15 (d. J=6, OHz. 3H) 1. 26 (t,. Jr7. .2Hz. 
3H) 2. 92 (dd. 1=8.8. 13. 6Hz. IH) 3.fOO (dd. J=4. 4. 13. 6Hz. ;1H) 3. 52 (sept, 
^^6.0Hz. IH) 4. 06-(dd; Jp4.4v: 8.~8Hz/ IH) 4.15-4. 24 (m. 2H) 7.19 (dd. J-K,6. 
4. 4Hz. 2H) 8.51 (dd.t J=L6. 4..4H,z.' 2H). - t • 

l3jg^J40b) „n ' : : r: 

;COOEt . • . ■■ ■■ 



> (50inL) mmzM-i^ o Ojg^m#SS6. Og$JbPA> ^Slc:Ti.:5B#rBl^# Lfc. S0 
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X h^i^-i-^ vyo7|54^ v'-3-:t:^ V l/D BJW -l-l^ U A:t>— h ©fi4 

'H-NMR(CDClj) (5 : 0.96 (d. J=6. OHz. 3H) I. 16 (d. J=6. OHz. 3H) 1. 27 It; J=7. 2Hz. 
3H) 2.93 (dd. J=8.8. 14. OHz. IH) 3.00 (dd. J=4. 0. R OHz. IH) 3. 55 (sept. 
M OHz. IH) 4/03 (dd. J=4.0. 8. 8Hz. IH) 4: 16-4. 25 (m. 2H) 7. 20-7. 2'5 (n, ' 2H) 
8. 16-8.21 (m. 2H) ' ■ . • ... 



4^- {3-X h^^v^2-< y yozH4^'>-3-:t*vyP -1-BU v'zi'^A::^-^'- h 
©ife4/^i|Sj6. 4dg*5iz; h U ^;i/ V U )P'>7ti H3. 3iiiL© vi^ O p:;>t rJ' >'(60iiiL) 

mmzty^^)v:^ji^m)\^ii □ u K2. 3niL^405)-PBi*HtT}STUfc^> 11. bmmm 
nvTc, Kjtsm\zmmmt}'j'yA7iimm^m^. ^u\zximmmw\.rco mm 

UT h if yy^^ \ZTmmU X5^Jl/3- (2- v 7 y -4- hr U i^M -2-'f y 3j?^-> 
yoyv'±-h3:87g<^gf^||fi?fttJc#jtLT^fc^ • 

■H-NMRCCDClj) 3: 0.94 (d. J=6. GHz; 3H) 1. 17 (d. J=6: OHz. 3H) 1.28 (t'. J-7. 2Hz. 
3H) 2.99 (dd. J=8.8. 14. OHz. IH) 3.06 (dd. J=4.0. 14. OHz. IH) 3; 56 (sept; 
J=6.0Hz. IH) 4.06 (dd. J=4. 0, 8. 8Hz. IH) 4.17-4.26 (m. 2H) 7.43 (dd. -J=l. 6. 
5.0Hz. IH) 7.63 (dd. J=0. 8. 1. 6Hz. IH) 8.61 (dd. J=0. 8. 5.0Hz. 2H) 



' x5"jU3- (2->7y-4-e'j v;u)-2-r yyn5}?+->yn/ty x- h i. Og^x^. 




Mii^J40d) 
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)U^J:ZS.hJl^X>\ZX^mV. Ji^M-{2- [75./ p^^F/W -4-tf' J v;H -2-( 

,'HrNMR(DMSO-de) 5 : 0. 90 (d. J=6. OHz. 3H) 1. 07 (d. J=6. GHz. 3H) I 19 (I, : J=7. 2Hz. 
3H) 2. 96 (dd. J=8. 8. 14. OHz. IH) 3. 08 (dd. J=4. 4. 8. 8Hz. IH) 3. 55 (septi J=6. GHz. 
IH) 4. 13 {q. J=7.2Hz. 2H) 4. 25 (br. 2H) 4. 31 (dd. J=4. 4. 8. 8Hz. IH) 7. 52 (d. 
J=5. 2Hz. IH) 7. 97 (s. IH) 8. 63 (d. J=5. 2Hz. IH) 8. 66-8. 83 (m. 3H) 



. 3- (2- 1 1 (2. 4->^^ □ o ^ > y-f )U)7S.y]^ -4- tf U -JM -2-^ V -^u^ 

^^'/□n>Bg h u :7;i/:toi^®?it«x5=-;u3- [2- (75 y p^^^jw -4-.hru 

2^ V:/D3j?^.v>?'P/ty X- h ||]6fi«»J19d) *5a;Z;^]lifi«»ll:9e).t 

'H-NMR (CPCl 3) 5 : 1. 07 (d. J=6. GHz. 3H) 1. 17 dd. J=6. OHz. 3H) 3. 27, (d. J=.5. 6Hz. 
2H) 3.69 (sept. J =6. OHz, IH) 4. 30 (t. J=5. 6Hz. IH) 4, 80-4.91 (m. 2H) 7. 27 (dd. 
J=2. 0, 7. 8Hz. IH) 7. 39 (d. J=2. OHz, IH) 7.,48(d. J=7.,8Hz, IH) 7. 68 (dd. J=l. 6, 
6. 0Hz. IH) 7.93 (d, J=L 6Hz. IH) 8. 56 (d. J=6,0Hz. IH) 8. 60 (t. J=,6.>0H,z. IH) 
MS m/e (ESI) 440 (MH*) 



2-< y :/Dil?:^-i/-3- 12- ( 1 1 (5-p^ 5";U-2-7 xiijlz-l. 3-5^7 '/-;i/-4-r /W 

ji/jl^'xjn 75yi^5^;W-4-t!»J v'jH :;^Dy'^>K hU 7;i':toi^^max5';i/ 

3- [2- (7 5 y p^5";W -4-tf U i^;H -2-< V ^ o j}?:^^ vyp/'^ ^ X- h Ifi^Jg&ll 
Vi, ||Jifi0iJ19d):feitK|li6«»J19e)tl^^©:^}4T#fe. • 

'H-NMR (CDC 1 j) S: 1. 07 (d. J=6. OHz. 3H) 1. 19 (d. J =6. OHz, 3H) 2. 72 (s. 3H) 3, 28 



CI 0 
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(d. J=6: 0HzJ"2H) m isept. J=6. 0Hz» IH) 4.31 (t. J=5. SHz. ■ IH) 4. 84 (dd. 
J=2.8. 5.6Hz. 2H) 7.41-7.49 (m. 3H) 7. 68 (dd; J=2. 0. 6.0Hz. IH) 7. 88-7. 93 (m. 
2H) 7.94(d. J=l. 2Hz. IH) 8.57(d. J=6. OHz. IH) 8.74 (t;v J=6.«.MH) 
MS oi/e (ESI) AW m) 

{■ 





I! & 

^ " CF3C00H 

3- (2- 1 [{2-i7 u D -4-H V o 4^ > 'MM 7 ^ y]^ -4- tf U v;W - 
MS m/e (ESI) 435 (MH*) .v^.- 



" CF3C00H 

. 3^^ (2-1 [ (2-^ D D-4-^:/ei7j?=^:;s>><>V^;W 7^J\ :^^M -4-1^ U -2-r 
y y D#i^^ -> >f pyi >g6 h y □ l^®Eitttx5^;i/3- [2- (7 5 y >t 5=:;W -4- tr 

«^J19e) t|S|^ro;^^T#fc. . . 

MS m/e (ESI) 435 (MH») • 






N 

H N 
CF3C00H 

3- [2- ( I n-^ D □-4- (zy^n^>^)\>:t^i^) Ky^M M 7 5 7 1 ^5^;i/) -A- \L 
'J i>M-l-^ V7'u-i^^=y-f'uny^ V U yjU:tDi^SEJ|g«Xf^;P3- 12-{75 y 
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MS in/e (ESI):; 461 (MH*) - : ' l = 

mmm^^ . .. : 



MS m/e (ESI) 429 (MH*) • • ; - ' -r:, --^^l , , 

^MgiJ46 



CF3C00H ' 
y ::/'D5l^^$/-3- 12- [ ( I (5-p^5"JW2- (4-p^5";l'7x-;W -1. 3-5"7y-;u- 

ttX5^;;i/:3r- [2- (7 5 y >^ if u s^jW -2-<f v t'o jJ^* >r d/'? / x- h m. 

MS in/e (ESI) 454 W) 



3- 12- 1 ( I [2- (l-i? P o-4-7;i/:t a^xX^W -5-;?^5^;i/-l. a-^TV-JM— f . 

^ji^:*- □i^m^«x5^;i/3- [2- (7 5 y >t 5";u) -4-e u v'^H -2-^ y •^uif.^i/zr 



F 0 
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MS n/e (ESI) 492 (MH*) 




CF3C00H 

1^ [ ( 1 12- (4-^7 □ □ 7 i n/W -5-:?C 1, 3-5^7 jl^-i-l? )W ; 
MS m/e (ESI) 474 m) 




,COOH 

CF3G00H I 
3-i2-[(l i2-(2-^PD7a:x;W-5-M^;i'-l/3-^7V^-;i'-4-<;W;^j;i'**j:: ' 
')H 7 5 y ) -4- tf U i?;H -2-r V T'o !j^^->:/a;t>gr. h U 7 Pg^ig 
mtx^M- (2- (7^ y ;>c0jw.^4-tru i^;i/J ^2-f >y-:/0!#^«>7^D;ty at-. Ki 

lli6g^l9d):fe<ka^ifi0i|19e)<i:l^^©;^Sts#fe,. 
MS m/e (ESI) 474 m) ^ f 

.N 





f IT N' 1, 
^' CF3C00H T I 

3-12- [(|[2^(2. 4-:^^ □P7xx;i/)-5-?C5^;i^l. Z-=^.7-/-)l-4-^)im)l^^ 

x;n 7 5 y ) ^ ^^vH -4- e u s^;n -2-f y y □ ti?:^ v:/D7t>g! h u yjv^om 

mm-ix.^M- [2- (75 y y -4- tf u v;n -2-f y y □ ->:/ o/-^ y 
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HS m/e (ESI) 508 viMHt) 




CF3C00H 

2-r yyP7}?4^ v-3- 12- 1 { I [2- (4-^ h^z^yoi-M ;M. 3-5^7 V- 
mii \tJi^M- [2- (7 5 / ^ -4- tf U v?JH -2^-r V yp#4^ /t / x-, 
MSm/e (ESI) 470 (MH*) 

jlliSgy52 V.- 




2-< v^Dt^^i^-i- 12- [ ( I (5-p^5^;u-2- (2-p<9';W7xr:;w -1,3-5^7 

4-<JW Mt^-M 7 5 7) -4-tf U v;H yp/1>®^ h 'J :7;i/:t:DBi?^ 

«a;f^;i/3- [2- (75 7 -4-tf U vjH -2-'f y :^p#%>^iD/'^7 X- h : ^ 
g?ig*fflV^, ^SS{^J19d):feJ;t;^lli!ifi«fyi9e) tPI^cp:^^ - 
MS n/e (ESI) 454 ,(MH*)- ■ , : .• ■ 

IIM^J53 v ; " ^ 




CF3CO0H 

2-r V :/D5}?4^ v-3- 12- [ ( I [5-75^;U-2- (2-5"xx;W -1,;37?7 v^-jw-r 
;H ^ ;UjHx;H 7 57 ) 5^JH -4- k! U v'^H ::^p/i >S6 h U pi^SE^tttx 
5^;P3- [2- (7 5 / ^ 5^;w -4- f u >?;H -2"^ V :^ p ^t^^ p/'^ / k 

^fflVK «0319d):feJ;lK«{?iJI9e) <hl5|#0;^ST#fc. ■ 
MS m/e (ESI) 446 m 
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3- [4-/ h+->-3-([(E)-3-7xzi;i/-2-yD/«^y'f;H75y 7x-;i/] :/ 
MS m/e (ESI) 398 (MH*) 

mmmS4tmU(D-^ikT. 2-1'VyD7i?^'>-3-[4-^ h4^>'-3-([(E)-2-^5";i/ 
-3-:7x-;i'-2-ya'^y-f ;H 757 yy.z.M ■f u\^-^ym^%Tz. : 
'H-NMR CCDClj) (5 : 1.07 (d. J =6. GHz. 3H) 1.17 (d. 1=6. OHz. 3H) 2.09 (d. J=l. 2Hz. 
-3H) 192 (dd. J=7. 2, 13. 6Hz, IH) 3.07 (dd. J=4. 4.. 14. 0 Hz. IH) . 3,; 60;. (sept. 
J=6. OHz. IH) 3. 87 . (s. : 3H) 4. 12 (dd. J=4; 4. 7. 2Hz, . IH) 4. 54 (d. J=5. 6Hz, 2H) 
6.46 (br. IH) 6.82 (d. J=8.4Hz. IH) 7. 15 (dd. J=2. 0, 8. 4 Hz.; JH):,7 :22:;;(d. J=2. 4Hz. 
IH) 7.26-7.39 {m. 6H) 
MS iD/e(£SI) 412 W) 

llj>6^J56 , 

mmmutmWi(Di5m:. 2-^ y :/D5t;=^->-3- [4-:^ h^^v-s- ( i (e) -3- (2-^70 

uy ji-)V-2--fa^J ^ M 7x:::;i/] :/otf:t>S?<&t#fci .. 

'H-NMR(CDCl3) <5 : 1.07 (d. J=6. 0Hz. 3H) 1.17 (d. J=6. OHz. 3H) 2.92 (dd. J=7. 2. 
13. 6H2. IH) 3.05 (dd. J=4.4. 14. 0 Hz. IH) 3.57 (sept. J =6. OHz. IH) 3.86 (s. 
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3H) 4. 11 (t. J=4.4Hz. IH) 4. 54 (d. J=5. 6Hz. 2H) 6.22 (br. IH) 6.40 (d. J=16. 0Hz. 
IH) 6.81 (d. J=8.4Hz. IH) 7.14 (d. J =8. GHz. IH) 7.21-7.27 (m. ,2H) 7.40 (d.- 
J=2.0. 7.6 Hz. IH) 7.56 (d. J=7. 6Hz. IH) 7.97 (d. J=16. OHz. IH) 
MS in/e (ESI) 432 W) 

mBML ■ ' '■ ■ •■' ■ ■ 



mm&mtm<D:^^r% 2-f yyD^=^->-3-[4-;^ h^>'-3-([(E)-3-(3ri^a 
MS i/effiSI) 432 W) 



||]|ifi^J54tlBl=^®;&^T', 2-1'y::/n^=^^e/-3-[4-^ h^^>-3-(l(E)-3-(4-i^.P 
MS m/eOESI) 432 . W) " 



%mmutn^o)i5m^^ 2-'f v:/o^=^^->-3-[4-^ h:^'>-3-([(E)-3-{3.4-i; 

MS B/effiSl) 466 (MH») . 

llj?S^j60 ■ ' 

Mii««J60a) 
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vx^^;!/ Ais;^ ;Jn y i^g?600ing<>: 3- [3- {7S.y^ ^)V) -4-p< h v 7 x " ;W -2-1- 
y :/Dzl?=^^->y e:t>KX5';i/XXx;P969flig^N, N-S^;?t 5^;^;J^>^A75 iK lOnl \Z 

3- [3- ( (2- (v'X h^i^y^xy^^JM 75 7 b+v^x 

-;i,]_2-^y:j^pj}?:^.>yoe:t>®^x5";i'XXx;i' 1.387gS#fc. 
■H-NMRCCDCIs) ■ 

5:0.97(d. J=6. OHz. 3H) 1.15 (d. J=6. OHzJ 3H) 1.23-1. 30 (i. 9H) 2: 84 (d. 
J=20.4Hz. 2H) 2.85-2.94 (id. 2H) 3.48 (sept. J=6. OHz. IH) 3.84 (s. 3H) 4.00 
(dd. J=4.8. 8.4Hz. IH) 4.03-4.21 (n. 6H).v4.43 (d. J=6. ;0Hz. 2H)^fc 77 (d;, J=8;:0Hz. 
IH) 7. 12-7. 15 (m. 2H) " - 

mmm w . . - ■ 




3- (3- ( (2- ( vX h + 7 :r 7. 7 ;i- 'J ^l') 7-b 7 5 y -4- 7 h -> 7 

xx;H -2-f vyD7j^*'>7^p tf;8->i?X5^;i/X7x;H5iDg^x h 7 k H 07 7 
>0. 4iDltC^/SUv 7l<^^t:U5^'>Ai^<)3ing<&i)P;i, ^SJCTO. mmWLtz, 4-(h 
U y)l^D:^^M ^>X7;i'xt: h'lOmg^N. N-v?^5";i'7j^;t'A75 H (0; Iml) m 
iS&JjPAfc. ^STli^TO^^, 7^:$'7-;i/0.5ml, 5N-7kgE^t;:M- U "^AO. Jfl^^ 

iJDx., ^iaT'*i«mt$ufc©-&, iN-iiKSrjo;^, ei^Kx^^jHixifitBL. mm^ 

m&^mvrco jm^mc\zxmmv. 2-'fy:/D7fN=^^v-3-4-7 k^^v-3- 

l ( (E) -3- 14- ( h 'J 7 □ 7 7 X x;H -2-7'D 7 -f ;i/7 5 7 ) ^ 7 x 
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MS m/e (ESI) 466 IMH*) 




MS m/e (ESI) 466 m) ^ " ' ^ ' ' ; 



:tP-3- (h 'J :7Jl^:tD^5^;|/) 7x:i;H-2-:/P^y'f;V75y) P^5^;H 7icri;P 

7'Pli:t>m<5:#fe. e ■ 

MS m/e (ESI) 484 (MH«) 

SJIM63 ( ' r '\ 

CI 0 9 



mm^Qtmm<Dyjmx\ 2-^ v :/pd^=^->-3- [4->^. h^->-3- ( [ (e) -3- (2. 4->^ 
//DP 7 x;rjv-2-:;^P JH 75 y>5";w 7 xr:;n t/p f^i<^S:#fco 

MS iii/e(ESI) 466 (MH*) 




. un 





OH 
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mmm6otm^0:^ik-v. i-^ v -i?.^ ^-3- [a-^ v + v-3- ( [ (e) -3- (4-y o 
^ -2- 7;i/;a- D 7 X ji;i/-2-y □ / J w 7 5 y ^ 5^ J w 7 X - y o hr :t >®[ ^ 

MS m/e(ESI) 494 (MH*) • ■ ^. ' 




i'oo7x-;p-2-7'D^/-f;W 75y ^5^;W 7x-;w rpi^.^:;<'KS#/c.i 

MS i/e (ESI) 466 (MH») 




MS m/effiSI) 448 W) 



mii^J67a) 



CO,Et 



r 



2-v'X5";1/j}^;^7Jn/:/d tr;j->K643ing<h3-l3-(7$.y p^5^JW-4-j>^ h=^^'>7x 
y yD7}?^v':/'e:t>KX5^Jl/X;^x;i/973ig«:N, N-i^^5^;i/7}N;PA7 
5 K10inHc:^«?b, '>7/*;^7}x>i!i;x5^;i/470m, h U;X^.)l/75>1.07ml$ 
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3-(3-((2-(-:;x h:^v7^X7* UM^D/V-f 75 
;^)_4_P^l.dj.c,7^-jH-2-'rv:^aJi?=^^'^Dlf;t>l6x^;Px;^x;P l.310g 

'H-NMR(CDCl3)5:0.97(d. J=6. OHz. 3H) 1.15 (d. J=6. OHz. 3H) 1. 24-1. 29 (m. 9H) 
1.40 (dd. J=7.2. 17.6Hz. 3H) 2.79-2.94 (m. 3H) 3.50 (sept. J=6. OHz. IH) 3. 84 
(s. 3H) 3.98-4.2 k 7H) 4.43 (d. J=4. 8Hz. 2H) 6.77, (d. J=8.4Hz. jH) 7.12 (d. 
1=8. 4Hz. IH) 7.16 (s. IH) 
^»67b) 



^jfi^eo t mmo>i$f^r. 3- (3- ( i (E) -3- {2-^ d d x -2-^^ 5^;w-:^p<^ 

MS Di/e (ESI) 446 (MH*) 



mmm50tm<o:^mr. 3- 13- ( [ ie) -3- (2-^^;i/7xx;w -2-^5=-;;i^:^a;'^' 
/ -f ;w 7 s y y ^^^w -4^ h =ir '>7xr:;n -2-^ y yp7}^^->:/p tr:a->as:# 

MS ni/e (ESI) 426 (MH*) 



mmmmtmm(D^^x\ 3- 13- (ke) -3- (A-^nayxPiM 




Y 



^OH 
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MS m/elESI) 446 ftr) 




mmmGotmm0-:^m-c. 2-ry:/P3}^^->-3-4-p^ h+v-3-[({E)-2->^5t;u- 

MS m/effiSI) 480 (MH*) 



llJfi^yeO t 3- (3- ( [ (E) -3- (2. 3-v'i' P P 7 x -;W -l-y^^-JW^ 

p ^ y ;H 7 5 y ^ -4 pi h + 7 X -2-r V p 7}?^^ -> y p tf ^ >ag 

MS B/effiSI) 480 (MH*) 



^ilS«^60<?:I^^O:^F&T, 3-3- ( ( (E) -3- [2-7;U:t P-3- ( h U 7;P:tP >15^;W 7 
x-;H-2-pl5^;i/-2-yP'^y<;i'75y) ^5';i/]-4-;)i h=^rv7xz:jl.-2-<vy' 

MS m/e (ESI) 498 W) 
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mmm6Qtmm(D:^m-c. 3- [3- ( [ (E) -3- (3-7;u^ o-2-/5^jp7 x-;w -z-^ 

MS m/e (ESI) 444 m) 



^ii6^j60 1 mm0mx% s- [3- ( i © -3- (2. 4-^:?^ □ ny xn;w -2-pc.5^;ir.:>f 

MS m/e (ESI) 480 (MH*) 



^ig^jeOt |5|^©:5feT'. 3- [3- ( ( (E) -3- (2-7;i/*D-4-:/P 1 7 x::i;w -2-:;^ 
us m/e (ESI) 510 m) 
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m^mmtmm0:^mx\ 3- [3- ( [ (e) -3- m-i^i7 □ □ yrc-M ^2-a^)i^-/ 
^ntz, ■ . .. K 

MS Di/e (ESI) 480 (MH*) 




UMBO t |51^©:&^T, 2v-f V T'D 7t?^r v-3- (4->^' h i>-3- ( [ (E) -2-> 
MS m/e (ESI) 462 WH*) " 




i7 □ □^^g|x5^JH40Ml$|IS^DDA^Jai3Tl WJgJ^Lfco 3- (3- (75 y 

V U * ^)\^fJ 7 A ^ □ V h fcX^SS L , >-mm:r.^}U (2 :-l-*3 : 2).^ tBi^ 

SictD2-'r y:/ojI?4^«>-3-4-pt h+'>-3-{(:/Ph!;i-D<;U75y) 7x 
x;i'yoe^>g?x5";i.x;^7";i.230iDg^t#fco : 

'H-NMR(CDCl3) 6:0.98(d. J=6. OHz. 3H) 1. 16((l. J=6. OHz. 3H) 1.25(t". J=7.=2Hz. 3H) 
2.76(s. IH) 2.87(dd. J=8.4. 14.0Hz. IH) 2.94(dd. J =4. 8. 14. OHz. IH) 3. 51 (sept. 
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J=6J OHz; IH) 3. 85 (s. 3H)i 4. 01 (dd. J=5. 2. 8. 4 Hz. IH) 4.. 12 (q. J=8:-0Hz; 2H) 
4: 45 (d. J=6. 0Hzj ;2H) 6.35 (br. IH) 6. 80 (d, J=8. OHz. = IH) 7. 13-7. 18 (m. 2H) 
^iifi^J78b) 




■:fa t::t>mx5^;i'X;;x;H6nig<£N. N-i?p<^;i/*;UA75 HO. 6mHc:^^i?L, -< 
:t K ^ >-lf > 1 5mg-. Vi? □ o KU 7 x —)Vy :t 7. 7 ^^/t? A Sing, i p 
'fb^2iDg, m^b U ^^C? A3iiig,:. h U X^;W7 5 >0. .Inl ^JflA, ^^^H^T, 

SStfc. ^ittc:;^i$'y-;W.5iDK 5N-7KK^b±bU!:7A0.1inl^»OA> ^ignei^v^ 

mmvtz. 3M^mz\txmm\y. 2-rv:/a>n=^^v-3-(4-^h+->-3-[(3-7x 

~)V-2-Zfu\iJ^)V)7^J]^'^)Vy3i-M :/Ptf;i->@^1.91nig<£#'fc, 
MS m/e (ESI) 397 W) 




^mmntm^<Di3Wc\ z-f i^i^o ^1?=^ ^>-3- [4-^ h ^ v-s- ( [3- (4-^^ h^'> 

MS m/e (ESI) 426 W ' ' . u • 
^jifeM80 • 



0 Q 
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MS iii/e(ESI) 410 (MH*) 

mmmi\ 



'mumntmm(D:^iii-v. 2-^ y :/d#:^^'>-3- [4-^ v-3- ({3- {4-7;Wi*-o 

MS m/elESI) 414 (MH*) : ! ..■ : v 




mMmntmm(D:^f^x. 2-i'yyp/}^^v-3-[4-^ h^v-3-([3-(3->^ h^v 

MS m/elESI) 426< « 
^]!i60983 



lliSW8<hl^^a);^&T> l-i y :/P7}?4^ v-3- [4-p< h=t- v-3- ( (3- l3->^o^:7 
x-JW-2-p''pey-f ;n 75 y 7x-jn >^p tf:t>e?<&#fc.;. 

MS m/e lESI) 475 (MH*) 






*0H, 
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mmmntmrn^m-v. 2-< y zfum'^-z-^-^ h^i--3- 1 (3- [3- ( h U;7;w 

MS m/elESI) 464 (MH*) 



t ^mmmiztmm<D:^mi^^ 2-^ v-/Dr#^->-3-.[4-^ h^->-3- (.13- {z^j\^y 

MS m/e(ESI) 410 W) 



^ifi«sj78;^:llHi0;&^-e/2-^y:/D7l?:^^v-3^l4-p< h^v-3- (l3-(l-:h:7,5^ 
MS m/effiSI) 446 W ' ' ■ ' . 



13- ( (^h:^ h:¥'>:^;i'^-;w 7 s y ] 5^jw^2. 4- h^$^7^ ^ -2--^ v 
yp 7}^ ^ V :/ o f :t >Kx5";px7. x;i/*#fco 

■H-NMRICDClj) 6: 0.96 (d. J=6. OHz. 3H) 1. 15 (d. J=6. GHz, 3H) 1. 23 U. J=7. 2Hz. 
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3H) 1. 44 (s. 9H) 2.87 (dd. J=8.4. 14. OHz. IH) 2.98 (dd. J =5. 6. 14. 0 Hz. IH) 
3.51 (sept. J=6.4Hz. IH) 3.80 (s, 3H) 3.83 (s. 3H) 4. 12-4. 17 (m. 3H) 4.40 (d, 
J=5.2Hz. 2H) 5.11 (br. IH) 6.60 (d. J=8.8Hz. IH) 7.15 (d. J=8. 8Hz. IH) 



3- (3- [ (mny h + ;P7j<-;i/) 7 5 y ] ^)U-2, 4- V ^ V 7 X 5 M -2f 

3- (3- ( (2. 4-v^ aD^>V^M 75 y ] p^5^;P-2. 4-v^ v^xzijli') -2- 
MS m/effiSI) 470 (MH*) 

mmmm) . .. : 



'H-NMR(CDCl3) : ' V , ■ 

(5 : 0.98 (d. J=6.0Hz. 3H) I. 14 (d. J=6. OHz. 3H) 1. 26 (t. J=6.8Hz. 3H) 1. 43 
(s. 9H) 2.86 (dd. J=8. 8. 18.4Hz. IH) 2.98 (dd. J=6.4.. 13. 6 Hz. IH) 3.51 (sept. 
J=6.4Hz. IH) 3.83 (s. 3H) 3.84 (s. 3H) 4.08-4.17 (m. 3H) 4.20 (brs, .2H): 4. 94 
(br. IH) 6.40 (s. 1H):7.02 (s. IH). 

mmmm) 
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V. 3- (5- [ (2. o □^>\/-f ;W 7 5 y ] ^)l^-2, h # v<7 xx;)/) -2- 
MS Di/e {ESI) 470 W) 

mm. 

iaii««l89a) 
TBDPSO^'YV^^ 



OMe 



^:-2. 3-v;* h^->^>5?;i'7;U3-;H0. 27g&#fcb ClQm^^tlS. 326g&N. N- 

^ 5^;i.*;uix7 5 K 50iDi tc^^sb, < 5 y 8g. □ o 7 x 

mm^U&^^\^^ [(5-7P^-2.3-i?^h*->^>i^>'H)^*^->l ( mH75^;W 
>?7xx;i/->7>10. 72gS:#fc. 
'H-NMRWI3) ' 

5: 1.10 (s. 9H) -3.63 (s. 3H) 3.84 (s, 3H) 4.76 (s. 2H) 6.96 (d. J=2. 0Hz. IH) 
7.33 (d. J=1.6Hz. IH) 7.63-7.45 (m. 6H) 7.68-7.71 (m. 4H) 
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TBDPSO 




CHO 



10.72g$:x h7t: Ho77>100inlic:^«?U, mmmmnv -tUX^immhtc, 7 
•J >2. Sml^JP^fc. -78'CTlltPBmi$tfc^lN-iig?^J)P>L. g^mx^r^KCTttaj 

>-m^:L^)V (2: 1-^3:2) ^ai^ia<k D3- ( [1- -1.. l-i^7.xi;;i'i>U 
•H-NMRICDCla) 

5: 1. 12 (s. 9H) 3.77 (s. 3H) 3. 91 (s. 3H) 4.84 (s. 2H) 7. 3M. 44 Ol. 7H) 
7. 69-7.72 (m. 5H) 9. 91 Is. IH) . 



2-'f v:^□4?=^^v'3^^7.3l^>@^SSi^xf^;^5l0lngS:5^ t ]^ay^>iu\\z^m 

ii^m^-r h U e'A370nig$JnA>t. ^iatTSO^^mi^ Lv 3-(ll- 
JW-l/l-v7x:r:;Pi^U;W:t=^^>^^5^;W-4. 5-v>^ h+v^^XTJUf't: K ; , 
3.485g©N. N-v'^5^;^3^^;^A75 H5iDl^?K$i)PAfc. ^SteX^^^^b, SfS 

;w -I. i-v7x:^;i/->u ;W ^^^-y^^M -4, s-v'pt h^'>7x-;H -2->i:;y:yo 

7t?=lF;>-2-yp tr:t>KX^;PX7.x;U5. 01g?:t#fc. ^©a^^i^S, Olg^5^ h v 
t FD7^>30mni^^^L, S^^lml, x h^:/5";i/7>^X'^A7;U:t'J >* (lMi§ 
J^) 10nil?:li:;^^Jn^fc. S^xJg^^J^i^^X^^jWTl&fRL. «@S:7jc. fiSlPiiiib 



®iiif!l89c) 



HO-^ 
MeO 




.CO,Et • 



r 
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tiyl.^o-^h\zxmmL. ^:^^-th>-|^^X5";K2: 1^3:2) ^tB^^lii 0 (E.Z)- 

>'^X^;i'iX5^;i/2. 209g^#fc« 



3H) 4. 16. 4.29 (each a, .1=7. 2 Hz; 2H) 4."27. 4i 47 (each sept. J=6.0Hz. IH) 4.65. 
4. 67 (each s, 2H) 6. 16. 6. 94 (each s.. IH) ; 6:;79 (s. IH) 7. 23. 7.i67 (each d. 
J=2.0Hz and 1. 6H2; IH) -o. ; , 



. (E. Z) -3- [fc H P=^'>pt5^;W -4. 5-S^;< :h4^'>7x-;H -2-f V.7'n3l?:^->-2- 
:/D tr:t>SSX5^;l/XXx;i'2. 209gi& hJl/X>15Bl {C^^t. 7i?^IS>'>' x:!i:5>l/j}x 
X*U;H. Bml^feckr/S/yif t'S^^o [5. 4. 0] ':/>x-t>i. lml<&lin;^. 

hUTlilSU, '\^-tJ->-i^S!X5";K2: l->3:2) ^ai^}-®<k (E. Z) -3- 

[3- (7 H ^ 9^;W -4i h 7 ix;H -2-<;y j}^^->-2-::/p br^>K 
x9"jpx;^7^;u^#fci . . • ■ ; 

'H-NMR(CDCl3) 5:1. 14 (t.; =6. 8Hz. 3H) 1:30 (d. J=7. 2Hz. 3H) 1; 35 (d. M. 2Hz. 
3H) 3. 84. 3. 87 (each s. 3H) 3. 90. 3. 92 (each s. 3H) 4.16. 4. 30 (each q. J=6. 8 
Hz, 2H) 4. 35 (d. J=l 1. 2 Hz. 2H) 4. 50 (sept. J-6. 4Hz. IH) 6.14. 6. 93 (each s. 
m 6. 75. 6. 72 (each d. 1=2. GHz. : lH)i 7. 26. 7. 64 (each d. J=2. OHz. : ;1H) , 



■H-NMRiCDClj) 5 : 1.24-1: 39 r(m.r 9H) 3.84^ 3.;87 (each s. 3H) 3. 89. 3. 92 (each s. 




BocHN 




CO^Et 



Y 
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(E. Z)-3-(3- (7-:? H>t5';W-4. 5^-:^>t h^'>7x-;H -2-< 'J-:f nt^:iFzy-2--f 

^-hi 5gv mny'j'^h^mzmm^innTi. tk^hh^t. m^\zx2mmw 

■7 h {CT^ML, '\+1t>-i^Bgx5^;i. (5: 1^4: 1) ^m^i-iiiJ; 03- (3- [ {mE:-;^h=¥ 

'H-NMRCCDClj) a: 0.97 (d. J=6. OHz. 3H) 1. 16 (d. J=6. OHz. 3H) 1.26 (t. J=6.8Hz. 
3H) 1.44 (s. 9H) 2.87 (dd. J =8. 4, 14. OHz. IH) 2.94 (dd. J=4. 8. 14. 0 Hz, IH) 
3.51 (sept. J=6.4Hz. IH) 3.82 (s. 3H) 3.84 (s. 3H) 4. 02 (dd. J =4. 8. 8. 4 Hz. 
IH) 4. 13-'4. 22 (m. .2H) 4. 29 (d. J=6. OHz. 2H) 4.94 :(br. IH) 6. 76 (s. IH) 6.78 

(s. IH) . ~ . . . ■ v; ... 




Mb. J 3- (3- 1 (2; 4^2^^ □ DV^^^y-f 75/ ] ^^)V-A, 5->?^ h t^^'>7 x - 
HS Ve lESI) 470 W) . 

MMMM . . .... . : . - , 

' ■ •■ OMe ' ' 

BzIO"^ 

2-'<>>';i/^^->-5-3j^;i/5;i/-^ms^p^5";i/xxx;i/39. ig^/^y-jp 
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'H-NMR(GDC1,) ; 

a : 3. 32 (6H. s) 3.88 (s, 3H) 5.19 (s. 2H) 5.37 (s; IH) 7.03 (d. J=8.0Hz.. IH) 
7.33-7.41 {m. 3H) 7.47-7.53 (m. 3H) 7.91 (s. IH) 



IS!ii0y9Ob) 




*?&T7K^^k7;i/5 A t H U K7g^x 1 K □ 7 7 >200ml \zmM b> : 2- K 
>z^)U:t^zy) -5- (S^P^ h^S/^^^;!/) $mS^/5^;i'X;^x;i/39. 08g®-x h 7 1- 
H o 7 ^ >100inl^?K5jDn;lfc. 5^)-m#Ufcm7K, 15!8*^^b:J- h U -^^ Av 7jc^J]D 

^, ffijaufc. mt&^m&mmu 2-K>>';i':r=^^'»-5-(s^^h=^^->^^;w^ 
□ V h tcT^iit i>, ^=^iJ->-i^®Ex5^;p (15:1) mm%m^ 0,4- 

X^;U (12:1) ^ffi^iaJ; 04- (^>v;i/;t+>') -3- (7 V ^>X7Jl'-r b 

H9. 39g$^fc. 

'H-NMR(CDClj) e: 4.48 (s. 2H) 5.22 (s. 2H) 7.90 (d. J=8. 8Hz. IH) 7.37-7.45 (a 

5H) 7.84-7.86 (m. 2H) 9.90 (s, IH) 

^ji0y9Oc) 
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■ «?U, 7K?^T. 7K3^{k:^^'J^7A1.7g<£mfc.•^^a{c:T30i5^^ii$L, 3.4-^K> 

-3- {7v Kp^5^;W '^>X7;|/x t K9. 39g©N. N->?p^5^;i/*;|/A7^5 

mm^nS-^^Vtzo (E. Zl-S-Uv KpC5";i/)-4-K>>';i':t=t^-» 7x-;W-2- 

<&x^y-;i/{c^^u. BH:r5^;i/e^*-7H^-h8. 3g,':i.ox/r^v"^Aj^^3g^ 

(4: 1) mm^m^ D 3- (3- [ 75 y|^5"yU-4-E K P^-> 

7xz:M-2--< v^Qji^^rS^yn t*:t>to5";i/XX 

'H-NMR (CDC1'3)' (5 N. 99- (d^J=6.0Hz, 3H) 1.15 (d. J=6. OHz; 3H) 1. 23::.(t. J=7. 2Hz. 
W T.'44 (s. 9P 2; 84 (dd. J=8. 4. 13; 6Hz. IH) 2. 90 (dd. J=5: 0. I3.'6 iHz. IH) 
'3. 5bHsV^f/' f=6. 4Hz;^ W (dd. J=5. K ' 8;4rtz. IH) :4n2 -(q. J=6. 8Hz.. 2H) 

■ 4; i9 (d;' J=6.4Hz. 2H) -5, 22 (br. IH) i 86 (d. J=8J4Hz.' IH) 6. 94 (d; J=2;> 0Hz. 
IH) 7.08 (dd. =2.0. 8: GHz. IH) 8. 77 (br. IH) 

M3i<?iJ90d) • ' - • ' ■ - 




3-(3-[{^Hy 75V) ^5^;M^k HD+->7xx;W-2-< 

y -^nt^^^rz^ya >®?X5^;PXX-r JM02ig$r7-ti h x h U ;U5inl \z.mB t . N- 
:/D^7.^ W5 K200iiig<£j!)D^;t. ^rUfiTI^Fsl^U, Sfc;Jrg^#i<&ilF^x5^ 
;i'T'f&«?t, %^lS:7jc, ^|Plg<b:M- U AtK, iCTiJfe^L, il7]<j!g^-7i:^^-> 
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:E7.x;M33iDg^#fe, 

. 'H-NMR{CDCl3) (5: 0. 98 (d. J=6. OHz. 3H) h 16 (d. J=6. OHz. 3H) 1.25 (t,, J=6. 8Hz.- 
.3H) 1.44 - (s. 9H) 2. 80 (dd. J=8.4, 13. 6Hz. IH) 2., 88 (dd. J=7. 2. 14. 0 Hz, IH) 
3. 51j.(s.ept, J=6. 4Hz.. IH) 3.97 (dd. J=4..8. 8.4 Hz. IH) 4. 16-4,22 (m. 211) 4.24 
(d. vJ=6. 8Hz. 2H) 5. 20 (br. lH).6.96 -(d. J=l. 6Hz. . IH) 7. 35 (d. J=2, 0Hz, IH) 
8. 45 .(br. IH) 

, ilii^ajgOe) . :, :. . , , 




3- (3-3^D.^-5- [ h=^^v;t|';W3i^-;W.75 yl^^^^M-t h* q4=: v^izi 

H5iii!fvMt> -f *H/^>o. i5iK wLm^^)'^umwg-^\mmxf:L, Mmz. 

^jiS:'>'J n^iSz-n'yKtr W^YMX^mX^. ^+1?->-g^KX5^;i' (4: 1) ^ffi^}:!! 
J;03-(3-:/Dt-5-[(^Hy h^rv;dji//}?-;W 75,y] ^5^;i/-4-^,h=^i^7xx 
JW -2-< V ::^P7H^^ hr*>^x5"jux;;^x;i/876mgi&^fc. , . - 
'H-NMR(CDCl3) 5: 0.97 (d. J=6. OHz. 3H) 1. 16 (d, J=6. OHz. 3H) 1.45 (s. 9H) 2.86 
(dd, J=8.4. 14.0Hz. IH) 2.93 (dd. J =4. 4. 14. 0 Hz, IH) 3. 51 (sept. J=6^ 4Hz. 
IH) 3.74 (s. 3H) 3.84 (s. 3H) 4.02 (dd. J =4. 8. 8. 4 Hz. IH) 4.34 (d. J=6. OHz, 
2H) 4.95 (br. IH) 7.12 (d.: J=l;6Hz. IH) 7.37 (d. J=2.0Hz, IH) 
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CI 




Br 



OH 



3- (3-:/o^-5- m^Zfh=¥i^:f3)V:^^:zM 75./] ^5^;U-4-^ h+->7x- 
MS m/elESl) 520 (MH*) : :t ■ 



3- (3-yp^-5- [(^=:/ 75 /] ^9^;i/-4-pt h^'>>?'i- 

;W -2-'r vyP7H^v:/P t°:t>S?X5^;PX7.7";U876mg*7'P If h .U;U5ml. 
'>7Mb:^ K U:.'>A182mg, 9 h y^Ti h 'J >7x-;i/7.*X;i7V 

* U ^y;!'*^ Ai7 pvMzTi^SSL, '\^lJ->-g^a6x5";V (4:1) ^m^^^iiiifc !> 
3- (3- v7y -5- ( (m^Th^zytDlt^'-M 75 / ] 5";i/-4-p^ h ^ v7 xx;|/) - 
2-<VyP5i?+v:/Plfit>g!X5^;i/X7.x;i'586iDg<&#fc. ^ . . 

'H-NMRICDClj) 6 :0. 95 (d. J =6. GHz.. 3H) 1. 17 (d. J=6: OHz. 3H) 1. 27 (1. J=6. 8Hz. 3H) 
1.45 (s. 9H) 2.89 (dd. J=8.4. 14. GHz. IH) 2. 97 (dd. 1=4. 4. 14. 0 Hz; IH) 3. 53 
(sept. J=6.4Hz. IH) 4.00 (dd. J=4. 8. 8. 4 Hz. IH) 4. 07. (s. 3H) 4.21-4.27 (m. 
2H) 4.30 (s. 2H) 4.94 (br. IH) 7.40 (d. J=2.4Hz. IH) 7.42 (d. J=0. 8Hz,: IH) 
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OH 



3- (3->7 / -5- [ >^ v*>'l'^->'W 7 5 y ] ?-;l'-4-^ h^->:7 x n 
;W -2-1' y :/p >H=t^ tf :t >^x5^;ux7. T-^kSrffl i/XTSIig«sJ38 1 i^^® 
^tfiffiaU 3- (3->7 /-5- [ (2. □ p^>y-<;W 75 y) ^5^;i/-4-7^ h=^^ 

-2--f y :/o5i;^i':^0 fc^5t>K^#fc, 

MS m/e(ESI) 465 (MH*) .!/: 
MW2a) 



5-yo ^-2-^ □ o^BS^l 2g<&7^. h ^ k H D >60id1 ^ ^ >x h 

Z)\L ^^U^^yuyifVv^ -Jkmr h 7 b K p 7 ^ 148. 3gS:*n^fci 

■ 5-:/:o:e-2-i5^ p p<?>>f;i'7;Un^;H 1. :46g<&#fc.i 2:(^)mfi64#l«:§lii#l89e) 

;!/)-2-<y:/P3i?+5^:'atf:t>Kx5^;px;^x';i'§#fc, ^ 

•H-NMR(CDCl3) <5 : 0. 95 (d. J=6. OHz. 3H) 1.15 (d. J=6. OHZi 3H) 1. 24 (l.^ J=7. 2Hz. 
3H) 1. 46 (s. 9H) 2.93 (dd. J=8; 4. 14. OHz. IH) 3. 07 (dd. J=4. 8. 14: 0 Hz. IH) 
3. 49 (sept. J=6.4Hz. IH) 4. 04 (dd. J=4. ;8, 8.4Hz. IH) 4.12-4.19 (b. 2H) 4.30 
(d. J=5.2fiz. 2H) 4. 80 (br, IH) 7:12-7.16 (m, 3H) 7-23 (d. J=8. OHz. IH) 
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3- (3- [ (mn:/ h ^ ->;^ 7 5 y J ^ 5';i'7 X 5 ;w -2-f y :/o V y 

P If :t >i!X5^;i.xXx>>W*fflVJTllM«^38 tl^:^<D;^ST?MS tv 3- (3-( (2; 4- 

MS iii/e(ESI) mm) : 
.|!Siji«s|93a) ' . . : 

3- (3- ( {m~-yh=^i^tl)Vt-=-)V) 75 y] ^'^)V-4-h H Ej^v^xZi^) -2--r 
•1':th*Xi5'>0.3inl, U !:7A200ing*Jli^jDAfco 50*CteT4i^fBl 

->U :^7y;i/*7A^ h JcT^i^L. '\+1i->-|^i?x5';U (8: l) ^m^SiJ; 0 
3- (3- [ im^f h=¥i^:fy)Vt--m 7 5 y ] i?^r;M-x: h^l^ i^y:£±m -2-H >JV 
o ->7' o tf Pi- >itx^;pxX x;n 85iBi^#;t . 

'H-NMRICDCU 5 : 0. 96 (d.^^ M. OHz. 3H) im U; M. OHz. 3H) 1. 24 (t; J=6; 8Hz. 
3H) 1. 42 (t. J=6. 8Hz. 3H) 1. 45 {s. 9H) 2. 86 (dd. J=8 4. 14 GHz. IH) 2. 93 (dd. 
J=4.8. 14.0 Hz.- IH) 3.49 (sept. J=6. 4Hz. IH) 3. 98-4. 06 (m. 3H) 4. I3M.21 (m. 
2H) 4. 29 (d; J=5. 2Hz. 2H) 4. 59 (br. IH) 6. 75 (d. J?=8.4Hz. IH) 7. 14 (d. J=8. 8Hz. 
1H> 7. 14 (Si IH) ■ • - . 

lliS«SJ93b) ' 
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CI 




r 



COjH 



yp7i?^vyptr:^f>mx5^;i^x;^r;i'^«viTiiJfi^38ti^ 

3- (3- { (2. 4- v' n a ^ > V'T ;W 7 5 y ] 5^ JM-x h 4^ 7 x x JW) -2-'f V 

•H-NMRlCDClj) 5 : 1.06 (d. J=6. OHz. 3H) 1.17 (d. J=6. OH2. 3H) 1.45 (t.; j57,i2Hz. 
3H) 2. 92 (dd. J=8. 0. 14. OHz, IH) 3. 07 (dd. J=4. 4. 14. 0 Hz. IH) 3. 58 ;(s:ept. 
J=6. OHz. IH) 4.06-4.15.(111. 3H) 4.64 (d. J =6. OHz. 2H) 6. 81 (d. J=8. 4Hz. IH) 
6.88 (br. IH) 7. 15 (dd. J=2.4.a4Hz. IH) 7. 27 (d. J=8.4Hz. 2H) 7. 42 (d. J=2. 4Hz. 
IH) 7. 68 (d. J=8. 4Hz. IH) 

MS iii/e (ESI) 454 (MHt) . ' c . - 



n^m9z t mm(D:^.mz k o . 3- (3^ i (m= y ut>)V7fs=,M 7 s y i 

-4-yDii^^ v7xx;w -2-'r y tf:t>Bgx5^;.i/x;^^;i/^#fei 
'H-NMR(CDGlj) 6 : 0. 97 (d. J =6. OHz. 3H) 1. 05 (t. J=6l 8Hz. 3H) 1. 15 (d. J =6, OHz. 
3H) 1. 25 (t. J=6. 8Hz. 3H) 1. 44 (s. 9H) 1.78-1.86 (m. 2H) 2.86 (dd. J =8. 4. 14. OHz. 
IH) . 2. 93. (dd. J=4.8. 14. 0 Hz. IH) 3. 50 (sept. J=6.4Hz. 1H) :3.93 (t..J=6.4 Hz. 
2H) 4. 00 (dd. J=4. 8. 8. 4 Hz; IH) 4, 14-4. 21 On. 2H) 4. 30 (d. J=5. 2Hz. 2H) 4: 98 
(br. IH) 6.75 (d. J=8.4Hz. IH) 7.09 (dd. J=2. 0. 8.4Hz. IH) 7.13 (s. 1H) ;=: 
1liS««l94b) 





T 
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Y 



CO^H 



l.< 3- (3- [ (2. A-i?^ U U^y-J-i M7 5V ] 5";P-4-:;^a7l?^'>7 x -;W -:2r>f 

'H-NMICDClj) 5:1.05(t. J=7. 2Hz, 3H) 1.06(d, J=6. OHz. 3H) 1. 18(d. J=6. OHz. 3H) 
1.80-1.87 (m. 2H) 2.91 (dd, J=8. 0. 14.0Hz. IH) 3.07 (dd. JM.4. 14. 0 Hz. . IH) 
3. 59 (sept. J=6. OHz. IH) 3.97 (t. J=7. 2Hz. 2H) 4.12 (dd. J=4.4. 8. 0Hz. IH) 
4.65 (d. J=6.0Hz. 2H) 6.81-6.84 (e 2H) 7.15 (dd. J=2..4, 8. 4Hz. IH) 7.25 (d. 
J=2.4Hz. IH) 7.28-7.33 (m. IH) 7.42 (d, J=2.4Hz. IH) 7.67 (d. 1=9. 6Hz. ' l^H) 
MS m/e (ESI) 470 m) 

mmm% 



MDKCDClj) 6: 0.97 (d. J =6. OHz. 3H) 1. 15 (d; J=6. OHz. 3H) 1. 24 (t. J=6. 8Hz. 
3H) 1.33 (d. J=6.0Hz. 6H) 1.44 (s. 9H) 1.78-1.86 (m. 2H) 2.86 (dd. J=8. 4. 14. OHz. 
IH) 2. 92 (dd. J=4. 8. 14. 0 Hz. IH) 3. 50 (sept. J=6.'0Hz. IH) 4. 00 (dd; 1=4. 8, 
8.4 Hz. IH) 4.13-4.21 isn. 2H) 4.26 (d. J=5. 2Hz. 2H) 4. 54 (sepl. J =6; OHz. IH) 
4.96 (br. IH) 6.77 (d. J=8.4Hz. IH) 7.08 (dd. J=2.4. 8.4Hz. IH) 7.13 (s. IH) 
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CI 




ML. 3-(3-[(2. 4^S^^o P^>V-1';W 75 y] ^^Jl-A^-fyzfu^s^i^p^i- 
MS m/effiSI) 470 W 

gliE^J96 ■ ^ . . 




mmm93tmm<D-:^m\zx o > 3- (3- [ if^^-yh^zytuv^^-M 75 y 

-4- V ^ O ^ >^At=¥ V 7 X :i; W -2-'f V ^ □ T'p tf :t >i!X5^ JPXX x 

'H-NMRttDClj) 6 : 0.97 (d. J=6.0Hz. 3H) 1.15 (d. J=6.0Hz. 3H) 1.24 (1. J=6. 8Hz. 
3H) 1.44 (s. 9H) 1. 63-1. «5 (m. 2H) 1. 75-1. 90 (m. 6H) 2. 85 (dd. .J=8.4, 14.*. 
IH) 2; 92 ^ (dd. J=4. 8. 14; 0. Hz. IH) 3. 50 (sept. J=6. GHz. IH) 4. 00 (dd. J=4; 8. 
8.4 Hz. IH) 4.10-4.21 (m. 2H) 4.25 (d. J=5. 2Hz. 2H) 4.76-4.79 (m. IH) 4. 95 

(br. IH) 6.75 (d. J=8:4Hz. IH) 7.07 (d. J=8.4Hz. IH) 7.12 (s. IH). . - 
.|lifi«»J96b) 



3- (3- [ {^H:/ h 4^ vj^j )V'^^-)V) 7 5 y ) y 5^ S/ □ ^ >5'JU:t ^ =^yjL 
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:^mx'mm l . 3- (3- ( (2. 4-P^an^> y-f ^ y }^ ^)i-A- > i7 y^)V 
MS Jii/elESI) 494 (MH») . 



3- (3- [ (mny h 75/1 ^5^;M- [ ( h 'J y)l^n^^M 7.)V 
ya-M :t*->:7x-;w -i^^v^uit^^-y^u if'^>^x5=^;i/xx.T:;i/329iDg 

^ K;Px>4inllC^^l>. 4^7;i/:tO7x::i;i':^^P>®n|0ing. 7^ h5l:*;?.:h U 7x 

ffi^iScl; 0 3- (3- [ (^H.:/ h ^.y% )Vit--M 7 5 / ] ^ 5^;i'-4- (i( h..U % : 

7.;P7*x;w :t=^i>7xx;i')-2- (4-7;!/*D7xx;W;7xx;v>^p,3j?f^ 
v>^oh*:t>g?X5^JWX;^7^;i/262ing^#fe. - . > 

■H-NMROCIj) 6 : 1. 01 (d. J=6.4Hz. 3H) 1: 18 (dn J=6. 4Hz. 3H) 1. 2$. (t. J=7t.2Hz. 
3H) 1.43 (s. 9H) 2.99;(dd. J=8.8i 13. 6Bz. 'IH) ,3.04 :(dd. J=M. 13. 2 Hz. . IH) 
3.56 (sept; J=6. 4Hz. IH) 4.08-4.24 (m. 5H) 4.60 (br IH) 7.05-7.15 (m. .4H) 
7. 19-7.30 (m. 3H) ; . .. . ,; 



3- (3- ( (^H^ h }\^it^-M 7 5 y ] ^ 5^;i'-4- [ ( h 'J 7;p:t:.D;X5^;i/) ; • 




^3ifi^J97b) 
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>®!X5";i/x;^r;i'^fflViT^ig««J38i:|5l^(^^fifeTj2iSl>. 3- (3- ( (2. 4-i?i7 n 
□ ^ > y JP) 7 5 / ] ^ 5^ JM- (4- 7 □ 7 X 7 X 

MS m/effiSI) 504 (MH+) 

nj^mm ... 



3- (3-r(^Hy H^'>*JU#-;W 75 i^5^;i>-4-t: K:D:^^'>73:i-JW -2:-r 
> 0 7i;V:|-d;< ^ >Jj^>»i'*>S?*$zKi^270i li&Joi^fe. MiatcTimm^lxfc^, 

x^;W-2--ry:>'D7K+v>^otr3^>mx5^;i/XX7^;i/663mg&#fc^^ . 
'HiNiaR {CDClj) 5 : 0. 92 (d. J=6.0Hz. '3H) 1M6 (d. J=6. GHz. 3H) 1. 24 (tv 1=6; 8Hz. 
3H) 1.46 (s. 9H) 2.91-3.04 (n. >2H), 3151 (sept. J=6. 4Hz. IH) 4. 02 (dd, J =4: 4. 
"8: 8 Hz. IH) 4; 16-4. 23 (m. 2H) 4.40 (d. J=6. OHz. 2H) 4. 95 (br. IH) 7. 17-7. 20 
(m. IH) 7. 24-7. 25 (in. IH) 7. 4D (s. IH) 



3- (3- [ (mn h ^ ;i'7Hx;w 7 5 y } pi 5^;p-4- [( h u 7 ^ 7. ;i/ 

y:^~M ^^i/y 3L-M -2--f V7°d:^^=^v^d tf:t>^X5^;i/X7T-Jl'334ing 




Mii^J98b) 




184 



WO01/2S181 



PCT/JPOO/06788 



^=lr-b->-S^i!X5^;|. (7 : 1) ^ai^^®«k 0 3- (3- [ (^H >^ h ^ 75 
y 1 ^5^;M- [ ( h U y}V^n:^^M 7.)V7 ^ ^^->7 x:::;W -2-:(2-7 U : 

'H-NMROClj) 5: 0.96 (d. J=6. OHz. 3H) 1.16 (d. J=6.4Hz. 3H) 1. 26 (t. J=6. 8Hz. 
3H) 1.46 (s. 9H) 2.95 (dd. J =8. 8. 13. 6Hz. IH) 3.02 (dd, J=4. 8. 14. 0 Hz. IH) 
3.51 (sept. J=6. 4Hz. IH) 4. 06 (dd. J=4. 8. 8. 8 Hz. IH) 4. 19 (g. J=6. 8Hz. 2H) 
4; 47= (s. 2H) 4.^95 (bf IH) 6. 52 . (d. J=20Hz; 2H) 6: 98 (s. IH) 7. 21 (d. J=8.4Hz. 
IH) 7i32 is. m 7. 51-75 53 Oi- 2H) : - 
mmm ^ V!-- - - . ^^■ 




'S:ffl^iTllMM38^tl^il©;^SfeTjas:L>> 3^ (3^ [ (2i'4-vi? □ ni^>\/>r ?W 75 

y] ^^;i-4-(2-7U;w 7xx;w-2-r V7"P3i?+'>y^afc!:t;>^^:#fc, 

MS iii/e(ESI) 476 (MH*) • • 



mmmm 




MeO^N 



' 2-p^ f+v-3-t HD^vpi5=-;i/tf 'J v>7.4g<& hJl/X>100inl Ti^it 
i^7xx;i'*7.*UJH3. 8iiil*SJ;r/i^71f t*->i7 P.[5. 4. 0] '7>x-fe>9. M^M 
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7L. .^fj^^M^mwhtz. js^mx^jv-vmmvtz, m^sstm^m 

WMRiCDClj) a : 4.00 (s. 3H) 4 35 (s. 2H) 6.89-6:92 (m. IH) 7. 55-7. 57 (m. IH) 

8. 15-8. 16 (ai. IH) 

IS)iW9b) 



Br 



I (2-^ h^->-3-tf' J PMJ^^M 7=y H9. 5g^B^®?3i5';H00inU3^i»L. 
>^3^;Pf^*-^^- M3g. aO«/\*7 v-^^^^Sg^iDAv 7K^^|i^T> ^^gfCT 

A ^ 0-7 h fcTffiSL, ^^riJ->-i^Kx^;i' (5: 1-^4: 1) mm^mi^ r)^^zr 

N- ( (2-9^ h^i'-S-t 'J z^M *-A"7- h6. 84g*#fc. C ©a^fefiS 

m. 916g$Tir h U ;1/30id1 t^«¥L, H-famx^ e/^ 5 K2. 19^e< 

N- 1 (5-:i/Ei^-2r^9^ h^r*>-3-tf U p^^^jWJj-a*-^- h 1. mg^mtz, 

'H-NffiKCDClj) 5 : 1.44 (s. 9H). 3. 94 (s. 3HH: 4.^22 (d. J=6. OHz. :,2H) 5. 02 (br. IH) 
7.62 (s. IH) 8:01 {s; IH) 

mmmm ■> 

N- [ □^-2-:/ H+>/-3-e»J -JM ;^9-M iJ-A-^- h 1 009g, i^b o d H 
hU7xx;P7*X7^ >/l7>">A45iBg; 4^®?:)- h U •> A325nig, HJ7xX 
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'H-NMR(CDClj) 6: 1.46 (s. 9H) 4 08 (s. 3H) 4. 31 (d. J=6.0Hz, 2H) 5. 02 (br. IH) 
8. 01 (d. J=2.=4Hz. IH) 8. 54 (d. J=2. GHz,: IH) 

mmmm) 



5;i'-2-pt h^S/-3-e>J v^;!/) ^5^;^ ;«7-A*T- h401mgc!)N. N->'p<5";l/jJ^;WA7 
^^^MEES* bfco JISE ^ @^ ^x^;U8in I > X^' y -;V2in 1 mm U 1 OX/1 ^ 
-g^^X5t;P (4: 1^2. 5:1) ^aj^iBJ: 0 3- (5^ [ (^H:?: K=^^>^3^^Jl/j}?x;W 7 s y ] 

>t5';p-6-x>=*^'>-3-t!U r2--f yyajj^^v'^D tf:t>®fx5=:;ux;^7^;p 

514iDg*#/::. 

MlR(CDCl3)<5 : 0; 96 (d. J?6. OHz. -SH) 1.16 (d. J=6. OHz. 3H) 1.27 (t. J=7. 2Hz. 
BH) 1. 45 (s. 9H) 2.85 (dd. J =8. 4. 14. OHz. IH) 2. 92 (dd. J=4. 8. 14. OHz. IH) 
3. 52 (sept. 1=6. OHz) 3. 96 (s. 3H) 3. 99 (dd. J=4. 8. 8. 4 Hz. IH) 4. 17-4. 2.4 (id. 
4H) 5.03 (br. IH) 7.47 (s. IH) 7.93 i(d. J=2.0Hz. IH) 
IIM0999e) 



BocHN 
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Gl 0 





3- (5- [ (2. o 0'^>\/'r ;W 75 J] h4^'>-3-eu -2- 

MS in/elESI) 441 W) 

Mii^yiooa) 



KiP OT KlcTflJiiU. ^^^>mm:L=f-)\^ (4:l)^fctl^3^jaJ: D3- (3-f :t 

( (^H:/ V* ;i/ jKii;w 7 5 y ] 9^ 5^;i/-4- 1 K □ ^ -> 7 xw;w -2--f v o 

^vyDt°:t>^X5^jl'X7.x>'H00iBgS:#rc. ' : 

■H-NMR ICDClj) 5: 0. 99 (d. J=6. OHz. 3H) I.16 ,(d. J-6. OHz. 3H) 1.24 (t. J=6. 8Hz. 
3H) 1.44 (s. 9H) 2.80 (dd. J=8.0. 13. 6Hz. IH) 2.86 (dd. J =5. 6. 13. 6 Hz. IH) 
3. 50 (sept. . J=6. 4Hz. IH) 3. 96 (dd. J=5. 2. 8. 8 Hz. IH) 4; 15-4. 23 (in. . 5H) 6. 96 
(d. 1=1. 6Hz. IH) 7.58 (d. 1=1. 6Hz. IH) 



BocHN 
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BocHN 




COjEt 



11 



r 



tms 



^iE&'>U*y;i/:^»^A^D-7 hJcTja^L, A^iJ->-it^x5";i/{6:i)^tt}^3'iii 
i t) 3-3- [ (^H:/ h^i^t!)Vif--M 75. J] ^?;M-h K u4i^-^- (2- (1, 1. 1- 
^^^JP V U ;W -l-x^'x;!/) 7xx;^-2-f V ypj}?# k':tc?KX5^;i/ 
X7.^;H65iDg§r#fci ^ \ 

'H-NMR(C'DClj) 5 : 0. 27 (s. 9H) 0.96 (d, J=6. OHz. 3H) 1.15 (d. J=6. 4Hz. 3H) . 1:^24 
(t. J-7.2HZ. 3H) 1.44 (s; 9H) 2.80 (dd. J=9: 2; 14. 4Hz. IH) 2^88 (dd. 1=5. 2. 
14.0 Hz. IH) 3.49 (sept. J=6. 4Hz. IH) 3.96. (dd. J=4. 8. .8.8 HI IB) 4.13-^^^^^ 
(H 3H) 4.24 (d. J^6. 0Hz. :2H) 5. 11 (br. IH) 7.05 (d.- J=lv6Hz; IH) 7. 19 (d. 
J=2.m IH) 

iSMlOOc) . : J< \ r.:v; 




3-3-( (^^y h4^->:<7;i'jKx;W 75V] >i5"Jl'-4^t Ko^rv'-S- (2- (1.1. 1- H 
'J jj^^JWi'UJW-l-x^'xjH yx.-)V-2-i 'j-Zuit^^i^zfu fcr:t>i^x5^;i/X 
:^x;H65iDgS:7^h^t H077>2iDnc^»L, i1=g|40 K 7^ h^y5";U7>^x 

Kmu^m^^m.j-^)vx'^m\^. ^^^s^tk, ^loaw*, tcxijfe^L, ii^Kiss 
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^^'^>-^mx^)u (3: n mm^m^ o 3-3- [ mB-^y^uMt-- 

;W 7 5 y 1 ;< 5";U-4- k H o + ->-5- (l-X^-;i/) 7 x::i;i'-2-< V y D Tl^^^vy □ 

'H-NMR(CpClj) 5: 0;97 (d. J=6. OHz. 3H) L15 r(d. J-6.4Hz. 3H) 1. 26 (t, J=7. 2Hz. 
3H) 1.44 (s. 9H) 2:81 (dd. J=9.2. 14.4Hz. ;1H) 2. 88 (dd. J=5.;2; 14 0 Hz. IH) 
3.36 (s. IH) 3.50 (sept. J=6. 4Hz. IH) 3. 97. (dd. J=4.8.. 8.8Hz. IH) 4 IM. 22 

(m, 2H) 4.23 (d. J=6L 8Hz.. 2H) 7. 04 . (5. : IH) ^ 7.20 (s^^^^^^ 

ia3i^?3100d) .: / • ' • ' " : ^ ^ ;';x> 




3-3TmH>^h+v';^&;i'#-;w 75 yj ^5';w4-b HEi:^r'>-5-(i-x5^^^w 

7 xXJl/-2-'f V :/DJl?+ v'T/a tr:t>ilX5^;i<X7.T';H21mg*Ni ih^^^)U^: 

ti^l^^ n^h\zxmt^h^. /\^-t^>-S^itx^;i> (6: 1) ^ffi^Hii 93- (7-.[.(l|S 
:/atr:*->S6x5';i'X7.x;i'57iDg*#fc. ■ ^ • 

'H-NMR(CDCl3) a: 0.94 (d. J=6. OHz. 3H) 1.15 (d. J=6. OHz. , 3H} 1. 23 (t. J-6, 8Hz. 
3H) 1.46 (s. 9H) 3.01 (dd. J =8. 8. 14. OHz. IH) 3.08 (dd. J^5. 2. 14. O Hz. IH) 
3.49 (sept. J=6.4Hz. IH) 4.07 (dd. J=5. 2. 8. 4 Hz. IH) 4. 12-4. 19 (m. 2H) 4.60 
(brs. 2H) 5.01 M. m 6.72 (s. IH) 7. 13 (s. IH) 7.39 (d. J=^1. 6Hz, IH) 7.61 
(d. J=2. 0Hz. IH) : 
^ififiSJlOOe) 
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U , 3- (7- {{lA-i^i7UU^>^J-()V)7^A:^ > V [b) 7 ^ ^-B-Y ;W>2=^ 

MS m/effiSI) 451 W) 

Mii^JlOla) 




3- (7- ( (^ny h ^ i/;^ -;W 7 $ y ) > y (W ^7 ^ >-5-H' /W V2-^ 

h itii t . 3- (7- [ (^h:/ h ^ jI/jJ^^jwsj 5 y ] 3t 5^;u-2. i-i? 

t K D^vy [b] 7 ^ >-5-< ;W -2-r V y O tf :t>Kx5";i'X7.7^;U 

"27iiig<&f§fcJ • • . ^u^v . • ... ^ 

'H-NMR (eDCl,) 3: 0.99 (d; J=6. OHz. 3H) 1. 15 (d;iJ=6. OHfc 3H) 1. 25 (t. J=6: 8Hz. 

3H) 1.45 (s. 9H) 2.85 (dd. J=8.4. 14. OHz. IH) 2.92 (dd. J=4. 8.' 14. 0 Hzi IH) 

3.17 (t. J=5.2Hz. 2H) 3.50 (sept. J=6. OHz. IH) 3.98 (dd. J=4. 8, 8. 4 Hz. IH) 

4.13-4.20 (m. 2H) 4.24 (brs. 2H) 4.57 (t. J=5. 2 Hz. 2H) 4.97 (br. ^ lH).i 6:'91 
(s. IH) 7.00 (s. IH) 
^Jg^iJlOlb) 
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(Dlom-V^n b, 3- (7- [ (2. o P^>y-f ;W 75 / ] ;^^;i/-2. 3-5^ t H d>; 

(b] 7 5 ^-s-f ;w -2-^ V y El Ji^=^r ->:/o >S^$#fc. 

MS m/effiSl) 48t!(MlIt) V \ ;;rv^ , - , 




||j|fS«^87a:l^fil©;&ST-*!iSL.. 3- [2. h^F v-3- (I (5-^^;W2-7:c 
-1. 3-5^7 i/-;i/-4-'f;W :^j;i'>J^n;W 75 y ;*5";W 7xr:;i/]-2-'f vyD3t?^'> 

MS m/e (ESI) ; 499 (MH1)., 

||Jg0y88<i:l^^©:5ST'i!lSL, 3- [2. 4-':^^ h*'>-5-([(5-p<5^;i'-2-7:tx;i. 
-1. 3-?7\/-;M->f ;W^^;uxKx;H 75 ;/ 7xpM-2-rf v.5^ajJ?^-> 

MS m/e (ESI) 499 (MH*) - :; . : ■ ■ , ■: 

a-: 

|IM«sj89t|5l^®^&T'^SU. 3-[3.4-i?^ h4^v-5-([(5-p^5^;P-2-7xHjl/ 
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MS m/e (ESI) 499 (MH*) 




MS m/e (ESI) 548 W) 




^ig0>J91i|slii(D;^^T'MU, 3-l3->7y-4-/ h + i>-5- ([ (5-,^5";W2-7 

xr:;p-i. 3-5^7 '/-JU-4-'f;W:^>j}?-;H 75y p^^'JW 7x-;W-2-r v^o 
MS m/e (ESI) 494 (MH*) 




-1. 3-5^7 y-Jl'-4-'f;W *JU#-JH 75 y 7x-JM] >rp f:t>M^.# 

MS m/e (ESI) 439 (MH+) 
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mmm^i t mm(D:^mi^mm l . 3- i4-x h ^ ( i (5-^ 5';w-2- 7 x 

MS m/effiSI) 483' W ' • ^' - . - 




1. 3-^7 v-;i^-4-'f * J^3f--JH 7 5 7/ 7 X -2-1' v 3J^=^^ 

MS m/e (ESI) 497 « 




mmm% t m^ois^x^m l , 3- (4-< y >^ □ ^i^^ ->-3- ( [ (5- 5^;i'-2- 7 x - 
)V-\, 3-5^7 >A;p-4--f ;w * jwsj^^JH 75/ 7 xzl;h -^--r v zfrnt.^ 

MS ni/e(ESI) 497 (MH*) 



-194 



WOOl/25181 



PCT/JPOO/06788 




MS m/effiSI) 523 (MH*) /, , 




F 



^iiS0i97il^^O^^TfflS 3- [4- {4-:7;i.:4-p 7x-;W -3- ( [i(5->.5^;i/-2- 
MS m/e (ESI) 533 W) 




mmmntmf^cDioiiiX'mmL. z- [4- (4-7 ^jm -3- ([(5-^^y^-2-7xx;^- 
:/ptr:t>^^#fc. 

MS m/e (ESI) 505 (MH*) 
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MS m/elESI) 470 (MH*) 




MS m/elESI) 479 W) 




or Y , 

- 3-^7 \/-;P-4-r M t>)Vt^=-)U 7 S y p^^^JW -2. 3-5^ k K [b] 
MS in/e (ESI) 480 (MH?) ■ * 

mtkmm 

0 ■ " 
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MS m/e (ESI) 498 W) 




■H-NMRCCDCIs) 6: 1.04 (d. J=6. OHz. 3H) 1.15 (d. J=6. OHz. 3H) J. 34; (d. M.JHz, 
6H) 1.43 (t. J=7. 2Hz. 3H) 2. 90Mdd. J=&.0. i40Hz. IH) 3.06 (dd. J=4. 4;- 14. 0 
Hz; ~IH) 3. 57. (sept. J =6. OHz. IH) 4. 06 (a, 1=7. 2Hz. 2H) 4.ai (dd; J=.4.^4; .8. OHz. 
IH) 4'. 56 (sept; J=6. OHz. IH) 4. 62 (d... J#5. 6Hz... 2H) 6. 79 :(d.:>J=8. 8Hz, IH) 6; 81 
(dd. J=2. 4. 8.4Hz. IH) 6: 87 (d. J=2. 8H2. IH) 7. 07, (br. IH) 7.12 (dd. . J=2.4. 
•8.4 Hz. IH) 7.23 (d. J=2. 4Hz. IH) 7. 74, (d. J=8.4Hz. IH) . 
MS jD/e(ESI) 478 (MH*) ,. ... 



CO,H 




fc. . ... 

;'H-NMR (CDC 13)5: 1.04 (d. J=6. OHz. 3H) 1.15 (d. J=6.0Hz. :3H) 1. 43 ;(t. .J=7. .2Hz. 
3H) 1. 61-1.65 (m. 2H)i 1.74-1.94 (m. 6H) .2. 90 (dd. J=8.0. 14.0Hz. IH) 3.05 (dd. 
J=4. 4. 14.0 Hz. IH) 3.57 (sept. Jt6. OHz. IH) 4.06 (q. J=7. 2Hz. 2H)- 4,.10 . (dd. 
.1^4.4. 8.0Hz. IH) 4.62 (d. J=5. 6Hz. 2H) 4. 74-4. 77 (m. IH) 6.78 (d. J=8. OHz, 
IH) 6.80 (dd. J=2.4. 8.4Hz. IH) 6. 86. (d. J=2.4Hz. IH) 7.08 (brt, J=5. 6Hz. IH) 



197 



WOOl/25181 



PCT/JPOO/06788 



7.12 (dd; J=2;4. 8. 4 Hz. IH) 7. 23 (d. J=2.4Hz. IH) 7.73 (d. .J=8. 4Hz. IH) 
MS m/e lESI) 504 (MH*) 



MMR(GDCl3) a : 1 06 (d. J=6. GHz. 3H) 1. 17 . J^6. GHz. 3H) 1. 48 (t. J=7. 2Hz. 
3H) 2.D4. '(s. 3H) 2. 71 (s. 3H) .2.92 (dd- 1=8. 0. 14. OHz. IH) 3. 06 " (dd. : J=4r4. 
14. 0 MZ. IH) 3.59 ;(Sept. J=6. GHz.- ■ IH) 4. 08-4, 13 (m. 3H) 4. 59 (d. , J=5. 6Hz. 2H) 
4. 74M. 77 (m. IH) 6. 53 (brt. J^6. 4Hz. ifl) 6. 81 (d. 1=8: 4Hz. lH)i 7. 13 (dd. J=2.4. 
8.4Hz. IH) 7.21 (d. J=2.4H2. IH) 7.24 (d. J=8.0Hz. 2H) 7.80 (d. J=8.4Hz. 2H) 
MS !n/e(ESI) 497 (MH*) ■ 
^iiS^J121 ' 



^M93<h|sl1i©0)^fe«31U;-: 3-3r p( [2- (2-^ o d7xw;W -5->^5^;i^l. 3- 

'H-NMR(CDC1,) 6: 1.06 (d. J=6. GHz. 3H) 1.17 (d. J=6. OHz. 3H) 1.48 (t. J-7. 2Hz. 
3H) 2.75 (s. 3H) -2.92 (dd, J^8. 0. 14. GHz. IH) 3. 06 (dd. J =4. 4. 14. G Hz. IH) 
3.59 (sept. J=6. 0Hz.-lH) 4. 08-4.13 (m. 3H) 4.60 (d. J=6. GHz. 2H) 6:61 (brt. 
J=6. 4Hz. IH) 6.82 (d. J=8. 4Hz. IH) 7. 14 (dd. 1=2.4. 8.4Hz. IH) 7. 22 (d. J=2. 4Hz. 
IH) 7. 35-7. 40 (ni. lH) 7. 48-7. 51 (Du IH) 8. 24-8.27 (m. m 
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MS n/effiSI) 516 W) 




■H-NMROClj) 6 :M.06 (d. J^6; OHz. 3H) 1. 17 (d. J=6. OHz. 3H) 1. 48 (t. M. 2Hz. 
3H) 2.71 (s; 3H) 2:92 (dd. M.O. 14. OHz. IH) 3.06 (dd. J=4.4. 14. O Hz. IH) 
3.59 (sept. J=6.0Hz, IH) 4. 08-4.13 (m. ctH) 4. 59 (d. J=6. OHz. . 2H) 6. 54, (brt. 
J=5. 6Hz. IH) 6. 82 (d. J=8. 4Hz. IH) 7. 14 (dd, J=2. 4. 8. 4Hz. IH) 7. 21 (d; .J=?2. 4Hz. 
IH) 7.41 (d. J=8.8Hz. 2H) 7.86 (d. J=8. 8Hz. 2H) . ; 

MS m/effiSI) 516 (MH*) 




^mmnt-mmo-^mx-m^L. 3-3-[([2-i2.4-:^i^D0 7x:i;w-5-^^;i/- 

MS m/elESI) 551 W) 
IIM^124 
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mmmitmm(D-:^m'cmmi^. 3-4-x h+'>-3-[(t5->i5";p-2-(2-5"xzi 

'H-NMRCCDCl j) 5 : 1.06 (d; 1=6. OHz. 3H) 1. 17 (d.. J=6.0Hz. 3H) 1.47 (t. J=7. 2Hz. 
3H) 2.05 (s. 3H) 2.92 (dd. J=8. 0. 14. OHz, IH) 3. 06 (dd. J =4. 4. 14. 0 Hz. IH) 
3.-57 (sept. 1=6. OHz. IH) 4.08-4. 13 (m. 3H) 4.58 (d. J=5. 6Hz. 2H) 6.50 (br. 
m 6. 82 (d. J=8. OHz,; IH) 7. 09 {dd, .J.^3. 6. 5. 2Hz. IH) 7.13 (dd. J=2.4. 8.0Hz. 
lH)i 7:21 (d. ' J=2: OHz. le 7. 48 (ddd. . J=l. 2. 5. 2. 33. 6 Hz. IB) 
MSm/e (ESI) 489 (MH*) 

^mmm ■ ■ - 



mmmu t mm<D:^i^'vmmv. 3- (3- 1 (2-^7 □ □-4-y □ ^^^^e^^ >y-f ;^) 7 

MS ni/e (ESI) 492 (MH*)- • ■ ■ 

mmmm ... 

^ifi«»J94 tH^O^^T^aaU. 3- (3- [ (2-^ p n-A-^at^^z^^>^M M 7 
'H-NMR(CDClj) <5: 1.04 (d. J =6. OHz. 3H) 1.05 (t. J=7. 2Hz. 3H) 1.16 (d, J =6. OHz. 
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3H) 1.33 (d. J=6.0Hz. 6H) 1.79-1.87 (d, 2H) 2.90 (dd. J=8. 0. 14! OHz. IH) 3.06 
(dd. J=4.4. 14.0 Hz. IH) 3.57 (sept. J=6.0Hz. IH) 3.95 (t. J=7. 2Hz. 2H) 4.11 
(dd, J=4.4. 8.0Hz. IH) 4.56 (sept, J=6. GHz. IH) 4. 63 (d. J=7. OHz. 2H) 6. 79 
(d. J=8.8Hz. IH) 6.81 (dd. J=2.4. 8. 8Hz. IH) 6.86 (d. J=2. 8Hz. IH) 6.99 (br. 
IH) 7.11 (dd. J=2.4. 8.4Hz. IH) 7.23 (d. J=2. OHz. IH) X 72 (d., j=8. 4Hz. IH) 
MS m/eCESI) 492 m) 




MS Ve-OESI) 518 (MH*) 




mmmMtmmcDijmT'mmi.. 3-3-[([2-(4-p<5";P7x-;w-5-^5^;u-i. 3- 

'H-NMR(CDClj) 6:1 06 (d. J=6. OHz. 3H) 1. 09 (t. J=7. 2Hz. 3H) I. 17 (d. J=6: OHz, 
3H) 1.82-1.91 (in. 2H) 2.40 (s. 3H) 2.71 (s. 3H) 2.92 (dd. J=8. 0. 14. OHz; IH) 
3. 06 (dd. J=4.4. 14. O Hz. IH) 3.59 (sept. J-R OHz. IH) 3. 99 (t. J=6: 8Hz. 2H) 
4' 12 (dd. J=4.4. 8. OHz. IH) 4. 59 (d. J=6. OHz. 2H) 6. 46 (brt. J=6- 4Hz: IH) 6. 82 
(d. J=8. 2Hz. IH) 7. 14 (dd. J=2. 4. 8. 8Hz. IH) 7 22 (d. J=2: 4Hz. IH) 7. 24 (d. 
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J=8. 0Hz. 2H) 7.80 (d. J=8.4Hz. 2H) 
MSm/elESI) 511 (MH*K 




mmm94tmm<D:&mX'mm 3-3- [ { [2- (2-^ nay x:iJl/) -5-;>^5^;w-l. 3- 

'H-NMR(CDClj) a : 1.07 (d. J=6. GHz. 3H) 1.09 (t. J=7. 6Hz. 3H) 1.17 (d. J=6. OHz. 
3H) 1. 85-1. 91. (IB. 2H) 2.74 (s. 3H) 2, 92 (dd. j=8.;0. 14. 0H?, IH) 3. OG^dd,. J=4. 4. 
14,0Hz, IH) 3. 59 (sept. J=6.0Hz. .lH) 3.9? (t. J=6.4Hz, 2H). 4. 12 (dd. , 1=4.4. 
8. OHz. IH) 4. 60 (d. J=6. GHz. 2H) 6. 57 (brt. J=6. 4Hz. IH) 6. 82 (d. J=8s 4Hz. 
IH) 7.14 (dd. J=2.4. 8.4Hz. IH) 7.22 (d, J=2.4Hz. IH) ,7. 35-7. 40, (m. 2H) ■ 
7.48-7.51 (in. IH) 8.24-8.27 (m. IH) 



MS m/eiESl) 531 m) 
0 




mmmMtmmoyjmx'jSitmb. 3-3- [ ( [2- (4-^ 007 x,r:;»-5-^5^Jk-i, 3- 

^7 7-;u-4-< M^:^ )VM=-)i7 s. y ) ;A 5^;H -4-y oi}^^: ->7 x n;w-2-'f y 

'H-NMR(CDCl3) 6: 1.06 (d. J=6.0Hz. 3H) 1.08 (t. J=7. OHz. 3H) 1. ,17 (d.,yJ=6; OHz. 
3H) 1.84-1.89 {m. 2H) 2.70 (s, 3H) 2. 92 (dd. J=«. 0. 14. OHz. IH), 3. 05 (dd. 1=4; 4. 
14.0 Hz. IH) 3. 60 (sept. J=6.0Hz. IH) 3.99 (t. J=6.4Hz. 2H) 4. 12 (dd. J=4..4. 
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W06l/2518i 



PCT/jPOO/06788 




8.0Hz. IH) 4.59 (d. J=5. 6Hz. 2H) 6.49 (br t. J=6.4Hz. IH) 6.82 ,(d. J=8.4Hz. 
IH) 7.14 (dd. J=2.4. 8. 4Hz. IH) 7.21 (d;- J=2..4Hz.r lH)/7.41 (d{ J=8.8Hz. 2H) 
7.85 (d. J=8.8Hz. 2H) • "~ 

MS m/effiSI) 531 W 



COjH 



mmi^mtmmo):^mx'mmL. 3-3- [({2-{2..4-v.^.d Q^j^:^m-5-^^)i-^ 
1. 3-g^7>/-ji/-4->r ;H p<g^;;HM)^^DJj?4^ v7x-;i/-2-'fr. 

■H-NMRICDClj) 5: 1. 07 (d. J=6: 0Hz. v3H) 1.-07 (t. J=7. 2Hz. 3H).U.a7.(d.: J=6. GHz. 
3H) 1:83-1.92 On. 2H) 2.73 {s. 3H) 2.92 (dd. J=7. 2. 14. OHz. :1H) 3. 06 (dd. J=4.^0. 
14.0 Hz. IH) 3. 60 (sept. J=6.0Hz. IH) 3.99 (t. J=6.4Hz. 2H) 4.12 (dd; J=4. 4. 
8. OHz. IH) 4. 60 (d. J=5. 6Hz. 2H) 6. 55 (brt. J=6. 4Hz. IH) 6. 82 (d. J=8. 4Hz, 
IH) 7.14 (dd. J=2.4. 8. 4Hz. IH) 7. 22 (d. J=2. 4Hzi; IH), 7. 36 (dd. J=2:4, 8. 8Hz. 
IH) 7.51 (d. J=2.0Hz. IH) 8.26 (d. J=8.4Hz. iHj 
MS in/e(ESI) 565 W) 




mmm94tmi^(o:^mx'mmu 3-4-yp5j?+i/-3- 1 ( (5-pC5^jp-2- 

MS m/e (ESI) 503 m) 

IIMg!ll33 . . - ■■■ 
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wo 01/25181 ; PCT/JPOO/06788 




•H-NllOKCDClj) 5: 1.03 (t. J=7. 2Hz. 3H) 1.04 (d. H OHz, 3H): 1. 16 (d, J=6. OHz. 
3H) 1.35 (d. J=6.0Hz. 6H) 1.78-1.83 (b. 2H) 2.90 (dd. J=7: 2. 14. OHz. IH) 3.05 

(dd. J=4.a 14rO Hz. lH)r3.v57 (sept. : J=6. GHz. IH) -3. 92 (t. J=6. 4Hz. 2H) 4.;10 
(dd. J=4. 0. 7. 2Hz. IH) 4. 56-4. 61 (m, 3H) 6. 80 (d, J-8. 4Hz. IH) 6;i83 (dd. J=2.4. 
8.4Hz. IH) 6.89 (d. J=2.4Hz. IH) 7.04 (brt. J=5.2Hz, IH) 7. ll/(dd., J=2:f4. 8..4Hz. 
IH) 7.23 -(d. J=2.t4Hz. IH) 7. 74 (d.: J=8H8Hz; ^ IH) : " ' v ' 

MS^jii/e(BSI)>i;492 W ^ ■< ^ > : ■. { , ^ I 




mmm%tmm(D:^mTmmL. 3- (3- [ (2-^ □ v :::^a#4^->^>\/<c?fe) 

fc. . '^^ ■ . •■■ ... 

MS m/e (ESI) 492 m) ■ 



CO,H 
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wo 01/25181 



PCT/JPOO/06788 



'H-NMR(CDClj) 6: 1.04 (d. J=6. OHz. 3H) 1.16 (d. .J=6. OHz. 3H) 1.35 (d. J=6. OHz. 
6H) 1.61-1.65 (m. 2H) 1.75-1.94 Ob. 6H) 2.90 (dd. 1=7.2. 14. OHz, IH) 3.05 (dd. 
J=4. 0. 14. 0 Hz. - IH) 3. 57 (sept. J=6. OHz;- IH) 4 10 (dd. 1=4. 0. '7i 2Hz.' - IH) 4. 60 
(d. J=5. 6Hz. 3H) 4. 76 (sept. J=6. OHz; IH) 6:80 (d. J=8: 8Hz. IH) 6.81 (d. J^8; 8Hz, 
IH) 6.86 (d. J=2.4Hz. IH) 7.05 (brt. J=5. 6Hz. IH) 7.11 (dd. J=2.4. 8J4Hz; IH) 
7. 23 (d. J=2.0Hz. 2H) 7.73 (d, J=8. 8Hz. 2H) , • 

MSiii/e(ESI) 518 (MH*) ' • • •■ 




%Wm^tMW(D^^-^%M.\y. 3-3-[([2-(4-^g^;i/7x^;i')-5-p^^;U-l. 3- 
5^7 y-JM-f M ;i/7 5 y ) -4-^ V ':fuits^y-y:x.zL)\-l-^ 

'H-NMR(CDCl3) (5: 1.06 (d. J =6. OHz. 3H) 1. 17 (d. J=6! OHz. 3H) K 39 (d. 1=6. OHz. 
6H) 2.40 (s. 3H) 2.71 (s. 3H) 2.91 (dd. J =7. 2. 14. OHz. IH) 3.05 (dd. J=4.0, 
14. 0 Hz. IH) 3. 59 (sept. J=6. OHz. IH) 4. 1 1 (dd. J=4. 0. 7. 2Hz; IH) 4. 56 (d. 
J=5. 6Hz. 2H) 4. 63 (sept.>J=6. OHz. IH) 6. 53 (brt. J=5. 6Hz. IH) 6. 83 (d. J=8. 4Hz. 
IH) 7.13 (dd. J=2.4. 8.4Hz. -IH) 7.21 (d. J=2.4Hz. IH)^ 7: 24 (d. J=8.4Hz. 2H) 
7. 80 (d. J=8. 4Hz. 2H) - 
MS iD/e(ESr) 511 (MH*) 



2&5 



wo 01/25181 



PCT/JPOO/06788 




. mmmtmmoMx^^ i^. 3-3- [ ( (2- (2-^7 □ □ 7x - jw -5-pt5^;i/-i. 3- 

'H-NMR(CDClj) 6: 1.07 (d. J=6. OHz, 3H) -1. 17 (d., J-6.0Hz. 3H) 1. 40 (d. J=6.0Hz. 
6H) 2.75 (s. 3H) 2.92 (dd. J=7. 2. 14. OHz. IH) 3.05 (dd. J=4. 0. 14. 0 Hz, IH) 
3.60 (sept. J=6. OHz. IH) 4.12 (dd. J=4. 0. 7. 2Hz. IH) 4.58 (d. J=5. 6Hz. 2H) 
4.64 (sept. J=6.0Hz. IH) 6.63 (brt. J=5. 6Hz. IH) 6.83 (d. J=8.4Hz, IH) 7.13 
(dd. J=2.4. 8.4H2. IH) 7.21 (d. J=2. 4Hz.- IH) ,7. 35t7. 39 (m. 2H) 7.48-7.50 (m. 
IH) 8.25-8.27 (a IH) 
MS m/e (ESI) 531 W) 




*ifil^95tl^^©;5r^feT*Mab, 3-3-(([2- (2.4->?i7Dn:7xr:;W-5-^5";i- 

'H-NMR(CDCl3) (5: 1.07 (d. J=6. OHz. 3H) 1.17 (d. J=6. OHz. 3H) 1. 40 (d. J=6. OHz. 
6H) 2.74 (s. 3H) 2.92 (dd. J =7. 2. 14. OHz. IH) 3.05 (dd. J=4. 0. 14. 0 Hz. IH) 
3.60 (sept. J=6. 0Hz. IH) 4.12 (dd. J=4. 0. 7. 2Hz. IH) 4.56 (d. J=5. 6Hz. 2H) 
4.64 (sept. J=6.0Hz. IH) 6.63 (brt. J=5. 6Hz. IH) 6.83 (d. J=8. 4Hz. IH) 7.13 
(dd. J=2.4. 8.4Hz. IH) 7.21 (d. J=2.4Hz. IH) 7. 36 (dd. J=2. 0, 8.4Hz. IH) 7.51 
(d. J=2.4Hz. IH) 7.26 (d. J=8.8Hz. 2H) 
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wo 01/25181 PCT/JPdO/067Mi 



MS iii/e(ESI) .565 m*) 




MS i/e (ESI) 503 (MH*) ' > :,n ... 




MS m/effiSI) 513 . (MH*) • - ^ 




lliS«»i96tiifi^©;&ST^!iSb, 3-{3-({2-^ □D-4-< y:/o7}^:^e^^>y'i: 

MS m/etESI) 518 W 
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wo 01/25181 



PCt/JP0O/p6788 




MS m/effiSI) 544 (MH*) ; • 




mmm%tmm(o:^mrmmv. 3-3-[([2-(4-^5^;i'7x:i;w-5-^5^;u-i. 3- 

'H-NMR(CDCl3) 6: 1.06 (d. 1=6. OHz. 3H) 1.17 (d. J=6. OHz. 3H) 1. 65-1. 69 (m.; 2H) 
1.77-2.10 (id. 6H) 2.40 (s. 3H) 2.71 (s. 3H) 2.91 (dd. J=7i:2. . 14. GHz. IH). 3; 06 
(dd. J=4.0. 14. GHz, IH) 3. 59 (sept, J =6. OHz. IH) 4.11 (dd. 1=4. 0, 7. 2Hz, IH) 
4. 54 (d. J=5. 6Hz. 2H) 4. 82-4. 85 (m. IH) 6. 44 (br. IH) 6. 82 (d. J#8. 4Hz. IH) 
7.12 (dd. J=2.4. 8.4Hz. IH) 7.20 (d. J-2.4Hz. IH) 7. 24 .(d. J=7. 2Hz. ' 2H) 7. 80 
(d. J=8. OHz. 2H) 
MS iB/e(ESl) 537 W) 
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WOOl/25181 



PCT/JPOO/06788 




nMm%tmm(D-:».mrmm u 3^3- ( ( [2- □ 7 aixji/) -5-^5r;ici. 3- 

MS !n/e(ESI) 557 W) •.. . :. :■• 

jlM^145 .. ... . . 




%mm%tnm(o-)jm-T:mm\^. 3-3- [ (12- (4-^^ □ p 7x -5->^g^;n. 3- 

MS n/e (ESI) 557 (MHO 
lli6^J146 




%mm%tmm(r>:}5^-^9m\.i 3-3- [([2- (2. 4-i^puu.y.3L^M-s-^^)Ur 

MS n/e (ESI) 591 (MH') 

lliSg'J147 
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wo 01/25181 



PCT/JPOO/06788 




MS m/e (ESI) 529 W) 




lll(g*«j98<»:|iIII©>&S'CMSb; 3-13-^(2-^ nXD-4-':/ut^dri^^>>MM 7 
5 y ] p( 5";i/-4- (2-7 U ;W 7 x -;U}-2-f y y DJl^^^^vy o >^<&^;t. 
MS in/e(ESI) 500 (MH*) 

jlM^J149 ' -.; 

CI 0 0 ■ 



ll56{?iJ98t|Sl^®;^j*T'Mt. 3-[3-[(2-^ □□-4-1' V 7°07}^=\^>'^>y'f 
JW 75 7] pt5";M- (2-7 U JW 7xii;i']-2-'r yy07t?i^r->yo f;^->^^#fc. 
MS m/e (ESI) 500 (MH*) . 
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wo 01/25181 ; ' 



PCT/JPOO/06788 




MS m/elESD^ 526 - W) • ■ : 




mmm9itmm(D:&mx'mm 3-4- (2-7 u m-z- i { [5-p^>ji/-2- (4-^ 5^;i/7 

x-;w-i. 3-5^7 y-JM-f^W :^j;i'jj?-;i/7$ y) 7x^;i'-2-'i' vt^p 

#^^->7'Plf:f>^^t#fc. 
MS iii/e(ESI) 519 (MH*) 




mmm9itmmo):^mxm^ 3-4- (2-7 u -3- ( ( (5-^^;i/-2- (2-^:7 p □ :? 
x-;w -1. 3-5^7 y-;i'-4-'r;n *;^2^^-;^7s>) p^5^;n 7x-;u-2-< y yp 
3i?^v7■pt:;^->®?^:^lfc. 
MS Di/e(ESI) 539 (MH*) 
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BocHN 




COjEt 



r 



'H-NMR(CDC1,) d: 1.01 (d. J=6.0Hz. 3H) 1.18 (d.. J=6.4Hz. 3H) 1.27 (t. J=7. 2Hz. 
3H) 1.46 (s. 9H) 2.91-3.06 (n 2H) 3.51 (sept. J=6. 4Hz. IH) 4. 10 (dd. J=4. 8. 
8. 8 Hz. IH) 4. 16-4. 24 (m, 2H) 4. 40 (d. J=5. 6Hz. 2H) 4. 69 (br IH) 7. 01 (d. 1=6. OHz. 
IH) 7.08 (d. J=5.2Hz. IH) 7.13-7.20 (m. 2H) 7.24-7.35 (m. 2H) 
^3i«»J153b) ; 




3- (3- [ (^ny v^iyti)V-^s-)v) 75 y) ^5^;i'-4- [ ( h u 7>'i'^p 
y:^-)V] :t^>'7x-;i/) -2- (2-5^x-;i/) yp/j^^^vya if^y^jifn^ai;^^ 

ji^m^^x. mmmntmmizmmv. 3-[3-((2.4->?^oD>^>y<jw7$y] 

MS Di/e(ESI) 492 MH*) 
11^^154 



mmmhitmmzmmL. 3- [3- [(2-^7 □ □-4-yD7}?4^ v^^oy-r m 75 y] 

MS iB/e(ESI) 516 W) 




OH 
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WO01/2S181 



PCTAIPOO/06788 




A ^5';p-4-(2-5^x-;i/) 7xn;w-2-i' yyP3i^^rv':^o tr:t>ss<&#;fe. 

MS iD/e(ESI) 516 (MH') 

Mig#156a) .. . . • > 

[ ( h U □ p< :=.M :t^i^ 7 x - -2- 5";i/-2-5^X±:;W 

'H-NMRICDClj) (5: 1.01 (d. J=6. GHz. 3H) 1.17 (d, J=6.4Hz. 3H) '1.25 (t. J=7. 2Hz. 
3H) 1.46 (s. 9H) 2. 51 (s. 3H) 2.91-3.05 On. 2H) 3. 51 (sept.M=6. 4Hz. IH) -4. 07 
(dd, J=4.8. 8. 8-Hz. IH) 4. 18-4. 29 (m, 2H) 4. 40 (br. 2H) 4.70 (br IH) 6. 73 (s. 
IH) 7.11-7.19 (m. 2H) 7. 23-7. 30 (m. 2H) 
^Sfi^BJiSGb) 




3- (3- [ m^Zf JUtI^xjW 7 5 y ] pt5^;M- [ ( h U y)V^u^^M X)V 

7;tx;H:t^i>7xx;i/)-2-(5-;)t^;i/-2-^x-JU) ^□7}?:^i/ya h°*>mx 
^;i/XXxJP^ffl liT|llifi0iJ153<!:|5l^{C^® L> 3- [3- ( (2. 4-^^^ □ o^> V-f 
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wo 01/25181 
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MS m/effiSI) 506 m) 




MS ffl/eOESI) 530 W i 




mmmmtmm\zmmv\ s- [3- [ (2-^ □ □-4--f ,v:/D7i?^->^>v''?f ;» 

y ] (5->t5^;i'^2-5^xx;>p) 7xx;H r2-'f y :/D3t?*i^:/D hr:t>i?$^ 

MS m/effiSI) 530 (MH*) 



}]^^J159a) 




CO^Et 



[ ( h u 7;i':tPp<5^;i/) x;i/7*x;n ^=^v7x-;w -2- (5-^7 □ □-2-5^xx;i/) 
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wo 01/25181 



PCT/JPOO/66788 



•H-NMRiCDClj) a: 1.00 (d. J=6. OHz. 3H) 1.17 (d, J=6.4Hz. 3H) 1. 25 (t, J=7. 2Hz. 
3H) 1.45 (s. 9H) 2.51 (s. 3H) 2.91-3.05 (m. 2H) 3. 50 (sept. J=6. OHz. IH) 4.08 
(dd. J=4. 8. 8. 8 Hz. IH) 4.21-4.24 (m. 2H) 4.38-4.41 (m. 2H) 4.69 (br IH) 6.78 
(d. J=3.6Hz. mr 7. 17-7.20 (n 2H) 7. 25 (d. J=8. OHi/^ IH)- 7: 31 (s. IH) 




3- (3- [ (m= y h ^ i^ij ;i'jj^-;n 7 $ y ) p< ^f;p-4- [ ( h ^y-^jia-^a 7. ;i/ 

:t+'>7x-;W -2- (5-^ □□-2-5^X-;W yD7i?^'>yd t;:t>Kx 
5^;i/x;^x;i'$fflViTSIJg«»ll53tl^«{cj!!lSU. 3- [3- [(2. 4->?^DO^^y^ 
;W 7 5''> ]'^5^;M- (5-^ b D-2-5^xx>W 1? ix;H -2^-f y :/d #^->!/t] tf 
:t>®?fe#fco • ' ■ ' r " : . 

MS in/e(ESI) 526 W) • . -'^ 




^M«^J 1 59 1 1^^ tc^as L , 3- [3- 1 (2- ^ □ □ -4- y D > y < ;W 7 5 y ] 

^5";i/-4- (5-:i7 pp-2-5'xx;w 7xxjH-2-f V\fui!^^-y:fu \Li!:ym.^% 

MS m/eCESI) 550 W) 



215 



wo 01/25181 



PGT/JPOO/06788 




MS Di/e(ESI) 550 (MH*) ' , 




'H-NMR{CDCl3) (5: 1- 00 (d. J=6. OH2. 3H) 1.17 (d. J=6. 4Hz. 3H) 1.26 (t.MJ=7,. 2Hz. 
3H) 1.45 (s. 9H) 2.29 (s. 3H) 2.94-3.05 (m. 2H) 3.54 (sept. J=6. OHz. IH) 4.08 
(dd. J=4.8. 8.8 Hz. IH) 4.12-4.24 (m. 2H) 4.40 (br. 2H) 4. 70! (br llfi 6.82 (s, 
IH) 7.14-7,19 (m. 2H) 7.28 (d. J=9. 6Hz. IH) 7.31 (s. IH) ,> 
Ili(5«»ll62b) > . . ' r; .. 




3- 13- [ im^Zf h ^ 'yti )V:^--M 7 5 y ] ^ "^JV-A- 1 ( h U 7;i/^ n p( 
7*-JH *=^'>7x -;W-2- {A-:f'^}V-l-^JL-)V) fui^^^y-ru 

^)v:3L7.^)v^m\'^xmmmmtmm\z^M\^. 3- [3- 1 (2. 4-xi7 □ p^>'/'1' 



2:16 



WOOl/25181 



PCT/JP00/067te 



MSm/eiESI) 506 W) ;> .. •., 

mmmm - ... • 




fc. ■ ; ■.: 

MS m/eCESI) 530 (MH*) 




p^^;M- (4-;>t5^;i/-2-5"x-;W 7xn;H -2-f y yPT}?* v^o tfit >®[$ 
MS m/e ffiSI) 530 (MH*) 
MiiM165a) 

[ ( h 'J 7 JP^t o ;t 5=-; W 7.;!/ 7 :=.)i] :t ^ 7 x n; W -2- (3-5"x - y d ij^^ 
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wo 01/25181 



PCT/JPOO/06788 



'H-NMR(CDC1,) 5: 1.01 (d. J=6.0Hz. 3H) 1.17 Id. J=6.4Hz. 3H) 1.27 (ti J=7.2H2. 
3H) 1.44 (s. 9H) 2.95-3.06 (m. 2H) 3.55 (sepl. J=6. OHz. IH) 4.09 (dd. J =4. 8. 
8. 8 Hz. IH) 4.14-4.25 (m. 2H) 4.32 (d. J=5. 6Hz. 2H) 4.64 (br IH) 7.10-7.11 
(m. IH) 7. 18-7. 25 (m. 3H) 7. 30 (s. IH) 7. 37 (dd. J=2. 1, 5.,2H2. IH) 




3-(3-({^Hy h^v;^7;i//J^-;i/) 75 J] ^^)V-A-[(V^)'y)\^:^U)f.^)V) 7.}V 
7 :t :t 4 :7 X n^W -2- (S-^^x - ;w :/d tK^^ o >g?x9^ii/ x;^ 5^ 

MS a/e{ESI) 492 (MH*) v ' .. 

llfiS^J166 ' ' ' 




^mm\^^tnm.\zvm l, 3- [s- ( {i-if □ u-\--fa'^^'yy<.-^v<)W 7 5 y 1 

MS m/effiSI) 516 (MH*) 
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^mm mtmmizmmv. 3- [3- [ (z-^' o □ y y □ th^^ > i/-r 7 5 

MS iii/e(ESI) 516 W 
Si«168a) 




'H-NMR(CDCIj) 6: 1.00 (d. J=6.0Hz, 3H) 1. 17 (d. J=6. OHz, 3H) 1.27 (t. J=7. 2Hz. 
3H) ' 1. 45 (s. 9H) 2. 93-3. 04 (m. 2H) 3. 54 (sept. J=6. OHz. IH) 4. 08 (dd. J=6. 8. 
8. 0 Hz. IH)^ 4. 18-4. 26 (in. 2H)' 4. 30-4. 41 (m. 2H) 4. 67 (br IH) 6. 52 (d. J-4. OHz. 

IH) 7.13-7.19 (m. 2H) 7.25-7.28 (a 2H) 7.49 (d. J-4. OHz. IH) • 
ll»168b) 




3- {^-\mE.-:f\-^i^ti)V^-~M 75 /] :^9)VtA- [ ( h 'J 7;i':tp^5^;i>) 7.;i/ 
7:j--)H^^->:7xr:;i/) -2- (3-7 u;p) ypAi^^>'>^p \f:^ymjL=^)VJi7.y-)V 
^m\^^x^m\m tnmzmmh. 3- [3- 1 (2. ^-'j^uu^yv^MT^jic^ 

5^;i/-4-(3-7U;W7xXJH-2-fVyP7}?+->yPtf:i->g?.Sr#;t. . : 

MS in/eCESI) 476 (MH') 

Ilj)6gyi69 
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wo 01^181 



PCT/JPOO/06788 




mmm 1 68 1 mmizmmL. 3- (3- 1 {2-^ na-i-z^ats^ > v< m 7 s /] 

MS n/e (ESI) 500 (MH*) ' ; 




mnmmtmm\zmmu 3-.[3-[(2-i7Dn-4-'f y:/,pji?^v^:<>y>rjw 7;5 

yM5^;M-(3-7U;W7x^;i/]-2--rvyo#:^F5^>^otf:^->il*f.fc. :^ 
MS iii/e(ESI) 500 (MH*) 




IIM««JI53il^#lfc^]SL, 3- (3- ( (2-7JU:tP-4- ( h 'J y)l^^n;^^U^>V 
-iWi J 5 y -4- (2-5^x-;W 7 x-;H -2-< V yoi}^^ vT'D bf ^>i?* 

MS iii/e(ESI) 510 W) 
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WOOl/25181 



PCT/JPOO/06788 



^0 




MMmmtmrnzmmv. 3- [3^ [ (2-^ □ □-4-*>^ a^y^'ji.^i-^i^y^::^^/^ 

MS iii/e(ESI) 542 (MH*) . ^ . • 

lllfeM173 



^Jfi^J153 tPiatciiaa 2-< V yDzt?+x-3- [3- [ ( (5-;>^5^;P-2- (4-;»t ^ ;i/:7 
xci;W -1. 3-5^7 '/■^)V-A-<M t))\,t-~)V7 5 7)^ -4- (2-5^ni^JW :? x 

MS m/e (ESI) 535 W) 

^mmm . .. , ■ , , , 



;H 7 5 y ^ -4- (5-^ 5^)W.2-5^x 7 xn;W ^2-^ 73/07^^ 5>:^a 
MS m/e (ESI) 524 (MH*) , - .. . 
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mmmmtmm\mmu 3- (3- 1 {2-^ □ d-a-i^^ n^>^M^i^^>v-( 

MS m/eCESI) 556 (MH*) 



MS m/effiSI) 549 (MH*) . 
F 0 0 



mmm] 59 1 \zm^ u . 3- (s- ( [2- y □ -4- { h u 7 ^p,^ □ p< ^ > 7 

-f ;H 7 ^ y ^ 5";W -4- (5-^ □ n-2-^x~M y x-;i/) -2— f v y d^^^^ v 
MS m/effiSI) 544 (MH*) 




OH 
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mmmmtmmzmmi>. 3-13-1(2-^ □ □H-'>^a>^>^;i>:^-^v^>y-i' 

MS iii/e(ESI) 576 (MH») . : . .. 




x:njW -1. 3- 5'7\/-;i'-4-'f ;W i^j^P/l^^^l^yS y)-;^^M -4- (5-:57 P 0-2-^ 
MS m/eCESI) 569 (MH*) ■ h 




lliS^J162<hl5lilf35aSL. 3-[3-([2-7JI/:*-b-4-(h 'J7;U:i-D;>t5^;i').^>l/ 
>f;W 75 y ^5^;W-4-{4-^5^;i'-2-«::i;W 7x:::;H-2-'f V^pjI^^^^vya 

MS m/effiSI) 524 (MH*) ■ , . - ; 

mmmm 
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MS Di/elESI) 556 (MH*) 



>|IM#r62'tl^#lt^[lgLv2--1'V>^07j5^v-3- [3-H[5-^r-'H2-M-P^9^;i'7 
MS m/elESI) 549 W) 



|lig0yi65tl^^»3MilL, 3-(3-(.[2-7;i/:tD-4-{h U7>:^D^^;i/^^ 
MS la/effiSI) 510 W 

^jia^J184 ■• ... . 
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;W 7 5 y ) ^^;W4- (3^5=^x-;W 7x:z;H 'Jzfa7^^iy:fn \f)t>m^n 

ft. 

MS in/e(ESI) 542 m) 



MS iii/e(ESI) 535 (MH*) . .i f .: 




mn&mmtmmimm i^; 3- [3- ( (2-7;i^;*-p-4- ( h u ^^^y 
;W 757 pt5^;w -4- (3-7 'J ;w 7xii;n -2-'f v:/D7i?^i> >^p t?;i-'>i!i£tf 

MS m/e (ESI) 494 (MH*) 
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^mmmtmm\zmm'L. 3- (3-.[ (2-^ p p^>5^;i/:t*.:^i:^>;/< 

MS D/e (ESI) 526 (MH') 

1 68 1 1^^ {CMS b , 2-f V ::>^ P xl?^ >/-3- (3- [ ( [5-^ ^ )U-2- (4-^ ^)Vy 
-1. Z-^7V-}\^-4-^ M i3}U^=L}U7 S^^)/. -A- (3-7 y - 

;p] :/ptr*>m^#fc. 

MS m/elESI) 519 (MH*) 
g||>a^J189 




MJETig* biiif v' u ;^7'y;i^:t) ^ A i> o t h 7 - (^4^-y-> : m^JL^ ;i/= 
3:1)T»ML, '>?>5^;i'2-p^ h=^->-5- (-3-:^-^y-l-yp^n;i/) ^>\/x- h (E- 
Z mixture) 2. Og$||fe@«:i:UT#rc. 

'H-NMR(CDCl3) 5:3.95+3.97(5. 3H) 5.37{s. 2H) 6.6H6.64(s. J=8.0Hz, 1H) : 6.9 
0-7.07(111. 2H) 7.33-7.47(111. 5H) 7. 62+7. 70 (dd. J=2.0. 8.0Hz, IH) 7. 95+8. 02 (d. 
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COjEt 



i:^'s^iy^l-yd/^-;W ^>yx-^.h (E-Z mixture) 0..6g$N.!N-.$^'p<5^;^AK;^A7S 

T^iabfe (A^if>:g^Bix9^;i/=8: 1):. m^hrc%(D^x^^ i/-^Mzmmi^.. m 

'H-NMRICDClj) <5 :0. 50(t. J =8. OHz. 3H) !. 17(t. J=8. OHz. 3H) . 1. 38-1. SSim. 6 
H) 2. 20(iD. IH) 2.54(1. J=8. OHz. 2H) 3.99{s. 3H) 4.07(q. J =8. OHz. 2H) 7. 90 
(a. i J=8. OHz, IH) 7.29 (dd. J=2.0. 8. 0Hz. IH) 7;&l(d. J =2. OHz. IH) 

mmmmc) - ^ . s - . ^ ,o 



5- [4- (X h^'>:^;i/7j^xjW ^^^yM -l-^ h^->^m#K0. 47gi:4-- { h U y)V 

•tu:K^)V) ^>-j)V7^>^. 27g^fflu, mmm\z) d) trnmcoism-^KZ^no 

CltfCiD. 2-X5";U-5-(4-^ V^l^-Z-{[A-(h^)y }V-tU:^^)V) ^>pm7 5, 
■H-NMROClj) (5 :0.85(t. J=8. OHz. 3H) 1. 42-1. 59 (m. 6H) 2. 27 (n IH) 2.53(iii. 




^COjH 
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2H) 3. 85 Is. 3H) 4. 66 (d. J=6. OHz. 2H) 6. 90 (d. J=7. OHz. IH) 7. 26 (m., )H) 7. 4 
7(d. J=8.0Hz. 2H) 7.59(d. J=8.0Hz. 2H) 8.04(d. J=2. OHz. IH) 8. 34:(bs. ^lH)r 




Mmmim) . llligMr89a) ^-|^^©;&^f3<t Dv 5-(5-x h?^^5<-4-'r y :/05i?^ 

s<-5-*^y'i^>g^;w-2^^>^v^msBe$m^^ . ■ 

'H-NMR(CDCli) (5 : 1. 13 (d." J=6. GHz. 3H) ljl9(d.. J =6. GHz. 3H) ]fi^7 (t.?: J=8. OHz, 
m i. 54-1. 74 (i. 4H) 2. 62 (t. J=8. GHz. .«2H): 3. 58 (sept. ;J=6. OHz. flH) 3. 88 (m. 
IH). 4.05 (s. 3H) 4. 18:(Q. J=8. OHz, 2H) ,^6;'98{d; J=8-i)Hz. IH) 7. 37 (dd. J?2. 0. 

8.0Hz; IH) 8.0O(d, }=2.{m-m ,. - . ■ 




5- (5-x h'^i^-A-i y yfoTj^^v-^s-jj^^y '^>5^;w.-2-x f=^ v^m#.mo. 35 

gi:4-(h Uy;i':tDp^5^;W^>>?;i'75 >0. I8g$ffllri, mMiMlc)6) tmMcD:^ 
^■C;KlS<&fT-5Jli:JCj;t), 5-3-(K>>';i'75y);*»Jl/Jt^-;H-4-^ h^^^v'^x 

'H-NMR (CDCI3) 5 : 1. 20 (d. J=6. OHz. 3H) 1. 2 1 (d. J=6. OHz. ' 3H) h 67-1. 80 (m. 4H) 
2. 63 (t. J=8. OHz. 2H) 3. 69 (sept. J=6. OHz. IH) 3. 92 (s. 3H) 3. 96 (m. IH) 4. 7 
0(d. J=6.0Hz. :2H) 6. 98(d. J=8.0Hz. IH) 7.26(11 IH) 7.47(d. J=8. OHz. IH) 7. 
59 (d. J=8. OHz» .2H) 8. 04 (d. J=2. 0Hz. IH) ;8. 33. (bs. IH) ' 
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mmm 1 7 1 mmo-^miz 0 2- (4-^ h + v-3- 1 (2- (2. A-J^ nay 71 

'H-NMR(CDC1,) a:0.93(t. J=8. OHz. 3H) K 55-1. 64 (m. 2H) 2; 58 (id. IH) i-68 (dd. 

J=4. 5. 14. OHz. IH) 2.89(dd. J=7. 0. 14. OHz. IH) 3.78(s. 3H) 3.82(s. 2H) 6. 
73 (d. J=8. OHz. IH) 6. 84 (dd. J=2. 0. 8. OHz, IH) 7. 26 m IH) 7. 35 (d. ij.=8. OHz. 

2H) 7.45(d. 2.0Hz. IH) 7. 88(s. IH) 8. 19 Id. J=2. OHz. IH) 

mmmm : t .... .. , ■ •.. ; .,: 




mmmut mu<D:^m ic j; o 2-< y y □ tj^ 4^ >r-3- (4- k ^ ^-3- [2- (3- 7 ;p 

'H-NMR(CDClj) 5:1.06{d. J=6. OHz. 3H) 1. 65 (d. J=6: OHz. 3H) : 2; 90 (dd. 0. 
14.0Hz. IH) 3.06(dd: 1=4:5; 14. OHz/ IH) 3. 58 (sept. J=6. OHz. IH) 3.78{s. 2 
H) 3. 80(s. 3H) 4. I3(BI. IH) 6.77(d. J=8. 0Hz, IH) 6.92(dd. .J=2. 0. 8.nOHz. 1 
H) 7. 25 (iD. 2H) 7: 61(1. 7=8. OHz, IH) 7. 76 (si IH) 8. 24 (d. 'J=2. GHz. UH) • : 




IIJfi0314tPI«l©;&afet<k t) 2-'r V :/07}?^5>-3- (4-j>^ h^^x-3- 1 [2- (2. A-'J 
^ □□7xr:;H 7-fe5";H 7^ y) 7x-;pynA>^&#fc.' 
'H-NMRlCDClj) <5 :1.06(d. J=6. OHz. 3H) 1. 15(d. J =6. OHz. 3H) 2. 88(dd. J=7. 0. 
14.0Hz. IH) 3.05(dd. J =4. 5. 14; OHz. IH) 3. 57 (sept. J=6. OHz. IH) 3.80(s. 3 
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H) 3.83(s. 2H) 4.12(111. IH) 6.76(d. J=8. OHz. IH) 6.90(dd. J=2.0. 8.0Hz, 1 
H) 7.27{dd. J=2.0. 8.0Hz. IH) 7.36(d. J=8.0Hz. IH) 7.46 (d. J=2. OHz. IH) 7. 
86 (s. IH) 8.26(d. J =2. OHz, IH) 



F H 




COjH 



'H-NMRlCDClj) (5:0.95(t. J-8. OHz, 3H) 1. 57-1. 66 (m. 2H) 2. 57(m. IH) 2. 70:(dd, 
J=7.0. 14.0Hz. IH) 2.89(dd. J=4. 5, 14. OHz. IH) 3.69(s, 2H) :3.92(s, 3H) 6. 
76-6. 87(11. 3H) 7. 09-7. 12 (m. 2H) 8.22-8. 29 (10. 2H) 




COjH 



. ^Ifg0ij22<t|5l^®;&fefc<fc 02- (4->^ h4^i>-3-|2-:t^V-2- [2rpt5';M^ (> U 

'H-NMR(CDCl^) 6 :0. 96 (t. J-8; OHz. 3H) 1. 55^1. 70 (n. .2H) 2. 10 (m. • IH) 2. 57 (dd, 
J=4. 5.-14. OHz. IH) 2. 89(dd. J=7..0. 14. OHz. JH) '3. 73{s.> 3H) 3. :89(s. 2H) 6. 

88 (d. J=8.0Hz. IH) 7. 12-7. 15 (m. 2H) 7.26(t. J =8. OHz. IH) 7.39(d. J4 OHZ. 
2H) 7.63(s, IH) 8.03 (d. J =8. OHz. IH) 

jlM196 



COjEt 




cr ^ " y 

lli6^J22a)-c) d:l^«®;&^»C J; 0 xg^;i/2-X5";W-3- (4-^ h^'>-3- \2-^^V 
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-2-12. 4-5?^ DPTii'jy] x5^;H :7x^;w-2-:/D^yx- h^^fco 

■H-NMRICDClj) 6:1. 17(t. J=8. OHz. 3H) 1.34(t. J=8. OHz. 3H) 2.56{q. J=8. OHz. 
2H) 3. 77 (s. 3H) 3. 96 (s, 3H) 4. 26 (q. : J=8. OHz. 2H) . 6. 98 (d. J=8. OHz. IH) 7: 
22 (dd. J=2. 0. 8. 0Hz.. IH) 7. 31 (d. J-8jOHz. IH) 7.37 (dd. J=2..0. 8.0Hz. IH) 
7. 58(s. lH) .8.22(bs. Ifl) 8.37(a. J=8..0Hz. IH). . ; . 

mmmim 

2-X5^;W3- (4-^ v-3- l2-:f ^^V-2- [2. 4-i^i7 D P7xU y] X.^}V] y xi 

)\/ts0-l.i7 Ur^ Yif^y:^-rQn^\^. xg^JP2-(4^pi h=*^>'-3- l2^:j-^V-2- [2. 4 
-^;>fp uu7~)) J\ :L^M^yVM y^V x- hO. 44g$*$fe?S4^tit 
'H-NMR(GDCl3) (5 :0. 90(1. J-8: OHz. 3H) 1. 14 (t. J-8. OHz. 3H) 1. 50-;l. 68 (ra; >2H) 
2^54 (id.' 2H) 2. 68'(dd. - J=4. .5. 14. OHz. ilH) 2. 86(dd. J =4. 5. 14. OHz. lH)^3. 72(s, 
2H) 3.;88(s.. "3H) 4.05(q. J =8. OHz. 2H) 6. 85(d. 'J =8. OHz. IH) 7. 10 (m. .2H) 7'. 20 (d. 
J=8.0Hz. IH) 7.26(d. J =8. OHz, IH) 8.30{bs. IH) 8. 37 (d. J=8. OHz. IH) . 

x5^;U2r (4-7^ h+v-3- l2-;r^'J/-2-[2.:4->?^ OPTX.U y ] x5^;H '^>5;- 
7W :/:5'y X- hO. 27g^&x^ y-;HOii(U;i^«?U ^mm\t^ h U S? Alml SUP'^ 
-fc, K*£;fK$:^iaT24l^rBlWUfcmv *^J!)P;^, tKM^^v^x^^JI^X-t":;!.-??*** 
tfc, 7Kl^&m^T^<t(cb, gV^x5^;^TtttUl>rco i^i?x5";Hi^^|D#li7K 
T'«t^^il7K6g^-7i7:t^>'>i7AT'^igL, ^^$:i^lE@*-r^^lCd; 02- (4-^ h 
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'H-NMR (CDClj) .6 :0. 89 (I. J-8. OHz. 3H) 1. 49-1. 62 (m. 2H) 2. 50 (m. 2H) 2. 64 (dd. 

J=4. 5.. : 14. 0Hz. IH) 2.84 (dd. J=4. 5. 14.0Hz. IH) 3. ,72(s. 2H) 3. 88 (s. 3H) 6. 
80 (d. J=8.0Hz. IH) 7.06(di. 2H) 7. I2(dd. J=2. 0. 8.0Hz. IH) 7.22(d, J=8;',0Hz. 

IH) 8.23(s. IH) 8.28(d. J=8.0Hz. IH) ^ 



Ai^miWefflffiLito ^^Ji$fi§fPAifi7KTSfe#L, myi^T^m-^^^-'^^J^X 

X5^:>l'-{Z)-4-t Ho=^v-2-:t^V-4-7x-;i/-3-y^/X>- l-2.;;37g^#fc. 
•H-NMRlDMSG-ds) 5;l. il5(t. J=8.0Hz, 3H) 4.18 (q, 1=8. OHz. 2H) 6i 55{s. IH) 7: 
35-7.48{Bi. - 3©; 7.80(in; 2H) 

X5";P-(Z)-4-t: KD^r'>-2-:t^y-4-7xx;P-3-3^iS'yx- hO. 6Tg*g1?mi0 

mUzmmV. p^^'Jl't H7>'>0. 17g^JDx.fco Rl^^?^<&2P$rBl]bPM)igiiUfcm. 

X^;i/9:lT*x5^>l'l-;i5')P-3-7xx;i/-lH-5-tr^y-^;i/*;i/#^>P-r-h0. 12g, 
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'H-NMR (CDCl j) 6 : 1. 42 (t. J=8; OHz.^ 3H) 4. 21 (s. -3H)" 4. 38 (q. J=8. OHz. 2H) 7. 1 1 
(s. IH) 7; 32 (t. J=8. OHz. " IH) 7: 40 (t.- M. OHz. 2H) 8. 79 (d. J=8. OHz. 2H) 




x^;i>i-^5^;p-5-7x-;P^lH-3-fe?^V--';i';^:)l'#^^ 

'H-NMR(CDGl3) 5: l.'4i (t. M0Hz,^ 3ro J=8. OHi. 2H) 6.85 

(s. IH) 7.40-7.53(11. 5H) 1 



7'y-;p*;ujj?>m iig<&t#fc. ^ ■ ■ 

'H-NMR (CDC I j) a: 4:22(s. 3H) 7.22(s. IH) 7. 33 (t. J=8. OHz. IH) 7;40(t. J=8. 

OHz. 2H) 8.80(d. J=8.0Hz. 2H) 

$]IS^197d) 
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,0 



CO^H 



r 



5';M-7x-;u-iH-5-tr7yu;w :^ji^=^M7^.y:f^Hy3uiL)V] -funy 

•H-NMRKDClj) 5 :1.06(d. 1=6. OHz. 3H) 1. 17(d. J=6. OHz. 3H) 2. 94 (dd, 0, 
14.0Hz. ]H) 3.06(dd. J =4. 5. 14.0. IH) 3.88(s. 3H) 4. 12(dd. J=4. 0. 7. 0Hz; 
IH) 4.20{s. 3H) 4.57 (d. J=6.0Hz. 3H) .6. 57.{bs. ,1H) 6.73(s.. IH) -6. 84 (d. 1=2. 
OHz. IH) 7.16{dd. J=2.0. 8. 0Hz. IH) 7. 22,(d. Jf2. OHz.;; IH) i7. 32 (d;v J=8. OHz. 
IH) 7.39(01. 2H) 7.76(111. 2H) ' 



I5fe# V ^TKfiSM-^ i^^. -> A T'S:^m, ; ^EE^g^iU . I 5";i<-5- 7 x ri 1 H-.3- 
f^y-;U;^7;i/7}^>^0.5g^|#it<. ; . , : , 

'H-NMR(CDClj) fi: 3..91. (s. :3H) 6.82(s. IH) 7. 34-7. 45 (m. 5H). . 




N 
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CO,H 



r 



■H-NMRICDCl,) (5: i.04(d. J-6. OHz. m 1. 14 (d. J=6. OHz. 3H) 2. 90 (dd. J=7. 0. 
ROHz. IH) 3. 04(dd. J =4. 5. 14.0. IH) 3. 55 (sept. J=6. OHz. IH) 3. 86 (8. -^ffl 
3.88(s. 3H) 4.09(dd. J=4. 0. 7.0Hz. IH) 4.60(d. J=6. OHz. 3H) 6.80(d. J=6. 
OHz. IH) 6.84(s. IH) 7. 12(dd. J=2. 0. 8. OHz. IH) 7.2.3(d, 1=2. OHz. lHj . 7.42 
(bs. IH) 7.39-7.57(111. 5H) 
g||ffi0yi99 
iJii«^J199a) 
n-N 



7i:-;i'7ii9^l»lgi:2-:J^ □ Or2-:h: Ko^^^'X 5:>'B^Ki:.^;UX;^7^JU;|;:48 
g □ a7}xji/A20inl mkti y ^^i^l. 4g*j!jp;^, ^iaT16l^fBUti^li-:fc. 

^A^D-7h^^7-<-TmML('\^rit>:g^i!X^;i.9:l). x5^;U 5-l7,x^x;U 

'H-NMR(CDCl3) 6:h35(t. J=8.0Hz. 3H) 4.40(q. J=8. OHz. 2H) 6.85(s. IH) 7.36 . 
-7.50(01. 3H) 7. 68-7. 80 (m. 2H) 
iijiM 199b) 
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5-:7x -;M-f y^-^V-JVtJJi'ts^iy U- hO. 4g^x^ y -;HOnil 

'H-NMR (DMS0-d6) (5 : J.32 (s. IH) 7. 48-7. 57; (id. 3H) 7. 92(in.: 2H) . : „ < 
|liS«»ll99c) ; : i r 




x-ju-s-f v=^lJ-'/U;W ;^;P7}^-;H 75 y x5";w 7x-;H j/p/f^m^^fc. 
'H-NMR{CDClj) 5:1.04{d. J=6. 5Hz. 3H) 1. 16(d. J=fr. 5Hz. 3H) 2.90(dd. J=7. 0. 
14. ;OHz.; ,1H) 3. 06 (dd. -J=4. 5. 14. OHz. ; IH) 3. 56 (sept. J=6. OHz. IH) 3. 87 (s. 3 
H)' 4. 10 (ddi J=4. 5; 7. OHz. vJH) 4. 61 (d. J=6. OHz. 2H) 6. 82 (d. J=8. OHz. IH) 6. 
96(s. lH)y 7M5(dd. J=2. 0. 'ft OHzj IH) T: 22.(d. J=2.0Hz. IH) 7.;36(bs. IH)^. 
47(111. 3H) 7. 78(11 2H) it - : , 

Mii««J200a) . . 

mmmmi)]))mtmm(D:^mx']-:^^)ir-i- (2-tr'j vjw-iH-3-e^y-;i'* 
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'H-NMRIDMSO-dj) 6:4. 18(s. 3H) 7.22{s. IH) 7.40(1. J=6.0Hz. IH) 7. 85-7. 94 (m. 
2H) 8.68(d. J=4.0Hz. IH) 12.75(s. IH) 

^mm2mh) 




5";u-5- (2- tr 0 -lH-3-tf^y'J M ti)Ut-=.)i^7S. /) :^-f-M yju-DVz^n'. 

/•^>m^mco ■ 

'H-NMR(CDClj) 6:1.03((1. J=6. 5Hz. 3H) 1. 34 (d. J=6. 5Hz. 3H) 2.90(dd. J=7..0,- 
14.0Hz. IH) 3.05(dd. J =4. 5. 14. OHz. IH) 3. 55 (sept. J=6. OHz. IH) 3.87(s. 3 
H) 4. 09 (dd. J=4. 5. 7. OHz. IH) 4. 24 is, 3H) 4. 60 (d. J=6. OHz. 2H) 6. 81 (d. J= 
8.0Hz. IH) 7. 14(ni. 2H) 7.23(iD. 2H) 7. 34(bs. IH) 7. 64(d. J=8,,0Hz, IH) 7.85 
(bs. IH) 8. 70(d. J=4.0Hz. IH) 
IIMgjl201 

SiimOla) • . . 




i9ii0iji97a) ^c) tmm<D:^mx'i-y^^)u-z- (2- tf u 5?;w -m-i-\fy^/-ju:fy.)u 

'H-NMR{DMSO-dB) 6:4. 13(s. 3H) 7.26(s. IH) 7.32(dd. J=4. 0. 8.0Hz. IH) 7. 82 
(I. J=8.0Hz. IH) 7.91(d. J=8. OHz. IH) 8. 57 (d. J =4. OHz. IH) 
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CO^H 



'H-NMR(CDCl3) 6 :1.03{d. J=6. 5Hz. 3H) 1. 10{d. J=6. 5Hz. 3H) 2.75-3.00(01. 2H) 
.3..57(sept. J^6.0Hz; IH) 3. 81 (s. 3H) 4.05(dd. l.m, m AMis. 3 

H)' 4.52(d. J=6.0Hz. 2H) . 6.-75{d. >8.0Hz. IH) T.OSftn. 2H) 7.15(bs. IH) 7.4 
5 0)5. IH) 7.84(s. IH) 8.04(t. J=8. OHz. IH) 8. 24 (d. J=8. OHz. lH):;& 70 (d. J 

=4. GHz. IH) : - ' • 

MMffl2 ; . ■• " ^ 

i!B092O2a) ' . ■ - 



4 : 1) 2-x5^ jlz-S- 3-^ 7 y-;i/-4-;^7 v 1/- h 0. 8g$r # fc» 

•H-NMR(CDCl3)5:1.34-li-60(ni.6H) 2. 98 (q. 1=8. OHz. 2H) 3.70(s.3H) 4.29(q.J=8.0 
HZ.2H) ■ • 

N^CO,H ■ • 
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'H-NMR{CDCIV-^'?1. 40(t. J=8. OHz. ? 3H) 3; 74 (s. 3H). 4:03(q. J=8: 0Hz. 2H) 



m^mm) e) t IWI^lW^^ffitc J: D > 3- is- ( l (2-X5";i/-5-p^5";P-l. 3-^7 V^- 
jV-A-i ;W 75/ x^;w -4-^ h^kii^y x-;.H -2-< v y ait?^ 

'H-NMR(CDCl3) 6:0. 98(d. J=6. 5Hz. 3H) 1. 10(d. J=6. 5Hz. 3H) 1. 30(t. J=8. OHz. 

3H) 2. 56 (s. 3H) 2. 82-3. 01 On. 4H) 3. 51 (sept. J=6: OHz. IH) 3. 80 (s. 3H) 4. 0 
4 (dd. J=4.5. 7;0Hz. lH) ;4;48d. J=6. 0Hz. 2H} 6. 31(bs. IH) 6. 75(d. J=8. OHz. 

IH) 6.08(dd. J=2.0. 8.0Hz. IH) 7. 13(d. J =2. OHz. IH) 
MMMM . . i - . .. •:iv= :^ 

iaii«»J203a) : ■ 



X5^;i/2-^0 07-fe hi^^lODilt5^^^>X75 H10g$X^::/-;HO0iDnc:^. 
*'>'J;«jy;i';<7 7Ai7P-7h^77^'~TiiML(A^D->:i^S6x5F;H4:l) X5^ 



'H-NMRICDClj) 5:1. 39(1. J =8. OHz. 3H) 2. 78(s. 3H) 4. 35(q. J =8. OHz. 2H) 7.45 
(in. 3H) 7.95(111. 2H) . " . .. 




>COiH 



r 



;l/ 5-^5^;U-2-7xx;i/-l. 3-5^7^y-JP-4-*;U/H^^S^^- M7g$^#^c, 
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'H-NMRffiMSO-dj) 6:2.66(s. 3H) 7.52(iii. 3H) 7.96(ib. 2H) 
^»203c) . 

«0i|19d) e) tmm(D:^m\Z^ O > 2-^ y^P,#=^-i>-3- [4-;< h^'y-i- ( [ (5- 

'H-NMR(CDClj) 6:0.99(d. J=6. 5Hz. 3H) 1. 10(d. J=6. 5Hz. 3H) 2. 65 (s. / 310 ; 2. 86 
(dd. J=7.0. 14.0Hz. IH) 3.00(dd. J=4. 5. 14.0Hz. IH) 3. 52 (sept. J.=6. QHz. 1 
H) 3.82(s. 3H) 4.05(dd. J=4. 5, 7.0Hz. IH) 4.51{d. J=6. OHz.v 2H) . 6. 42 {bs. 1 
H) 6. 77 (d. J=8. OHz. IH) 7. 09 (dd. J=2. 0. 8. GHz. IH) 7. 16 (d. J=2. OHz. IH) 7. 

37(lB.n3H): 7.85(lD. 2H) ■ • :. : U-:,; ;^. - -i I 

N- (2. 4- v^' □ o 7 xzi;W -2- (5-*;i/5 ;i/-2-/ h -> 7 xXJW) 7iz K7 5 H3. 
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lgtX5^;P2-{vX5^jl,*;^j|tU;W-2-x5^;|,7-ferrf l<3. 3gt:mmmia).tmmi: 
/)X5';H 7xx;H-2-yD^yx- h2. 6g^t#fco : 

'H-NMRlCDClj) (5:1. 26(d. J=6. OHz. 6H) 1.35(1. J=8..0Hz. 3H) ;;3.>75.(s: 2H) .3. 94 
(s. 3H) 4.27 (q. J=^8: 0Hz. 2H) 4. 41 (sept, J =6. OHz, IH) 6:95 On; 2H) ; 7. 20 ;r(d. 
J=8.0Hz. IH) 7.3D (d. J=8.0Hz. IH) ;i 79i(d. J=2. OHz. IH) , 7i 85 (dd. J=2. 0. 8. 
OHz. IH) 8. 18(bs. IH) 8. 38(d. J=8.0Hz. IH) 



-~j{?uu7-^) J] X5^;H y x x;W -2--:fu^j h 2g«k 0 xf^;i/2^.(4-pt;.h 
v-3->l2-:t^ry-2- (2i A-Ji; □ o 7" >j /].x^;i>I ^yrJM -zT^ J X- ho. 3g 

.. : ■ V 

'H-NMRICDCl,) 5: 0.88(d. J =6. OHz. 3H) 1.06(d. J =6. OHz. 3H) 1. 15(t. J =8. OHz. 

3H) 2.85(E 2H) 3. 43 (sept. J =6. OHz. IH) 3.65(s. 3H) 3.82(Si 3H) 3. 94.(dd. 

J=4.0. 8.0Hz. IH) 4.09(q. J =8. OHz. 2H) 6. 8() (d. J=8. OHz. IH) 7.13 (a. 3H) 
7.23(d. J=8.0Hz. IH) 8.22(s. IH) 8:28(d. J=8.:0tiz. IH) 
%im2Uz) 



JL^M- (4-^ h=^r v-3- l2-:t^y-2- [2..4-S^i' P □ 7- *) J) X5^;H ^>i^: 
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'H-NMR (CDClj) a : 0. 95 (d. J=6. OHz. 3H) 1. 08 (d. J=6. OHz, 3H) 2. 86 (dd. J=7. 0. 
14. OHz. IH) 3. 00^(dd. 1=4. 5. 14. OHz. IH) . 3. 49 (sept. J=6. OHz. IH) 3. 67 (s. 
3H) 3.84(s. 3H) 4.04(dd. JM. 5.. 7. OHz. IH) 6. 82 (d. J^8i OHz. . IH) 7. 12(ib. :3 
H) 7.23 (d. J=8.: 0Hz. , IH) 8i 20(s. IH) 8. 28 (d. J=8.0Hz. IH) 

|gl3i^205a) 



. $5B^J199t|p|^©3^^l'J;95-{2-:i7Da-7i^M-4-^^ 

•H-NMR (CDCl j) 6 :7. 40(s. IH) 7. 43 (m. 2H) 7. 56 (m. IH) 8. 00,(dd. J?2.'0. 8. OHz. IH) 
|lifi«3J205b) . . . 



mmm m) e) t mmo^ismz^ o 3-3- 1 ( [5- a-ipuu 7 x-^w -s-f y 

■H-NMRICDClj) 6: 0.98(d. J=6.0Hz. 3H) 1.09(d. J=6.0Hz. 3H) 2.84(dd. J=7. 0. 
14.0Hz. IH) 3. 00(dd. J=4.5. 14. OHz. IH) 3. 50 (sept. J=6.0Hz. IH) 3.81(s. 
3H) 4.05 {dd. J=4. 5. 7. 0Hz; IH) 4.46(d. J=7. 0Hz.2H) 6.76 (d. J =8. OHz. IH) 7. 
08 (dd. 1=2.0. 8.0Hz, IH) 7. 16 (d. J,=2. OHz. IH) 7. 29-7. 35 (m. 2H) 7. 46 (dd; .; J 
=4.0. 7..5HZ. IH) 7. 85(dd. J=4.0. 7. 5Hz. IH) 





.COjH 
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mkx^MA: iT'x^;u3-^5^;wi-7x-;i/-iH-5-tf^y-;i'A;i/ij^4^>'U- h 

0. 37g, '\+-y->:i^B?x5";i/9:ll?x5^JP5-pt5";i/-l-7xr:;i.-lH-3-tf^y-;i/ 




'H-NMR(CDCl3) <5: 1. 22(1. J=8. OHz; 3H) 2. 35 (s.= 3H) 4. 22 (q, J=8; OHz. 2H) 6. 80 
(s. ^IH) 7. 42 (in. 5H) • ■ 



x9^;i/5-^ 1-7 X iH-3- 1: ^ V 1/- h 

'H-NMRICDCla) 5: 1. 39(t. J=8. OHz. 3H) 2.34(s. 3H) 4.41(q. J=8. OHz, • 2H) 6. 7 
4(s. IH) 7.40-7.50(11. 5H) 




x5^;i/3-;'^5';i'-i-7xii;i/-iH-5-tf^V-;i'*>'i/Ji^4^xi/- h o. 37g*x<$'y 
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«R{CDCl3) a : 2.35(s, 3H). 6. 87{s. IH) 7.40(n. 5H) 



mmmm) e) tmm<om\zi: o 2-^ v-zu^.^i^-i- m-^ k=^->'-3- ( [ (3-;^ 

^ <&#fc. . . ■ 

>H-NMR(CDClj) 6 : 0.98(d. J=6. OHz. 3H) 1.09(d. J=6.0Hz. :3H) 2. 62 (s. 3H) 2v8 

4(dd, J-7. 0. 14.0Hz. IH) 2. 96{dd. J =4. 5. 14. OHz. IH) 3. 51 (sept. J=6. 0Hz, 

IH) 3.64(s. 3H) 4.03{dd. J =4. 5. 7.0Hz. IH) 4.38(d. J=7. OHz. 2H) 6.23{bs. 1 

H) 6.67{d. J=8.0Hz. IH) 7. 05-7. 08 (in. 2H) 7. 24-7. 32 (m. 5H) 

1111^207 

Mii^J207a) 



iiig«»J206b) X 0 5^;i/-l- :7 X lH-3- 1? 7 V- Jp;tJ Jl'sf^ 

'H-NMR(CDC1,) 6: 2.35(s. 3H) 6.79(s. IH) 7. 42-7. 52 (m. 5H) 
^M^j207b) ■: . 



N 0 
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>;u-i-7x-;i/-lH-3-E5yj;u);*;;i'jj^:i;W 75yx5"ju) :7x-;H 7'o7t> 
it^#fc. • . ■ .'• 

'H-NMR (CDCI3) 6 : 0. 96 (d. J=6. OHz. ^3H) I. 09 (d; J=6. OHz. 3H) 2. 60 (s. 3H) 2. 8 
2{dd; J=7. 0- 14.-0HZ. IH) 2. 97 (dd.' J =4. 5, 14. OHz; IH) 3. 47 (sept. J% GHz. 
IH) 3.76(s. 3H) 4.0ildd. J =4. 5. 7.0Hz. IH) 4. 5 1 (d. M. OHz. 2H) 6. 67(s. 1 
H) 6.71{d. J=8.0Hz. IH) 7.04{dd. J =8. 0, 2. OHz. IH) 7. 15(d. J=2. OHz; IH) 7. 
27(bs. IH) 7. 35-7. 38 (n. 3H) 7. 41-7. 46 (m. 2H) 




mtimia) -c) t mmcD-^mz^ *) ni- is- [ (2. 4- v:t^y-i. 3-5^7-/^ >-5- 

fc. 

'H-NMR(DMSO-de) (5:3. 74(s. 2H) 3. 85(s, 3H) 7. l2(d. J=8. OHz. IH) 7. 23(d. J=8. 
OHz. IH) 7.44(bs. IH) 7. SOU. J =8. OHz. IH) 7.66(s. IH)' 7.90 t. J=8.0Hz. 1 
H) 9. 98{s. IH) 
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Nl-I5-1(2. 4-e^;^-^V-l. 3-5^7^7 >-5-< U5'» h^v'^>v 
;H -2-7 ;i/:tD-4-^ oa^>X75 HO. Zg^:^^^ /-MOwUzmMUy 20iiig(^3 

2-37;i.;tD7xr:;W-2-2-pt h^i^-5M(2-:>^5^^>-4-:t=^^V-l. 3^^ 
--r M y x-;i/7-fe h 75 H80ing<gr#fc. 

'H-NMR (DMSO-de) 6 :2.99 (dd. J=10.0. 14. GHz. IH) 3. 27 (iii. IH) 3. 65 (s. 2H) 3- 7 
3{s, 3H);4.81(b..1H) 6.91(d. J=8.0Hz. IH) 7. 08-7. II (m. 2H) 7. 22 (h IH), 7. 
47(111. IH) 7.89(111. IH) 9.84{s.ilH) ; • 
^li6^209 ^ ;. ' '-i 

^mmiQi t mm0:^miz^ o 5-^ 5^;u-2- (3- if v;w -1.; s-f 7 ' 

'H«{eDCl3) a:2.67(s. 3H) 7. 54(dd. J^i O. 8.0Hz. IH), 8. 31 (d. .J=^: OHz. 1 
H) 8.70 {d. J=4.0Hz. IH) 9. 51(s.; lH) . : 




^«S0iJ19d)e) i:W©;&felcJ;02-f V^o>H^'>-3-4-;^ h^'y-ZrUi^-^^ 
;|/-2- (3-trU 3-5'7y-;M-yl] *;P7}^-;W7S y) T^^JH >'x-;i':/ 

'H-NMR(CDCl3) 6: l-OKd. J=6.0Hz. 3H) 1.1 l(d. J=6.0Hz. 3H) 2.66(s. 3H) 2:8 
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7 (dd. J=7. 0. 14. OHz. IH) 2. 99 (dd.^ J=4. 5. 14. OHz; IH) 3. 55 (sept-/ J=6. OHz.: . 
IH) 3.83(s. 3H) 4.06(dd. J =4. 5. 7. OHz. IH) 4: 52 (d. J=7. OHz. 2H) 6. 59 (bs. 1 
H) 6.78(d. J=8.0Hz. IH) 6.91(s. IH) 7. 09-7. 26(id. 2H) 7.40(id. IH) 7.6G{iik 
IH) 8.56(d. J=7.0Hz. IH) 

^iifi^J210 .:V^. 



i^mrn-:f^)]^^)^oix (1. hm\/\^^D->^m) i8. M^mrvfto s:m^mi-2 

O'C*T-±#$-B-fcmiir/-50'Cfc?&^bfcv N. N-i?>^5";^/J^;i'A75 K3.. 6iil SrfiD 

hi:/7 7^-T-ilt^LK^-y->:S^^X5";W=3:l), l-X5^JUr5-7x:zjI.-lH-2-r 

'H-NMR(DMSO-ds) 6:3.98(5. 3H) 7.28(1. J =8. OHz. IH) 7.40(t. 1=8. OHz. 2H) 8. 

82 (d. J=8.0Hz. 2H) 8. 10(s. IH) 9.75{s. IH) 

S{)i^J210b) 



i-;>^5";p-5-7xx;w-iH-2-'f 5y\/-;u:^7;i/jJ^^'>7;Pxt:Ki gsismios^ 
^5";UX;i^*=^r V H{C^»L, U >i!7K^:^? 0 OA (labl/i) Snil^mfco ffili^ 




N 




247 



wo 01/25181 . 



PCT/JPOO/OtiTSB 



'H-NMR(DMSO-de) 5;4. 00(s. 3H) 7.26tt. J=8.0Hz.: :llD 7.42(t. J=&0Hz.,.2H) 7. 
75 (s. IH) 8.82(d. J=8. OHz. 2H) 



•H-NMR-iCDClj) 6 : 0. Si7'{d. J=6. OHz. - 3H); : 1> 06 (d. :J=6; OHz. 3H) 2. 84 (dd. J=7. 0. 
14. OHz. IH) 2. 97 (dd.. J^4. 5. 14. OHz. IH); 3. 48 (sept. J=6. OHz. IH) 3: 81 (s. 
'3H)-4u02 (iii. IH) 4. 03 (s. ,3H) 4.:52 (d. J=7.0Hzp2H) 6.75(d. . 1=8,; OHz,. IH) 6.91 
(s, IH) 7. 06 {dd. J=2.0. 8. OHz. IH) 7.16 (in. 2H) 7. 2k(io. IH) 7.31(t. J=7. 5H 
z., 2H) 7. 68(d. J=7..5Hz. . 2H) . . • - . 



2-/ h^v-5-[(2-^5"p>-4-:t=*^v-i. 3-5^7 v^^>-5-'f;W :7x-;i. 

'H-NMR(DMSO-d.) a :.3.O0(dd. J=10.0, 14; OHzv IH) 3. 32 (m. IH) 3i65(s. 2H) 3.7 
6 (s. 3H) 4. 82 (dd. JM. 5. 10: OHz. IH) 6. 93.(d; J=8. OHz. IH) 7. l l.dn. 2H)' 7. 38 (dd. 
J=2. 5. 8. OHzi. IH) 7. 64 (d, 1=2. 5Hz. ;4H) 7. 8a(d. J=^8; OHz. IH) 9: 42 (s. IH) 

mmmin 





mm2Zz) -c) . 208a) . b) tmm(D:^mzX O , N1- (2. 4-5^^ O D 7xX^W-2- 
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CO,H 



•H-NMRlDMSO-dj) 6 : 1. 23 (t. J=8. OHz. 3H) 2. 69 (s. 3H) 2. 83 (q. J=8. OHz, 2H) 7. 
70(d. J=6.0Hz. IH) 7.78(s. IH) 8. 60(d. J=6. 0Hz. !H) 

mmmnw • • " 




Iltol9d)*e) tfe«i©;^fefca: 0 -S-S- [ (12-: (2-x^;|/-4-tf.U S>;W'-5^ptr;i^ 

'H-NMR(CDClj) 5: 1.07(d. J =6. OHz. 3H) 1. 18 (d. J=6. OHz. 3H) l. 37 (d, .J=7: 5Hz, 
3H) 2.72(s.- 3H) 2' 94% 3H) 3.06(dd. J =4. 5, 14; GHz. IH) 3. 61 (sept, O=?6. 0 

Hz. iH) ■3:-89 (i. 3H) 4. 12 (dd. J=4: 5. 7. OHz. IH) 4! 59 (d;- ' J=7; OHz. . 2H) 6.55 
(bs. IH) 6.84(d. J=t GHz. IH) 7; 18 (d. J=7. Oflz. IH) 7;22(s. IH) 7. 63 (m l 

H) 7.72(s. lH) -8;'62(d. J=5;0Hzr'1H)' ' > • 

Mgil213 ■■• ■ " ■' ' 




NH^ CO^Et 



N' 



^>X75 K:^vA6.7gtX^;i/:/Dt?:tU-h5inl*pl^'y-;HC^«l>, 3»# 

-X'mni.(^^D->:Sfm:iL^J\>=\0:\). X^}1 (Z)-3-^(((Z)-l-75V-l-7x 
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'H-NMR(CDC1,) 5: 1.30(t. J=8.0Hz. 3H) 4. 17 (a. 1=8. OHz. 2H) 4.90(d. J=6. OHz. 
IH) 5.25(bs. 2H) 7.38(d. J=6.0Hz. IH) 7. 40-7. 50 (n. 3H) 7. 65(iii. 2H) 



(Z) -3- ( [ (Z) -1-75 y-l-:7x-;i/?t5^'J x>] 75 X-r, 
h4.5g^>'7x-;i'X-x;l/30inHc^il?t. ZOCCTSftPalMUfc. ^mm-tmz 

^ 7 ^ > : PSf X5^;i'=l : l->i?^^ □ □ ;< iS' > : y -JV^SO : 1) > 

X9^;i/ 2-7 xx;i/-lH-5-< 5 3^y-;i'*:JVjJ^+>' ^- 3; 5g^#fCo 
'H-NMR(CDClj) a: 1.39,(t,; J=8.0Hz. 3H) 4. 38 (a. J=8.0Hz. 2H) 7..43(m.:.?H):,7.7 
8(s. IH) 7.90(11. 2H) ■ 
Mt?iJ213c) 

;W:A75 H30nn^^Mb, 7K?^T7jc^^k^ h U -^AO. 71g$:»..^iST' 1 
#Ufci .RrviS=£ll«?&l'^ 3C;<b/5^JH..5Bl^*DA, MT30^f.1ii#bfc. 
R^S^JC*, ig'ft7>^X'>A^^K€:l]P^, S^KX5^;H?«ail./i, SlF^X^II^P 

'J^-ir;U^7A^D-7h^77^--e*iMt, ^+U->:l^mx5^;W=8:I.TXfJV 
l-p^5^;i/-2-7x:^;P-lH-4-r 5^y-;i':^>'l'^+->^-^0. 6g*, 
X5^;P=1:1TX5^;U l-7^5^;P-2-7x:iJW-lH-5-'r5i5'*^/-;i^:^;U^=^r'>W-h2. 

2g<&#fc. 





X^ ;W l-^^Jl'-2-7 xX;i/-lH-4-f 5 ^V-)Vtt)V:^y.^'^ h 
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.'H-^ftlR(CDCl3) '5■: :1. 37(t. J=8. OHz. 3H)'3;M'(s. 3H) 4..34.(q:' 'J=8.0H2. 2H) 7.4 
6 (m. 3H) 7. 60 (m, 2H) 7. 83 (s. IH) . 



x^;i/ !-pi5';u-2-7x-;i/-iH-5-'f5^\/-;i'*;U/}^^r'>u-K •' 

'H-NMR(CDCl3) (5: 1.39(t. J =8. OHz. 3H) 3.77(s. 3H) 4. 39 (a. J =8. OHz. 2H) 7.4 
5 {di. 3H) '7. 64{ni. 2H) 7.68(s. IH) - ; 



»H-NMR'(CDCl3) ^5 : 3. 77;{s.. 3H) T. 52 (m.' 3H) 7. 71 (m. 2H) 8. 06 (s. IH) • - 



'H-NMR(CDClj) a : 0. 82 (d. J=6. OHz. 3H) 0. 97(d. J =6. OHz. 3H) 2. 66 (dd. J=;Z. 0. 

14.0Hz. IH) 2.79{dd. M.S. 14. OHz. IH) 3. 41 (sept. J =6. OHz. IH) 3.76{s. 
3H) 3.78(s. 3H).3. 91(dd. 1-4,5. 7.0Hz. 1H).4.37 (d. J=7. OHz. 2H) 6. 87 (d. J 
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=8.0Ht IH) 7. 05-7. 0800, 2H) 7. 46-7. 53 (m. 3H) 7; 72 (d. 1=6. 5Hz. IH); 7. 82 (s. 
IH) 8. 13 (bs. IH) . • 



-COjH 




'H-NMReCl^ 6: 3.86(s..i 3H) 7. 52{Bi..3H) 7. 68(111. 2H). 7. 83(s. IH) 



COjH 




'H-NMR(CDCl3)6: 0.84(d. J=6. OHz. 3H) 0.99{di J<0Hz. 3H);,2.70(dd. M.O. 
14.0Hz. IH) 2.84(dd. J=4. 5. 14. OHz. IH) 3. 44 (sept. J =6. OHz. IH) 3.79(s. 3H) 
3.90(s; 3H)i3.96(dd. J=4. 5. 7. 0Hz. IH) 4. 40 (d. J=7. OHz. 2H) 6. 90 (d. J^8. OHz. 
IH) 7.11(01. 2H) 7; 56-7. 64(111. 3H) 7. 70-7. 76 (m. IH) 8. 10(s. IH) 8.97{bs. IH) 
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CI 

•H-NMRIDMSO-dj) 6: 2. 68(s. 3H) 7. 48-7. 55 (m. 2H) 7.65(d. J=8: OHz, IH) . 8. 24 (d 
d; 1=2.0. 8.0Hz, IH) 13. 50 (bs. IH) ' : . 




mmm2itmm<D:^m\z^ o 3-3- [ ( (2- (2-^:7 no 7x-;» 4-^^)Wi\ 

'H-NMR(CDCl3) 5: 1. 07(d. 1=6. OHz. 3H) 1. 17{d. J=6. OHz. 3H) 2.74(s. 3H) 2.93(dd, 
J=7i 0. 14.0Hz. IH) 3.07(dd, J =4. 5. 14. OHz. IH) 3. 60 (sept J-6. OHz. lH); 3..89(s. 
3H) 4. 13{dd. J=4. 5. 7.0Hz. IH) 4.59 (d. J=7.0Hz. 2H) 6.84(d. J=8. OHz. IH) 
7. 16 (dd. J=2. 0. 8. OHz. IH) 7. 23 (d. J=2. OHz. IH) 7>35-7i 38 {ib,v 2H) 7. 48-7: 51 (m. 
IH) 8. 23-8. 26 (m. IH) - • 

llliS^J216 . 
SMI 6a) 




'H-NMRiDMSO-ds) 6 :2. 66 (s. 3H) 7. 56(d. J=8. OHz. 2H) 7. 98(d. J^8. OHz. 2H) : 
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^mmitwim(o:&m^zxm-z- 1 ( [2- (4-^ o d 7.x.ii;i/)-5-p^^/1'-i. 3-5^7 

'H-NMRCCDCU 5: 1.07(d. J=6. OHz. 3H) 1. 17 (d. J=6.0Hz. 3H) 2.70(s. 3H) 2.93(dd. 
J=7.0. 14.0Hz. IH) 3.06(dd. J=4. 5. 14. OHz. IH) 3. 60 (sept. J =6. GHz. IH) 3,-90 (s. 
3H) 4. 13(dd. J=4.6. 7.0Hz. IH) 4.58 (d. J=7. GHz. 2H) 6.52(b$; IH) 6.84(d. 
J=8.0Hz, IH) 7.16(dd. J=2.0. 8.0Hz. IH) 7. 22 (d, J =2. OHz. IH) 7. 41 (d. J=9. OHz. 
2H) 7.86(d. 1=9. OHz. 2H) 

Mji0O2O3<!:|i|»©;^?i^5-7^5^;i'-2- (2-5^xz:;i/)^l. 3-^7y-;i'-4-:^?;Udt 

'H-NMR{DMSO-di) fi:! 60(sJ .3H) 7. 08(dd. J=4. 0. 5. OHz.. IH) 7. 77 (d. 1=8. ,0Hz. IH) 
7.80{d, J=5.0Hz. IH) 38(bs. IH) 

- (2-5^xz:;w -1. 3-^7y-;i'-4-< ;H * ;^>f^-;^7 5 y ) p^^jh y 3i.--'i<:^d 

'H-NMR (CDCI3) 6 : 1. 05 (d. 1=6. OHz. 3H) 1. 17 (d. J =6. OHz. 3H)' 2. 67 (s. 3H) 2. 93 (dd. I 
=7.0. 14.0Hz. IH) 3.06(dd. J =4. 5. 14. OHz. IH) 3. 59 (sept. J=6.0Hz. IH) 3:,89 
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Cs. 3H) 4. li((l(J. J=4.5. 7: 0Hz. IH) 4. 57 (d; J=7. OHz; 2H) 6; 49 (bs. IH) 6: 8 
3(d. J=8.0Hz. IH) 7. 08 {dd. J=4.0. 5.0Hz. IH) 7. 17 {dd. J=2: 0. 8.0Hz. IH) 7. 
22 (d. J=2. GHz. IH) 7. 43 (dd. J=l. 0. 5. OHz, IH) 7. 52 (dd. J=i. 0. 4. OHz. IH) 
^^^i218 

mm2m " . • , .. . > 



(±) -Z-a-*;^Jl^y -» h U p^^;i'X;^x;i'20. 6g$:i^i7 □ Q;^^>200inl 
fc^^^U, 1. 8-v71f e->^ o [5. 4. Q]-l-^>y'±>i. 9Bli&JnAfc. KfSJK^^ 
Si?15i^PBml^U^d^tert-:/5F;i/-N- {5-JJv;i'^;i/-2^^ h^i^^>VjV) *)W\*^ 

^ -T'liia b {^^^ > : gti!X5";i/=3 : 1) , ;^ (Z) ^2- [ (^ >e>;!;:t =^^.$>) * ;p 
7}^ - JW 7 5 y-3- (3- i (ter t-:^ h 7 5 y ] X5^;>P-4-pt h ^r->7 ± 
iiJW -2-7'0'>^ y X- 1^ 2 lg$r#/co 

'H-NMR(CDCl3) d:1.44(s. 9H) 3.80(s. 3H) 3.86(s. 3H) 4.25(s. 2H) 4.90(bs. 1 
H) 5. I3 (s. 2H) 6. 78(d. J=8; 0Hz^ IH) 7i 35(ni. 5H) 7. 42{iii. IH) 7: 49(m. IH) 



(Z)-2- [ (^>v;i'^=¥'» *;U3}?x;W 75 >'-3- (3^ [ (terl-:/ h+->* 

;U/}^-jl/)7$y] ;<5';i'-4-y h^->:7xxjw-2-yD^yx-h5g$^^y-;i' 
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^:Lt\z^-oXmny^^M ^^)^ 2-7Sy-3-(3-[(tert-:/^=^rv:t»;i//J<- 

'H-NMR (CDCI3) 5 : 1. 43 (s. 9H) 2. 80 (dd. J=7. 0. 14. OHz. IH) ... : 

3. 69 (dd. 1=4. 5. 14. OHz. IH) 3. 72 (s. 3H) 3. 82 (s. 3H) 4. 27 (d. J=6. OHz. 2H) , 
5. 00 (bs. IH) 6. 79 (d. J=8. OHz. IH) 7. 06 (m. 2H) 



7 x:s^l/) J XjTL^ 3; 4g€r ^ □ p 7i^::>V-^3pml L , Wit 1, 7id1 tMm^< 
35Bl%m. BO^C-fZO^^MWUi^t. ^;«?S*tS3K}^U 7jcS.«i^^.D 

:^1i->;e^^X5^;H9: 1) > 1" H- (3- [ (tert-7* h,=^^->:^;i'7K:::M75V] ;<5^;i/-4 
h:^^>^^>i^;i')-2-p^ h^i/-2-:t^VX?;H-l->^7v^>-l'1' '^'^ 2. 5g^# 

fco ■■' .■ - ■■■■■ ; 

'H-^NMR (CDGla) 6 : 1. 43 (s. 9H) 3. 78 {s..3H) 3; 82 (s, 3H) 4. 27 (d. J=6. OHz. IH) 
5.00(bs. IH) 6.79(d. J=8.0Hz. IH) 7. 11 (m. 2H) 

|liS0ll218d) 



l-(lM3-t Uert-:3^h=^^e^:*;i'>l^x;i/) 7^ y] ^^;W4:;^ h+5^'^>5^>lW-2- 
^ h^5/-2-*=^VX^;H-l-i^7v>-H':?A 2g$rn-:/o/V-Jl/30inHc:^«l 
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fc, ■• ,'. 

'H-NMR(CDClj) a: 0.87(d. J=8. OHz. 3H) 1.58(q, J=8. OHz. 2H) 2:97(dd. J=7. 0. 
14.0Hz. IH) 3.09(dd. J =4. 5. 14. OHz. IH) 3.38(iii. IH) 3.52(1. IH) 3.85(s. 3H) 
4. 07 (dd. J=4. 5. 7. 0Hz, IH) 4.60(d. J=7. OHz. 2H) 6. 82 (m. 2H) 7. I6 (dd. J=l 0. 
8.0Hz. IH) 7.30(dd. J=2. 0. 8.0Hz. IH) 7.40{d. J=2; OHz. 'lH) 7;40(d. J=2. OHz. 
IH) 7. 65 (d. J=8.0Hz. IH) • > : ^ r 

lljifi^J219 ... V 




'H-NM(CDC1,) 6 :2. 40.(s. 3H) 2. 77 (s. 3H) 7. 25 (d. J=8.. 0Hz.^2H) 7: 85 (d; 1=8. OHz. 2H) 




IIB^'iJSS tl^^O:^^lCckD 3-3- [ ( (2- (4- ^ 7 X " J W -5- p< 1 . 3-5^ 7 

y-;p-4-'r;n ;<7;i/7}^-;i/75 y) p^5';H-4-^ h=\^->7xnji/-2— r v:/o#.+ 

'H-NMROCg 5: 1.07(d. J=6.0Hz. 3H) 1. 17{d. J=6.0Hz. 3H) 2.40 (s. 3H) 2.70(s. 
3H) 2. 93 (dd. J=7. 0. 14. OHz. IH) 3. 07 (dd. J=4. 5. 14. OHz. IH) 3. 60 (sept; J=6. OHz. 
1H) .3. 89(s. 3H) 4. 13(dd. J =4. 5. 7. OHz. IH) 4.58 (d. J=7. OHz. 2H) 6.49(bs. IH) 
6.84(d. J=8.0Hz. IH) 7. 16(dd. J=2. 0. 8..0Hz. IH) 7.22(d. J=2. OHz. IH) 7. 24 (d. 
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Ir&OHz. 2H) 7: 8l(d. J=8.0Hz. 2H) 



' H-NMRlCDClj) (5:2.80(s. 3H) 7.23(4 J=8.0Hz. IH) 7.84(iii. IH) 8. Q9(dd. J.=2. 
0. 8.0Hz. IH) 



J|JS0iJ38 1 J; 0 3-3- ( ( 12- (3-^ p nA-y)V:^ uy.x.=.}V).-5-^^ 

'H-NMROClj) 5: 1.07(d. ]=6. OHz. 3H) 1. 18 (d. J=6. OHz. 3H) 2.70{s. 3H) 2. 94(dd. 
J=7.0. 14.0Hz. IH) 3.07(dd. M. 5. 14. OHz. IH) 3. 61 (sept. J=6. OHz. IH) 3.89(s. 
3H) 4. 13(dd. J=4.5. 7. OHz. IH) 4.58 (d. J=7. 0Hz. 2H) 6.52(bs. IH) 6. 84(d; 
J=8.0Hz. IH) 7. 17(dd. J=2. 0. 8.0Hz. IH) 7. 21-7. 23 (n. 2H) 7. .76-7. 80 (m. IH) 
8. 02 (dd. J=2.Q, 8.0Hz. IH) < 
^M^J221 



mmm2QZtmm(D:b&X'2- (2. 4-i?i7 □ □7xZ-»-5-^5">'Wl. 3-5"7>/:-;i' 
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'H-NMRfDMSO-ds) 5 :2. 67(s. 3H) 7. 60 (dd. J=2. 0. 8.0Hz. IH) 7. 86 (d, J=2. OHz, IH) 
8.28(d. J= 8.0Hz. IH) - - 

CO^H ^ - - ' > 




'H-NMR (CDClj) 5 : 1. 07 (d. J=6. OHz. 3H) 1. 17 (d. J=6. OHz. 3H) 2. 72 (s. 3H) 2. 94 (dd. 
J=7.0. 14.0Hz. IH) 3.07(dd. J =4. 5. 14. OHz. IH) 3. 60 (sept. J=6. OHz. IH) 3.89(s. 
3H) 4.13 (dd. J=4. 5. 7:0Hz. IH) 4.59 (d. J=7; iOHz; 2H). 6. 52 (bs. IH) ' 6; .84!(a. 
J=8. 0Hz, IH) 7. 17(dd. J=2. 0. 8.0Hz. lH)7.23(d. J=2. OHz. IH) 7. 36 {dd. - J=2. 0. 
8.0Hz. IH) 7.51{d. J=2.0Hz. IH) 8. 24 (d. J=8. OHz. IH) 
^i6^J222 : 



mmm222i) 




m7^m02tmm<D:l5mX'2- (2-^5^;i'7 xz:;W -5-pi^;P-l. 3-5=-7 v-;u-4- 

•H-NMR(CDClj) 6:2. 61(s. 3H) 2. 82(s. 3H). 7. 27-7. 33 (m. 2H) 7i37 (d. J^8. OHz. IH) 
7.80{d. J=8.0Hz. IH) 

CO^H 
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nmmiitmm<D:^m\z^ d 3-3- 1 ( [2- {2-:^^)]^y ;w -5-p^5^;i/-t1, 3r5^7 

•H-NMRlCDClj) (5: 1.07(d. J=6. OHz. 3H) 1. 17 (d. J=6. 0Hz. 3H) 2. 57 (s. 3H) 2. 72 (s, 
3H) 2. 94 (dd. J=7. 0. 14. OHz. IH) 3. 07 (dd. J=4. 5. 14. OHz. IH) 3. 60 (sept. J=6. OHz. 
IH) 3.89(s. 3H) 4. 12(dd. J =4. 5. 7.0Hz. IH) 41 59 ^{d, ■j=7.:0Hz. 2H) 6. 51 (bs. IH) 
6.84(d. J=8.0Hz. IH) 7. 16(dd. J=2. 0. 8.0Hz. IH) 7.24 (d. J=2.0Hz. IH) 
7. 26-7. 38 (m. 3H) 7. 70 (dd. J=2.:0i ■ 8. OHz. IH) - 

1IM^J223 : . . , :• • • ^ I i;. - - 

:SJ:ii0iJ2O3 1 l^«l®:«rgfeT?2- (4-^ h 5/ 7 X :=i#) -^^^^^ 

'H-NMR (DMSO-dg) 5 : 2. 63 (s. 3H) 3. 80 (s. 3H) 7. 04 (d. 1=8. OHz. 2H). 

7. 90 (d. J-8. OHz. 2H) ■'■'f:Cu 
||JS0y223b) ■ 




mmmZitmm(D:^mz^r)i-2-H[2-M-:^ K^->7x:^JW-5-p15^;V-1..3-5^ 

'H-NMR (CDC Ij) 6: 1.05(d. J =6. OHz. 3H) 1. 17(d. J=6.0Hz. 3H) 2.69(8. 3H) 2. 93 (dd. 
J=7.0. 14.0Hz. IH) 3.05(dd. J =4. 5. 14. OHz. IH) 3. 59 (sept. J=6. OHz. IH) .3. 86 (s. 
3H) 3.89(s. 3H) 4.12(dd. 1=4.5. 7.0Hz. IH) 4:58(d. 1=7. OHz. 2H) 6.49(bs. IH) 
6.83(d. 1=8. OHz. IH) 6.94(d. 1=8. OHz. 2H) 7: 17 (dd. J=2. 0. 8. OHz. IH) 7. 2.2 (d. 
J=2.0Hz. IH) 7.86(d. J=8.0Hz. 2H) 
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Mii^J224a) 



•H-NMRlCDClj) (5:2.42{s. 3H) 2. 81 (s. 3H) 7.32(in. 2H) 7. 76 (dd. J=2. 0.;.8. OHz. IH) 
7. 82(d. J=2.0Hz. IH) v ; . i; 

^ig^J224b) 



lli(S««J38tl^«lO:^S{l J: 03-3- [ ( [2-(3^5";i/7x::i;W -5^/5^;i/-l. 3-5^7 
y-;P-4-<;W :t»;i'3}<:z;|/75 y) ^5^;H-4-pt H4^v7x::i;P-2T'r.y>^D/fN+.:- 

... ,:v, . ... 

'H-NMR (CDClj) 5 • 1. 07 (d. J=6. OHz. 3H). 1. 17 (d. • J=6. QHz., 3H). 2. 4;1 (s. 3H) 2. 71 (s. 
3H) 2. 93(dd. J=7. 0. 14.0Hz. IH) 3. 06 (dd.--J=4. 5. 14:'0HzHH), 3^ 60 (sept. J=6.0Hz. 
nro 3. 89(s. 3H) 4. 12(dd, J=4..5. 7. OHz; IH) 4 58 :(d; J=7. OHz. 2H) 6. 49.(bs. IH) 
6.84(d. J-8. 0HZ. IH) 7. 17 (dd. 1=2. 0. 8. OHz. IH) 7. 23 (d. J=2. OHz. IH) " 
7.25-7.34 (10. 2H) .7.70{d. J =8. OHz. 2H) 7. 76{bs. IH). , 
IIM^J225 
i!ii^J225a) 



^ii0iJ2O3 1 I^^H® :^ST2- (4- 7 □ 7 X -JV) -5- ^ 1. 3-5" 7 V-)\^-4 
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'H-NMR(CDCl3)5:2.85(s. 3H) 7. 16(t. J=8.0Hz. IH) 7.87(t. J=8. OHz. : IH) : 




mmntnmo>:^m:i^ *) 3-3- [ ( 12- {4-7;u:r o 7 x-;w -s-^^ji^-i. 3-5^ 

MSm/e (ESI) W) 487 
^lifi^226 

mii«»l226a) * , 

N^COjMe 

>:gtmx5^JU=4: 1-1: 1) , i^^JU 2-75C/-5-p^5^;P-l. 3-5^7^/-;i'-4-:^JVst^ 
+vl/-h2.8gS:#>t„ ' ■ • 

'H-NMR (CDCl,) 6 : 2. 6 Us. 3H) 3. 88 (s. 3H) 5. 02 (bs. 2H) 

„ N^COiMe 



wo oi/ism 
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-I. 3-5'7\/-JM-*;Pj1?^'>U- h 0. 47g<&#fc. 

■H-NMRCCDClj) 6 :2.74'(s. 3H) 3. 93{s. 3H) ' ■ ■ 

mi^mmc) ■■■■■ ■■■ -.■ • >. 

CI 

'H-NMR (CDCI3) 6 :2. 83 (sV 3H) '3: 97 (sv 310^^7. 38 (m. i<'2H) 7. 77 (dd. J=2:.0.;; 81 OHz. 
IH) 7.94(d. J=2.0Hz, IH) 
®)i0iJ226d) 

2-(3-/5";i^7xx;W-5->^^)l'-l. 3-5^7y^jl'-4-*;i'3j^+'>l/--hO. 
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,'H-NMR(PMS0-d5) 6 :2. 73(s. 3H) 7. 55{iii; 2H) 7. 83(drJ=8. OHzv-lH)t .^ 
7. 93 (d. J=2. OHzv IH) - '! . 

mmmztmm(D:^mz^ o 3-3- [ ( 12- (3-;< ^;V7 x-;w -5-^?;wi. 3-5^7 
MSni/effisi) mm) 

jlM^J227 




'HfrnKIDMSO-dg) 6 :2. 74{s. 3H) 8,75(s.MH) 8. 90{s., 2HK: , 



CI ' 

|liS^J38<!:|5l^0;^&lc:a: 03-3- [ ( (2- (3-5-v^^ □ o :7xn;W -S-p^^^JWl. 3- 

MSn/e ffiSI) 537 (MHt)i -vi; . 

#tS^J228 . . , : , . .. > ■ 




264 



WOOl/25181 



PCT/JP6o/06788 



'H-NMR(CDC1,) 6 :2. 53 (s. 3H) 2. 81 is. 3H) 6. 74 (d. J=5. OHz. IH) t 28 (d. J=5, OHz, IH) 
^Ji«»J228b) 



ll»fi«»J38i J; 0 2-1' y y 07i?+>'-3-4-pt h+ v-3- 1 ( \5^:^^^2 

-{5-p^5";i'-2-5"i-;w-i. 3-5"7i/-;p-4-'f;H*;uji?~;P75,>) p^5";H 7x 
MSiB/e(BSI) 489 W) 

li^^J229 • • • > . • "s .-.;i:v 

Mi^^J229a) 



ISji^«J226i|i|^©:^StCcfc 0 5-:^^)l-Z- (3-^x- JW -1. 3-5^7 l/^;i>^4-* 

'H-NMRICDClj) a :2.84(s. 3H) 7.41{dd. J=l. 0. 5.0Hz. IH) 7.50(d. 1=1 OHz. 1 
H) 7.81 (d. J=5.0Hz. IH) 
llifi^J229b) • 



' mmmiitm^o):^mz^ K)2-W'^:/nt-^iy-z-A-^ h^v-3-[([5-^5^;i/-2 

-(3-5"x-jl/)-l. i-9-7'J-)\^-4-^Mti)l^t-:z)[^7S. y ) ^^)V] yx.-.)ly'n 






0 
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MSiii/elESI) 475 (MHn 

'H-NMR(CDCl3) 5:2.83(s. 3H) 6.92(d. J=5. OHz. IH) 7.24(d; J=5. OHz. IH) • 
«^J23Qb) .... 

||Jfi««!38 1 J: 0 3-3- [ ( [2- (5-^/ D d-2-5^X-;W -5-^^;V-h 3r 

MSiii/e{ESI) 509 W ; =. 

mmm2i\ 

§8iifi»l231a) . V 




'H-NMR (CDCI3) 5 : 1. 64 (m. 2H) 1. 78-1; 94 (m 4H) 2. 00 (m. 2H) 2 ,95 (qui. J=^6. OHz. 
IH) 6.86(bs. IH) 7.50(bs. IH) 
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■H-NMRCCDClj) : 1.70-1. 88 (b. 6H) 2.20(in, 2H) 2.72(s. 3H) 3. 42 (qui. J=6. OHz. IH) 

^iigM38tl^#®;&Jiteck 03-13- { [12--^ 
MSm/e (ESI) 461 W) 

mmmizi . ' ■ . u " :'. 

iaji0y232a) 

'H-NMR(CDCl3) 6 :1.25-1. 55 (e 5H) I.75(id. 1H) 1. 86(iii. 2H) .213 0n. 2H) 2. 7,2.{s. 

3H) 2. 96 (qui. J=6.0Hz. IH) 

Sig0i|232b) 
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MSiB/e(ESl) m) m ' . uc--. 



iaj^^J231 ^(^^©^F^fCct 0 2- (2-p^ 5^;U7 x::i;W -5-:;J^,5^;P-1. 3-f 7 

'H-NMR(CDCl,)15f2;6l:(sv 3H).2.82'(s. 3H)^ 7. 30(iii;^ m l^mdi^i^mm 
7. 80 (dd> 1=2.0- 8. 0Hz. IH) ' ; i - . 



^Slg0!l38i:™®;&ftfc J: D 3-3- [ ( [2- (2-^^)Vy xiiJW 



0- 
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'H-NMR(DMSO-dg) (5 :2. 66(s:3H) 4. 02 (s. 3H)- 7. 10 (t. J=8. OHz. IH) 
7. 25 (d. J^8. OHz. IH) 7. 55 (t. J=8. OHz. IH) 8. 28 (d, J=8. OHz. IH) 



^i>;<7;u7}^>i?<£f#fc^ • • : -. . . . .. V .. 

MSffl/e(ESI) 498 (MH*) . : ; 

lli6^J235 ; . . .. . 

Mji««J235a) 



2- v7 y -3-^ 'J >?>2g$ tr v v?>30idk h u x^^juT 5 >i2ini \zmm U 

-X5Tyi/=l : 1) ; 3-^5";i.-2-tr >J v.>*;i/7H5^:tT$ H2. 6g<&t#^c. 
'H-NJffi (CDCI3) 6 :2. 76 (s. 3H) 7. 28 (m. IH) 7. 62 (d. J=8. OHz. IH) 8. 37 (d. J=4. OHz. IH) 
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'H-NMR{DMS0-de)5 :2.66(s. 3H) 2.7I(s. 3H) 7.42(dd. J=4. 0. 8. OHz. - IH) 7. 80 
(d. 1=8. OHz. IH) 8.44(d. J=4.0Hz. IH) 

mmmzitmm(D:^m\zj: o s-s- [ ( [2- (3-^5^;i/-2-tf u v;w -5-pi5^;uH. 3- 

MSm/effiSI) 484 (MH») 

^M^236 
Mjg^236a) 

-0.^- . . : - ' 

.^gT16^P«m#bfc. SJS:ig^iaBETie$S.b, Si6S:vU*>^Jt':^7 7A^PVh 
^ -7 ^ -T'ffiM l> {|^MX5^;W : / iS^ / =4 : 1) , 3- tT U >1{-:t^ -> F 2. 4g€: 

'H-NMR(CDCl3)6 :2.31(s.3H) 7. 10 (d. J=8. OHz. IH) 7. 17(dd. J=4. 0. 8. GHz. IH) 

8. 07 (m. 2H) 

g{«236b) 



3-eU >?>N-:t=t^v' H2. 4g$:7-fe h— h 'J;1'30idH2^MI>. h U p^5^JI'->'J Jl^i^ 
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; 'H-NMR{CDC1,) 6 :2. 41 (s. 3H) 7. 63 (d. J=8. OHz. IH) 8. 34 (bs. IH) 8. 60,(d. J=8. OHz. IH) 



fi»J203 1 P«©;&ffiT-^!ia-r -5 ^ t f3 J: t) 2- (5-x5^;W2- tf U -5-^ 3 

-5'7V~;p-4-*;i/#>^$#fc. 

'H-NMRffiMSO-de) 6:2. 35(s. 3H) 2. 65(s. 3H) 7.78{dd. J=2. 0. 8.0Hz. IH): 8.,02 
(d. J=8.0Hz. IH) 8.48(d. J=2.0Hz. IH) 



%mmZZt:m^a>:f5mz^ri 3-3-{([2-(5-^5';U-2-trU>?;P)-5-TPt^;P-l. 3- 

MSiB/elESl) 484 (MH*) 

^i660y237 

Mj^«s|237a) 
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mTBm20itnm(o:^mz^ o 2- (2-^ □ □ 7k-:»w -5-x^;p-i; ^-^7V-)v 

•H-NMROCl,) (5:1.37(t. J=8.0Hz. 3H) 3. 24(q. H=8. OHz. 2H) 7. 40 (in. 2H) . 7. 52 
'{m. IH) 8. 35 (id; 1H) 



mnmitnm(D-^miz^ o 3-3- [ ( (2- (2-^ □ p 7 xii;w -5-x5^;u-i. 3-5^7 

MSiii/e(ESI) 517(MH») 

lljifil?i|238 ; ■ ' '■ • ■■ 

mji*^238a) ' ■ - ■ • ' 



gi)i«»l203<!:|s|^©:&St-.kt)2-(4-:i7DP7x:r;W-5-j:5";P-I. 3-5"7y-;i/ 

■H-NMR (DMSO-de) (5 : 1. 23 (t. J=8. OHz. 3H) 3. 08 (q. H=8. GHz. 2H) .7; 57 (d, J^8. 0H4} 2H) 
8. 00 (d. J=8. OHz. 2H) 



mmmiitmm<Dismiz^ o 3-3- 1 ((2- (4-^^ p p 7x-;i/) -5-x^>ii/-i. 3-5^7 
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MSiii/e(ESI) 517 W) - 



'H-NMR(DMSO-ds) 5:1.23(1. 1=8. OHz. 3H) 2.35(s. 3H) 3. 07 (Qf : H=8. OHz, 2H)r 7: 
30 (d. J=8.0Hz. 2H) 7.86(d. J=8. OHz. 2H) . 

llifi^^239b) : vv;,::;^ 



lli6«»J38t l^ilC);5f^felcJ; V) 3-3- [ ( (2- (4-pt5^;U7i£:n;W -5-X3^;i'-l. 3-5^7 

MSin/e(ESI) 497 (MH*) : , : - u 

^]S60iJ24O 
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MMRIDMSO-dB) 6 : 1. 27 (I. Jf8. OHz.^ 3H) 2. 74 (s, :3H) i3. 10 (a., H=8. OHz. 2H) 7. 
42 (dd. J=4.0. 8.0Hz. IH) 7.81(d. J=8.0Hz. IH) 8.48{d. J=4; 0Hz. IH) , 




Illfi«aj38i:|p|«©;5ffi{c J: 0 3-3- ( ( [2- (3-^5^;U-2-tr U -5-x5^;i/-1. 3- 

MSm/effiSI) 498.(MH*): , ;i , . f 
^3i«s|241a) 




7V''-;i/-4-*;U3j^>mS:#fc. : . 

'H-NMR OlSO-ds) a : l/24(t. J-8;0Hz. 3H):, 2.35 {s. 3H)- 3, 09. (q. H=8. OHz. 2H) 7. 
79 (d. J=8.0Hz. IH) 7. 81 (d. J =8. OHz. IH) 8.49{s. IH) , . 
«0y241b) 




mmmiitmm<Di5m\z^ o 3-3- 1 ( (2- a-z^^jv-i-i^ u v;w -5-x5^;i.-i. 3- 
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MSiii/e(Esi) mm) 



CI /. 



'H-NMR{CDCg (5:l.35(t. J=8.0Hz, 3H) 3.20(q. H=8. OHz. 2H) 7. 21 (d.. J=8: OHz; 
IH) 7.83(111. m 8. 10(dd. J=2. 0. 8.0Hz. IH) 



mmmntmm<D:^mizi:m-3^ i ( [2- (3-^^ o nA^^yjvrtnyx.-m 

MSiii/e(ESI) 535 (MH*) ' ' . ■ ' • ' > . 



i}ii^J2D3<i:l^^®;^^T5-x5^Jl.-2- (2-5^xx;W -1, 3-9^7 V-;i'-4-;^7JPiH 

•H-NMRlGDClj) 6 :1.33 U. J =8. OHz. 3H) 3. 18'(q. H=8: OHz. 2H) 7. 10{dd. J=4. 0. 
5. 0Hz. IH) 7.47 (d. J=4. OHz. lH) '7. 60 (dj J=5. OHz. IH) • 
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MSia/elESI) 489 (MH1 J • ■ . • . - 




7^4^ v'-S- (4-^ h ^y. -3-2--;[4- i( h "J J? -'l'^ P ^ 7 3t 7 X5^>;wa.x^ 

'H-NMR(CDC1,) 6: 0.96 (d. J=6.0Hz. 3H) 1.15 (d. . J^6. OHz. 3H) 1. 23 ; (t. J=7. 
2Hz. 3H) 2.79 (dd. J=8.4, 14.0Hz. IH) 2.95 (dd. 1=4.8. 14.:0Hz. IH) 3.08, 
(t. J=7.6Hz. 2H) 3.50 (sept. J=6.0Hz. IH) 3.82 (s. 3H) 4.00 (dd.. J=4.j8. 8. 
4Hz, IH) 4.15-4.20 (m. 4H) 6.78 (d. J=8. OHz. IH) 6.96 (d. J=8. 8HZv .2H),;7.' 
09 (s. IH) 7. 10 (d. J=8. OHz. IB) 7. 52 (d. J=8. 8Hz. 2H) 

%wmm 




x5^M--r V7o5}?=t^->-3-(4->< h=¥v -3-2-(4-(h U y)l^-tU)f>^)V) 7x7 
^->]x5^;i^7x-;W 7^o;V^- 2-f VT'djI? 
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'H-NMR(CDCl3) 6: 1. 02 (d. J=6.0Hz. 3H) 1.15 (d. J=6..0Hz; 3H) 2;89 (dd. J=7. 
6. ROHz. IH) 3.07(dd. J=4. 0. 14.0Hz. IH) 3. 09 (t. J=7. 6Hz, 2H) 3.56 (se 
pt; J^6.0Hz. IH) 3. 83 (s. 3H) 4 10 (dd. J=4. 0. 7. 6Hz. IH) 4.17 (t. 1=7- OH 
z. 2H) 6.80 (d. J=8.0Hz. IH) 6.96 (d. J=8. 8Hz. 2H) 7.09 (s. IH) 7. 09 (d;- 
J=8.0Hz. IH) 7.52 (d. J=8. 8Hz. 2H) 



^M^J245 




4-p^>4->-3- (l(4-{S ij 7;i/^D^5^;w ^>v;>] ^4->l ^?^;i/) ^>X7)U 

•H-NMRCCDClj) 5 : 0:'96 (d. -J=6;0Hz. 3H) 1.15 (d. J=6. OHz. 3H) 1. 23 (t. M; 
2Hz. 3H) 2. 79 (dd. J=8. 4. 14. OHz. IH) 2.95 (dd. J=4. 8. 14. OHz,. IH) 3. 50. 
(sept. J=6. OHz. IH) 3. 82 (s. 3H) 4. 00 (dd. J =4. 8. 8. 4Hz. IH) 4. 15-4. 20 (m. 
2H) 4. 58 (s. 2H) 4. 64 (s. 2H) 6.79 (d. J=8. OHz. IH) 7.16 (dd. J=2. 4. 8. 0 
Hz. IH) 7.28 (d. J=2.4Hz. lH) - 7. 49 (d. ; J=8. OHz. 2H) .7. 60 (d. J=8.:4Hz. 2H) 
ll%^J245b) ■■ 




x5^;u 2-rv:/D7)-:4'>-3-(4-p< h^^-> -3-((4-(h'j7;u:f □^5';i/)^>-:/ 

DJ}^4v-3-l4-pt h=^v-3-(l4-(h>j7JP:tPpt5^;|/)^>i^;H:t4'>;C5^;W 7 
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'H-NMRICDClj) a: 1.02 (d. J=6. OHz. 3H) 1. 15 (d. J=6.0Hz. 3H).>2.'92 (dd. .J=7. 
6. 14.0Hz. IH) 3. 09 (dd. 1=4.0. 14. OHz. IH) 3. 56 (sept. J=6. OHz. IH) 3. 81: 
(s» 3H) 4.12 (dd. J=4.0. 7. 6Hz. IH) 4. 59 (s. 2H) 4.64 (s. 2H) 6. 80 (d. J= 
8.;0Hz. IH) 7.14 (dd. J=2.4. 8.0Hz. IH) 7. 28 (d.. 1=2. 4Hz. IH) 7. 50 ;(d. J=8. 
4Hz. 2H) 7. 60 (d- 1=8. 4Hz. 2H) ■ 



Ti^miti- h U ^7 A40ing^x h ^ k F o 7 ^ >2mlic^«? ^^l^JL^JVi- [3- 
(k FD^5/^?JW-4-7^ h^->:7x-;H-2-^ v:^P3}?^i^yaAyx-hO. il 
g©7^h^t Hp:77>^^(lnl)^±y^-^D°'^>-^^1''^0- Ha25Big* J:© 

-fi^^x5^yK4:iy^tt5^PJ:O0. 19g5:#fc. #enfcO, l9g<£^iS^«Jle) tlSj^lc: 
Mb, •3-(3-[ (4-:;7d O>t5";W pt5";l^4-^ h=^>'7xX;>W-2-< V3f,0 

3l?^i/G/P/t>^ 0. 17 g&#fe. 

'H-NMR(CDClj) 6 : 1.02 (d. J =6. OHz. 3H) 1.15 (d. J=6. 0Hz. 3» 2. 92 (dd, J^7. 
6. 14. OHz. IH) 3. 09 (dd., 1=4. 0. 14 'OHz. IH) 3. 56 (sepl;, J=6. OHz. IH) 3. 81 
(s. 3H) 4.12 (dd. J=4. 0. 7. 6Hz. IH) 4.59 (s. 2H) 4.60 (s. 2H) 6. 80: (d^v J= 
8.0Hz. IH) 7.13 (dd. J=2.4. 8. OHz. IH) 7.27 (d. J=2.4Hz. IH) 7.32 (s. 4H) 
^I I^J 247 . , 

Br-^Wr OEt 





-0^ Y 
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VNVX- h2: 2g^ h^->Xi?' >15ml (C^^SU *?^TT=^^b >J >1. 2nil ^JD 
yx-^ F2. 6g<&#/c:6 ^ • 

'H-NMRlCDClj) <5: 0.97 (d. J=6. OHz. 3H) 1.15 (d. J=6.0Hz;; 3H) 1. 24. (t. . J=7. 
2Hz. 3H) 2.88{dd. J=8.4. 14. OHz. IH) 2.95(dd. J=5. 2, 14. OHz. IH) 3,. 50 t3ep 
t. J=6.0Hz. IH) 3.87{s. 3H) 4.00(dd. J=5. 2. 8. 4Hz. IH) 4. 11-4. 21 (m. i2H)K4. 
53 (d, J=2.4Hz. 2H) 6.79(d. J=8. 8Hz. IH) 7.08(d. J=8. 8Hz.- IH) 7. 12(s. IH) 

mmm24m 



' TK^^k 'J ^"'i? A7;ua A87nig$x t K D 7 ^ >7. 5ml \mmU1k}^T0. 
50g©x5^;P5->^ ?;W-2-7 X x;W 1. ^-^7 '/—)V-4-ti JI<>}>%5< P-^: h (Dv: h y 

tHP7^>^fK(2.5ini)*iPAv m.m.'czmmmwvrco siSMs^jkJs&bfc^, tk 

^J^77-f-fC#t, ^^lJ->-i^^X5^Jl.(2:I)^ll}^^SIJ;t) (5-^f;u-2-7x-;p 
-1. S-^^jy-^M-f p^:?' 0. 42g<£t#^. 

■H-NMRiCDCIj) 6 :2. 46 (s. 3H) 4. 82 (s. 2H) 7.;50-7. 53 (n. 3H) 7. 88-7. 91 (m. 2H) 
Sli6^J247c) . • - > . . • — 



Ti^mitt h U -^7 A24iBg$x h 7 1 K o 7 ^ >2inl Jc^M L, 5K?&T3- [3- C/o^ 
^5^;p)-4-^ h^v7x-;W-2-l'V:fO7}?^->:/D>'1/x-h0. 19g©7^ K^t 
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MS m/e (ESI) 454 (MH*) . v ' -,,1; 




'H-NMR(CDCij) 5 : 0. 93 {t. 1=8. OHz. 3H) 1.31-1.40 (m, 2H) 1. 56-1. 65 (m. 2H) 
2. 63 (t. ;j=8. 0Hz.' 2H): 4 73 (s. 2H) 7. 14 (d. J =8. OHz. IH) 7. 50 (d. J=8. OH 
z, iH) 8. 39' (s, m' - - ' i : ' 




(5->^^;p-2-t*u v;w p^iS'y [3- (:/d^^5";w -4-p< i>;^v':7x 

-l(5-:/5";p-2-e'j5?;w/ h^v]^5";u-4-pt K^->7xr:;w-2-<y:7'D5H+ 

MS m/e (ESI) 416 (MH') 

^M^J249 

Mj^0iJ249a) ' . 
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OH 



'H-NMRICDClj) 6: 1. 34 (d. J=6. 4Hz. 6H) 4.55 (sept. J=6.4Hz. IH) 4. 62 (s. 2 

H) 6:87 (d. J=8. 8Hz.= 2H) 7.22 (d. J=8. 8Hz; 2H) .: . .. 



(4-'f V :/ o 2}?=^ -> 7 X ii;w 5^ y - .i: j;3- [3- (-7 □ ^ 5^;w -4- X:h ^^^z 

'>7x-;W-2-rvyD>J?=^vyp/^/X-H=^fflli. ^ig0iJ247) t|5l;^®;^^feTv 
Z-i- V y □ 7f^4^ v-3- (3- [ (4-1' V y o i^'^ > i/] ^ ^Jl^-A-^ > ^ 

MS ffl/e (ESI) AU m) 

mmm25Q . ; , 

Mji^J250a) . . .. .; 



-2-^ h4^->7xn;u) /i5'y-;us:#fc. ^ 

'H-NMR(CDCl3) 5 : 3. 83 (s. 3H). 4. 62 (s. 2H) 6. 85 (s. IH) 6.94 (d. J=8. QHz. 
IH) 7.20 (d. J=8.0Hz. IH) 




0 




□ h^'>^M.mi^^m ^\ iaii0y247b) tmm(D:^m^\ {4-^ □ d 
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MS m/e (ESI) 423 (MH») . , . / 

^lififi»l251 




2-i^OD-4-;< h=^->^m§iE^ffl V\ Mjg««J247b) tISI1i©;^STv :(2-i^ p p- 

■H-NMRICDClj) <5: 3.80 (s. 3H) 4.70 (s. 2H) 6.80 (d. 1=8. OHz. IH);: 6. 95 (sj; 
IH) 7. 37 (d, J=8. GHz. IH) 

^J6«^J251b) ' 




(2-i7 D D-4-;* h^z^yaiZ:^M J -JU:fei:t>'3- [3- {^o^ -4-^ h 
Tf, 3-{3-l(2-^ao-4-:>^ h^->^>v;U) :t^^'>] pt5^JW4-;>^ h^rv37x-;W-2 
MS m/e (ESI) 423 W) 
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'H-NMR(CDClj) 6: 3.92 (s. 3H) 4.72 is. 2H) 7.08 (s. IH) 7.22 (d. J=8. OHz,; 
m 7.42 (d. J=8.0Hz. IH) 



3- (3- ( I2-7;P:i-0-4- ( h U :7;i/:t D^*^';!/) ^>>?;W :^^>^5"JW -4-p^';h 



4-7 X y Siig0iJ247b) t I^^W^^^t?, (4-7 x y^>>7 x 

'H-NMR (CDClj) 6 :4. 72 (s. 2H) 7. 00-7. 02 (m. 4H) 7. 12 (t. J=8. OHz. IH) 7. 30- 

7.38(in.4H) 

$|jif>J253b) 




MS m/e (ESI) 457 (MH*) 
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MS m/e (ESI) 451 (MH*) . . • > 

lifi^J254 ■ i 




2. 4-vi^aD^>vJl'7;U:3-;i/*3<kJJf3-l3- (::^p^:X^;W-4-;>^ K^>7,x 
MS ni/e .(ESI) 427 (MH*) . .. . ■ ' 




2-7;u^p-4-(h 'J 7;i/^pp^5^;w ^>v;i'7;m-Ji^*5J;tX3-[3- (T'p^p^ 

^;W-4-;*l h^->7x-jH-2-'1'y7°o#+vypAyx-h^ffll\ rt0*J247) 

3-13- ( [2-7;u^p-4-(> u 7;1'*p ^>PM ^t^v-p^ 
5^;i/) -4-^ v7xr:;W -2-'f y yP7}?=^->:/p>'"^>if*#Jt;« 
MS in/e (ESI) 445 (MB') 
1IM^!l256 
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3- (3-[ (4-i> □ u-l-y)VtuOz;^Mt^'A)^^)\^-A-^ h^r v7x:i;W -^--f 



MS in/e (ESI) 411(MH») 




MS m/e (ESI) 427 (MH*) 



»J258 




4-'^ V !/P h*;U^>S?;P7;i/ii--i>V43<kt;f3-.[3-i{>''D^?t5^M-4->C f 
x.-)V] -2-r V ::/'D7i?^ x-=h ^«S«sj247) ^:l^^©;lrj*T, 2- 
-f V /J?^ v-3- (3- [ (4-r V y □ > v>ll/) S/] ^ 5";i/-4-;;^ $^r7 x 
x;i/) yDA->^$t#^c. 
MS oi/e (ESI) 401 (MH*) 



1 
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4-^ h=t^i>-3-|2-[4-(N U y)\^^U)f^9-M :7x/+>']x9";H^>X7;i'xt 

1. 3-5^77^ >-2. 'i-'y^y ^ntco , i i . 

•H-NMRQMSO-de) 6: 3.09 (t. J=7. 2Hz. 2H) 3.10 (dd. J=9. 2. - 14. OHz. IH) ,3. 45 
(dd. J=4.0. 14.0Hz. IH) 3.83 (s. 3H) 4.17 (t. J=7. 6Hz. 2H) 4. 49 (dd;^ , .^^^^ 
0. 9.2Hz. IH) 6.82 (d. J=8. OHz. IH) 6.96 (d. J=8;8Hz. 2H) 7.08-7.10 (m. 2 
H) 7.52 (d. 1=8. 8Hz. 2H) 8.37 (brs. IH) 



>'JM -1. %-^7Vy y-% 4->':t>$#fe. 



82 (d.. J=8.0Hz, IH) 7. 12 (dd. J=2. 4. 8;0Hz. IH) 7.24-7.28 (id. IH) 7. 50 (d. 
J=8. OHz. 2H) 7. 61 (d; J=8. OHz- 2H) 8. 10 (brs. IH) 




'H-NMR{DMSO-dg) 6: 3.11 (dd. J=10.0. 14. OHz. llfi 3,47 (dd. J =4. 0. 14. OHz. 
IH) 3. 82 (s, 3H) 4. 51 (dd. J=4. 0. 9. 2Hz. IH) 4. 58 (s. 2H) 4. 66 (s. 2H) 6. 
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n&btz'^. msi\srci^^B^m:mv. h)\^jL>-r^^murc^. us.T^mv\"ter 

t^zr^JV N-5-n2. 4-v:t=^V-l. 3-^7'/7>-5-1'"j7'» pt5^;H-2-pt 
'^>v;l/;*7;PA^- hS:t#fc.^ti-C#e»nfc-tef t-t/^'Jl' N-5- ( (2. 

'H-NMR(CDCl3) d : 1. 45 (s. 9H) 3. 1 1 (dd. J=9. 2. 14. OHz. IH) 3.42 (dd. J=3. 6. 14. 
OHz. IH) 3. 83 (s. 3H) 4. 26 (d. J=6jOHz. 2H) A; 50 (dd. J=3. 6, 9. 2Hz.- IH) 5. 
00^; 08 ' (m. IH)* 6. 79 W,- J=8. OHz.^ IH) - 7. 09-7. 1'3 (in,- 2H) -8. 28-8: 33 (m. IH) 
^Jfi0261b)'- - ^ , 




tert-y^^jP N-5- ( (2. A-^-J:^^>J -\. %-=f-7^/=7 y^-HM :^=^M I>=t^ v 
'<>>';P*;PA';<-h8.2gfC4M HCl-dioxane 40mlS:iDA. mfSiW^Wzr-WM 
fiK<&igS5Lfc^. i^JBET^iSb, tert-:?'5^JV N-5-((2.4-v:t^V-I.3-^7y^ 

>-5-'r;u)^^;H-2-^ N^v'^>v;i'75>i^i?jg6.og^t#/c. ^^mf^nfc 

tert-:/5^;|/ N-5-((2.4-i^:4-+V-l. 3-^7y'^>-5--f ;W ^5^JW-2-/ h4^->^ 
>S>;P75 >igg!lgO. 20g*5ctm-^ h4^'>-4- ( h 'J 7JP:tD;*5^;W ^EMO. 1 
5g^v^5^;i.*;;i.A75 H2. 5inUc?g«?L, *?&T'>7y Ji^;^jJ^>i!£^x5^j|>0. Ilm 
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h^yy^H^^nh. A=|r1^-,>-S^Kx5^Jl' (2 : 1) ^ttS^^iii<i: 0 Nl-5- [ (2. 

P pi .'^ >;C7 5 H 0. 1 8gSr#fc. . - _ 
'HrNMR fflMSO-dj) 5 : 2. 99 (dd. J ^9. 6. 14. OHz. IH) 3. 28 (dd. J.=4. 0. 14. OHz. .1 
H) 3.79 (s. ;3H) 3. 97 (s. 3H); 4. 42 (d. 1=6, OHzv 2H) 4. 79 (dd. J=4. 0. g. GHz. 

lH):f6r 93 (d. J-8.,4Hz, . IHl 7. 08-7.-I3 (m.-2H) 7. 37 W. J=8. 0H?. IH) T: 42r 
(s. IH) 7; 84. (d. J=8.0Hz.: IH) 8. 64 (V. J=6. OHz. rlHI 12. 02 (brs. IH),; ; /, 




2-^:7 0 □-4-^ l>:^v^m#^*5<tXXtert-y5^;i/ N-5-[(2.:4->':t?^^y-l. 3-97; 

Nl-5- [ (2. 4-S^:t^^V-l. 3-5"7'/7 >-5-'f pi5^;W-.2-;?i,l?^ 

'H-NMRffiMSO-dg) 6: 2.99 (dd. J =9. 6. 14. OHz. IH) 3. 28 (dd, J=4.d. 14 0Hz. 1 
H) 3.78 (s. 3H) 3.79 (s. 3H) 4.42 (d. J=6. OHz, 2H) 4. 79 (dd. J=4. 0. 9..6Hz. 
IH) 6.93 (d. J=8.4Hz. IH) 6.94-6.96 (m. IH) 7.06 (d. J=2. 4Hz. IH) 7.08-7. 
13 (m. 2H) 7.43 (d. ,J=8. OHz. IH) 8. 64 ,(t. J=6.>0Hz. IH) 12.02 (brs. IH) 




y^)\^w.^^nitxi-zr^)\' N-5-t(2. 4-5;:t+y-i. z-^y^/yy-^-^M 
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;w-2-M h=¥'^^>z^)V75. >mmm^m\f\'Mmmmiimu(D^^r\ N2-5- 

[(2. 4-v^=^^V -1. 3-5"7y7>-5-r;W h^-y^>i^)V-b--:f^)\^ 
-2-tf'J v>:*JJl'^^v75 h'<&#fc. 

•H-NMRIDMSO-dj) 6: 0.89 (t. J=7. 2Hz. 3H) 1. 25-1. 33 (m. 2H) 1. 53^1.'60 ' (ib.- 2 
H) 2. 67 (t. J=8: 0H2. 2H) 2.99 (dd. 1=9. 6. U: OHz. IH)- 3. 28 (dd. J=4. 0. 14. 
OHz. IH) 3.79 (s. 3H) 4142 (d. J=6.0H2v 2H) 4. 77 (dd. 1=^4. 0. 9. 6Hz. IH) 6. 
93 (d. J=8.4Hz. IH) 7.03 (d, J=2.4Hz. IH) 7.10 (dd. J=2.4. 8. 4Hz. IH) 7 8 
1 (dd. J=2.0. 8.0Hz. IH) 7.95 (d. J =8. OHz. IH) 8.49 (d. J =2. OHz. IH) 8. 89 
(t. J=6. OHz. IH) 12.02 (brs. IH) 




4-1- vyD:i^^v$l.#i?:fecfcCXtert-:/5";U N-5- [ (2. 4->^:t^V-l. 3-5^7^ 

<r>1smx\ Nl-5-l{2;4-i?:t^^y-l, 3-5^7l/7>-5-f ;W :^^M-l-:A h^i^^ 
> v?;i/-4-f V y o Tj?:^ v'^^ >X7 5 H 

• 'H-NMRfflMSO-dj) 5 : L 26 (d. J=6. OHz. 6H) 2. 99 (dd.^ J=9. 6. 14. OHz. . IH) 3. 28 
(dd, J=4.0. 14;0Hz/ IH) 3. 79 (s. 3H) 4.42 (d. J =6. OHz. 2H) 4.69 (sept. J 

=6. OHz. IH) 4. 79 (dd. -J=4. 0. 9. 6Hz. IH) 6. 93 (d. J=8. 4Hz. IH) 6. 95 (d. J=8. 

4Hz. 2H) 7.03 (s. IH) 7.08 (d. J=8.4Hz. IH) 7.84 (d. J=8.4Hz. 2H) 8. 63 (t. 
J=6.0Hz. IH) 12.02 (brs. IH) 



glljfi^265 




[(2. A-~J^^V-\, 3-5^777 >-5-f ;W ^'^■M-l-^ V^'^^>-J>V7 ^>mk 
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'H-NMR(DMSO-de) ■ i : * v 

a: 2.61(s. 3H) 2.99 (dd. J =9. 6. 14. OHz. IH) 3.28Mdd. ,J=4.0. 14.0Hz. IH) 

3. 79 (s. 3H) 4.37 (m. 2H) 4. 77 (dd. J=4. 0. 9. 6Hz. I H) 6. 93 (d. 1=8. 4Hz. 

IH) 7: 08-7.13 (id. 2H) 7.46-7.52 (m. 3H) 7. 90-7. 95 (m, 2H) 8.61 (m. IH) 12. 
02 (bfs. IH) 




4-7 x-;V^mW^it/^tert-y5^;i' N-5- [ (2. 4->?:t*y-l. 3-5^7 ya>-5 

X\ Nl-5-[(2. 4-i^^*y-l. 3-5^71/5 >-5-'t'Jl') ;f^^M:-2-y^ h^i^^^^i^)\^- 
4-7x-;U^>X75 H$:#^c. 

'H-NMR (DMSO-d() 6 : 2. 99 (dd. J=9. 6. 14. OHz. IH) 3. 28 (dd. J=4. 0, 14. OHz. 1 
H) 3.79 (s. 3H)r:4.42 .(d. J=6. OHz. 2H) 4.77 (dd.. J=4. 0. 9. 6Hz. IH) 6. 95 (d. 

J=8. 4Hz. IH) 7. 08-7; 13 (m. .2H) 7. 39 (t. J=7. 2H2. IH) 7.48 (1. J =7. OHz.; 2 ,/ 
H) 7.72 (d, J=7.6Hz. 2H) 7. 76 (d. J =8. OHz. 2H) 7.99 (d. J ^8. OHz. 2H) 8. 87 

(t. J=6.0Hz. IH) 12.02 (brs. IH) 




4_37x y =^->^S«*3J:<^tert-y'5^;i' N-5-[(2. 4-v:t=^V-l. Z-^7^/^> 
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mx\ Nl-5- [ (2- 4-fi?;t+V-r, 3-5^77^ >-b-^JV) ;<^M -2-> h^i^^>i^ 

'H-NMR(DMS0^ds)' <5 : 2. 99 (dd; J=9. 6. 14 OHz. IH) 3. 28 (dd. - JM. 0; 14. OHz; IH) 
3.79 (s.''3H) 4: 4'2 ((1. J=6. OHi 2H) 4. 77 (dd. J=4. 0. 9. 6Hz. IH) 6. 93 (d. J=& 
4Hk; IH) 7.02 (d. ji8.8Hz. '2H) 7. 05-7. 10 {m. 4H) 7.20(t. J=8. OHz.' IH) 7. 43 
a. J=8.0Hz. 2H) 7.92(d. J=8. 8Hz. 2H) 8.76(t. J=6. OHz. IH) 12.02 (bfs. IH) 




y\)-)imii^tfji^M- [3- (75 y -4-^ h^'>7x-;H -2-f y Vp 
>j?:^'>yp/ty x-h ^fflvi- ^ifi^ji9d) icM#iiss0ai9^) tmm(D:^m'v. 3- [3 

- (f (5->^5";i/-2^tf U 75 7 :^^m -A-p^ h4i>7 x -;i>) -2->f 

>;/ T'P jH+ ^^o/lvm^^^feo- 
'H-NMRICDCl,) 6: 0.93 (t. J=8.0Hz. 3H) 1.00 (d. J =6. OHz. 3H) 1.12 (d. J=6i 
OHz. '3iD 1. 31-1. 40 (m. 2Hj li Se^l. 65 '(in. 2H) 2. 66 (t. J=8.0Hz. 2H) 2::88 ': 
(dd; J=8. 0. '14. OHz. IH) 3. 04 ' (dd. J=4. 4. 14. OHz. IH) 3. 53 (sept. J>6i OHz; 
IH) 3; 87 (s. 3H)j 4. 08 (dd. J =4. 4; 8. 0Hz. IH) 4. 63 (d. J=6. 4Hz. 2H) 6. 80 
(d. J=8. 0Hz. IH) 7. 12 '{dd. J=2.4. 8. OHz, IH) 7. 22 (d. J=2. 4Hz, IHy 7; 63- : 
(dd. J=l. 6; 8. OHz. IH) 8. 10 (d. J=8. OHz. IH) 8. 35' (d. J=l. 6Hz; IH) 




4-ryyp^+v!^ESK:feJ;Z/X5";i'3- (3- (75 / .^5^)W-4-;t h=^i^yx 

m(Di5ik'V, 2-f y:/P3j^^'>-3-(3-({4-^yyp5j?=t^'>'<>y<;n 7s.y]y^^ 
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'H-NMR(CDCl3) 6 : 1. 02 (d. J=6. OHz. 3H) 1: 15 ,(d. J==6. OHz. .3H) 1. 34 (d. J=6; 
4Hz. 6H) 2.90 (dd. J=8.0. 14. OHz. IH) 3. 05 (dd, J=4.4. 14 OHz. IH) 3.57 
(sept, , :J=6. OHz. IH) 3. 86 (s. :3H) 4.10 (dd. J=4. 4. 8. OHz. IH) 4. 58 (d. . J=6. 
OHz* 2H) ,4.59-4.61 (m. , IH) 6.55-6.61 (m. IH) 6. 80 (d. J=8. OHz. ; IH) 6. 87 
m J=8:8Hz.:2H) 7. I3. (dd. J^2.0. 8. 0Hz. IH) 7. 22 (d. J =2. OHz., IH). 7. 69 
(d. J=8: 8Hz. 2H) i ' • ; 




-^V'f_a^^z^-:fnA/jL-r-h^m^\ Illifi^il9d).te)^tiljfif!ll9e) <fcl^^©:^ 
m-c. 2-^ y:/P7}?=^rv-3-(4-^ h^x-3-[(4-:7x:z;i'^>i/'f:;W 75/1 5<9^ 

'H-NMR (CDC 13)6: 1.03 (d. J =6. OHz. 3H) 1. 15; (d.^ J=6. OHz. 3H) 2.92 (dd. J=8. 
0. 14: OHz. IH) 3.06 (dd. J=4.4. 14.,0Hz. IH) 3.:.58 (sept. . J=6. OHz, IH) 3.:.88 

(s. 3H)= 4. 1 1 (dd. J=4. 4. 8. OHz. IB) 4. 63 (d. J=6. 4Hz. , 2H): 6. 68-6. 73 (m.; 
IH) 6. 82; (d. J?8..0Hz. ,1H). 7.. 15: (dd., 1=2. 0.f 8. OHz. IH), , 7. 24 : (d. J=2. OHz. 1 
H) 7.35-7. 40 (m. IH) 7. 46 (t. J=7. 2Hz. 2H) 7.59 (d. J=7.2Hz. 2H) 7. 64 (d. 

J=8. OHz. 2H) 7.82 (d. J =8. OHz. 2H) 



^iiagil271 




4-7 X J^'y^Mmmii^rSJL^M-M- (75 /^^JW n^:^ h4^'>7x-JH 
_2-< ^y y □ ^ -> y p /I y X- h ^ m v\ m&m 1 9d) \zm^^mm 1 9e) «!: ISI^I® 
;&j*-e> 2-<y:/0/f^^->-3-(4-^ h:^v-3-t(4-7xy^>'^>y<JW7^y] 
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'H-NMR(CDCl3) 5 : 1. 04 (d. J=6. OHl ;3H) ). 15 (d. J=6. OHz. 3H) 2. 91 (dd. J^8. 
0. 14. OHz. IH) 3. 04 (dd. J=4. 4. 14. OHz. IH) 3. 57 (sept. J =6. OHz. ^IH) 3. 86 
(s. 3H) 4. 10 (dd; J=4. 4. 8; 0Hz. IH) 4. 59 (d, J=6. OHz. 2H) 6. 60-6. 65 (n. 1 
H) 6. 81(d. J=8iOHi. IH) 6D 98 - (d. ■ J=8. OHz. .2H) 7. 03 (d. J=8. OHz, 2H) 7.13-7. 
i8 (m. 2H) 7. 22(d. J=2: 0Hz. IH) 7. 3'7 (t. :'J=8. OHz. 2H) 7. 72 (d.^ J=8. OH2: 2H) 
IIM^J272 




4-f y:/Dtf;U^S#®?:feJ;t;x5^;i.3-I3-(75>'pt5^;W-4-pi h¥v7x3 

©;^^T% 2->f V :/n /J?4^5>-3- (3- [ (4--f V t/a .t!;i/y< >>/>r jl) 7 5 y ) p( ^;U-4 
K^->7xi:;P)yo7\->®?$#fc.' • 

'H« (CDCI3) 5 :1. 02 (d. J^6. GHz. 3H) 1. 15 (d. J=6, OHz.^ 3H) 1. 25 (d. .1=^6. 

OHz. 6H) 2.90 (dd. J=8.0. Mz. IH) 2. 92 (sept. J=6: OHz. IH) 3. 04 (dd. 

J=4.4. 14.0Hz. IH) 3.56 (sept. J=6. OHz. IH) J. 86 (s. 3H). 4.10' W. J-'4. 4i: 
8. 0Hz. IH) 4.60 (d. 1=6. OHz. 2H) 6. 66-6.70 (id. IH) 6.81 (d. l=i.m.^m 
7. 14 (dd. J=2. 0. 8. OHz. IH) 7. 23 (d. J=2. OHz. IH) 7. 26 (d. J=8. OHz. 2H) 

7.68 (d. J=8.0Hz. 2H) , ' ; 

^Mgy273 r . ■ r ■: 




2. 4-vp^ h^->^m#S?*5cfct>*X5';i^3-(3-(T5/ p(^;W-4->^ h^v-^x" 

;n-2-^ v:/o7j^^vyD/vx- h^fflvi, ^M««ji9d) \tm^nmmm tnu 

(D-)5mv. 3- (3- 1 (2, 4-f-*p^ h + > y-r JW 7 5 y ] ^ 5^;i'-4-pt y 7 x - 
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'H-NPPCU 5 :1.02. (d. J=6. OHz. 3H) 1. 15 (d. ,.J=6,:0H2. f3H) 2, 90 (dd; J=8. 
0. 14. OHz. IH): 3. 04 (dd. JMM. R OHz. lH) 3.56 (sept. 1=6: OHz. IH) 3. 85 

(s. 3H) 3.88 (sr 3H) 3.92; (s. 3H) 4.09 (dd. , J=4. 4. 8. OHZ;, IH) 4. 61-4. 63 
(ill. 2H) 6.47 (d. J=2. 0Hz, IH) 6. 59 (dd. J=2. 0. 8. 8Hz. IH) 6.81 (d., J=8. OH 
z. IH), 7.13 (dd. ; J=2.0. ; 8.0Hz. IH) 7. 22 (d. J=2. OHz. IH) 8,„19 (d, J=8. 8Hz. 

IH) 8.34-8.39 (n. IH) 




iA-zyi7 o^^->;i/^;tM:fe J:XXX5";1', 3- [3- ( ( (tert^y h^^v*;VJHw;V) : 

mmmzsi ±mm(D:^m-^^ 3- (3- [ a-i^^ a^=^'^)i^:yV^M .7.5 /] ;>^#;m 
72--r y y p j}?^ i^y d;^ : 

MS Ve .(ESI)i454(MH*) ■ ..• • ^ 




4- (4'-x5^;i'7x-;W ^m#i?*5.i;r>'x5^;i/ 3- 13- ([(tert-y h^->J3;^4-*x 

;w 75 >t5";w-4-^ h^^i/7xx;n-2-f yyp7H^i/yD/vx- h^m 

m%im%)tnWi0^l3^-^. 2-1'VyD3i?^->-3-l4-7t h4^>'-3-([4-(4'-X5" 

MS m/e (ESI) ,476flilH») . > . 

MMM2Z6 
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MS m/e (ESI) 422 (MH*) 




MyJxi/a-^h if^y^-izHU ^^1)->^mmJL^)U (3:1) ^ffi^J-iSJ: 02-^ 
' iaji««J277b) ' ^ ■■■ 
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"^m^^r^v. iNigKT^ftbfc^. Mx5^;i.TWiaiLfc. ^m^mm-kmyi^^ 

'H-NMRICDClj) d : 1.43 (t. J=7. 2Hz. 3H) 4. 10 (q, J=7. 2Hz. 2H) 6. 84 (dd. J=2. 
8. 8. 8Hz. IH) 6.99 (d. J=2. ,8H2. IH) 8. 03 (d. J=8.. 8Hz. IH) 



2-/7 p P-4-X h^->^m#^i5j;m- (3- ( [ {leTl--:^h^i^ti}V:^~Mj^5.,y 

y ] ;< 5^; w -4- h ^ 7 X w -2-i' y y □ y □ /\v X- h Srffi \ HiS 

«»J38) tmi^(OMX\ 3- (3-[(2-i^ □□-4-x h=^v^>y-r;P) 75 >] ^5^>-4- 
MS m/e JESI) 450 W) 

IIM^J278 : . . 



□o-4-t Ho:^->$,i.#i!pi5^;P43J;t;3':7^b:/oH;i'*fflVi.-Siji«»j^77 

'H-NMR(CDCl3) 5 : 1.05 (t. J=7. 2Hz. 3H) 1.80-1.86 (m. 2H) 3.-98 (t. J=6. 4Hz. 
2H) 6. 84(dd. J=2. 8. 8. 8Hz. IH) 6.99(d. J=2. 8Hz. IH) 8.03(d. J=8. 8Hz. IH) 
^ifig^J278b) 




2-^ a o-4-vrPJj->^->Sm§®^^J:r>'3- (3- ( { (tert-:/;h =¥->iJ JP^i^^JU) 7 
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mz) tmm(D:^mi!. 3- o- ( {2-^ □ p-4-7'p j}?^ v^>y'f ;w 75,,/ ] /5^>- 

'H-NMR ICDGIj) a - 1.03 (1. J=7. 2Hz. 3H) ' 1. 04 (d; '1=6: GHz. '3H) 1.16 (d. J=6. OH 
z. 3H) 1.76-1.85 (in. 2H) 2. 91 (dd. J-8. 0.^ 14 OHz. IH) 3. 06 (dd. J=4'4. 14. 
OHz. IH) 3.57 (sept. J=6. GHz. I'H) 3: 85 (Si 3H) 3. 92 (t. J=6. 4Hz.' 2H) 4. 10 
(dd. J=4.4. 8. GHz. IH) 4. 61 (d. J =6; OHz. 2H) 6. 80-6. 89 (id. 3H) 6: 95-7. 02 (in. 
IH) 7. 14(dd. J=2.0. 8.0Hz, IH) 7.24(d, J =2. OHz. IH) 7.74(d. J=8i 8Hz, IH) 
^ifi0j|279 




'H-NMR(CDCls) 5: 1.37 (d. J=6.0Hz. 6H) 4. 62 (sept. J=6.0Hz. IH) 6.81 (dd. 
J=2. 8. 8.8Hz. IH) 6. 99 (d. J=2. 8Hz. IH) 8.;02 (d. J=8. 8Hz. IH) .. . 




2-i? p p-4-'f V:^P3j?^'>^JiL#i^:feJ;l^3- [3- ( [ (tert-^ V^i^ti')V^^:~M 

75 yi p^5';w-4-^ v^i^y 3i~M-2-i vypTj^^v^p/'^y x- hSrfflw." 
nmmz%) tmrno^ism-^. 3-(3-[{2-^pp-4-'r vyp7}?^'>^>vr-r;i') 75 
v^'^y3L-)V)-2-^vzruifs^'y'yunym.^mtz. 

MS m/e (ESI) 464 (MH») 
^MM280 

MjiM280a) ' . 
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•H-NMR OClj) 6 : 1.T6-1.'98 (m. 8H) 4.78-4.82 (in. IH) 6.81 (dd. J=2. 8. 8. 8H 
z; IH) 6.99 (d. J^2. 8Hz. IH) 8.02 (d. J-8:8Hz. :1H) 
|lifiM280b) : 



y'MM 75 /)^5";u-4-^ h*v7x^;w-2-'f y^q3}^^->::^pyi>®?^# 
Tbo' ^ • ... . . . i - 

'H-NMRlCDClj) 6 : 1.03 : (d. J = 6. 0Hz. 3H) 1. 15 (d. J=6. OHz. 3H) 1. 72-1. 95- On. 

8H) 2.91 (dd. J=8.0. 14. OHz. IH) 3. 05 (dd. J=4.4. 14. OHz. 1H) , 3. 56 , (sept. 

J=6.0Hz. IH) 3.85 (s. 3H) 4.10 (dd, J =4. 4. 8.0Hz. IH) 4. 60 (d. J =6. OHz. 
2H) 4.74-4.77 (in. IH) 6.79 -6.86 (m. 3H) 6! 95-7. 01 (m. IH)' 7. 14 (dd. J=2. 
0. 8.0Hz. IH) 7.24 (d. J=2.0Hz. IH) 7.73 (d. J=8. 8Hz. itt 

Mi^M281a) . ' >, • v - : ■ : 



4-^ PP-2-t KP^->^m^K5. 0g<&v^5^>>l/7l^;l'A75 K25inl»C^]^U 3 
^itJL^M4. ^sii^^mmt) 'J '^A12g<&Jl];^, 70*CX-8B#Pb1»LAc. 




2-i7 P P-4->i7 P'^>5^;i':t4^'>^mS«!fe«k5y^3- 13- ( ( (tert-:^ y^-y:fJ)V 
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wo 01/25181 



PCT/j]^6/067»l 



□-2-xh4^S^^,&#i?x5^;i.3.8gi&#fe. : . 

MR,(GDCl3). 5 : h48 (I. M l^^ S^^.M,^, 3H) 4. 10 {q. J=7. 

2H2. 2H) 4.33 (q. J=7. 2Hz, 2H).. 6. 92 (d, J=2.,0Hz, IH), 6.94 (dd, Jf 2, 0. 8. 8. 
Hz. IH) 7.73 .(d. J=8. 8Hz, IH) , .. ..... . .. ' 




4-^ D D-2-X h ^ v^S#^x^;i.O. 2%^^^ / -Mm\ \zmm^. hymiti- 

T.itJi ^m^umm^\.xA-i7 u □-2-x 20g<&#fe, 

•H-NMRPCI,) <5: U9.,(t. J=7. 2Hz. 3H) 4.:33. (q. J=7. 2Hz. 2H) 7.04 (d. J=2.. 

0]lz. IH) 7. 13 .(dd. J=2.0. 8. 8Hz. IH) 8. 13 (d, J=8. 8Hz. IH), 

.||JS#iJ281c) 




4-^ □□-2-x h^v^m#K*5cktX3-[3-(( (lert-y h=^>';<7;PzKxvU) 7S 

mz%ii mi^(Dijm.x. 3- {3-,[ (a-^u □^2-x vy-r ;i.) 7 5 y 1 ^ 5^ ;i,-4- 

;< > + -> 7 X x; W -2-'f. V y o + 5/ y □ /\* >^ 
MS.m/e (ESI) 450.(MH*) . . . .. , 



29-9 



wo 01/25181 



PCT/JPOO/06788 




'H-NMR(CDCl3) (5: 1.45 (t. J=7. 2Hz. 3H) 1.56 (t. ]=7. 2Hz, 3H) 4. 10 {q. 
2Hz. 2H) 4.28 (q. J=7. 2Hz. 2H) 6.51 (d. J=2. OHz. IH) 6. 62 .(dd. J=2. 0. 8. 8 
Hz. IH) 8. 12 (d. J=8.8Hz. IH) 

^](i6«^282b) ' i . 




2. 4->'i K4->^Ji.#i?*5i:m- [3- (I (tert->^ h4>';t7;l/3}^-;i>) TS.)]:^^ 
mi^<D-^^T^^ 3-(^-[(2>/4-5?X h^iy^>V^m 7S.y] >^^;P-4->^ h^l^lPi. 
MS m/e (ESI) 460 (MH») 

g^M283 ,. - \. 




2-t Ho^^S/-4-(>U :7;P:f □X5^;i/M>XT;V7^bi KO. 80g*'i?7^^;i/jJ^;J^^ ' 
A75 K8DiHr^jgL, aOitJi^M. ngii.i:Z^^mti U 0 AO. 69gS:Jn;i, 70t: 
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wo 01/25181 PCT/JP00/06:r^ 

)V (5: 1) ^ffii^liJ: 0 . 2-x v-4- ( h U y)Viru:K^)V) '^>X7;i/x t KO; 60 

'H-NMR(CDClj) 5: 1.57 (t. J=7. 2Hz. 3H) 4.22 (a. J=7. 2Hz. 2H) 7. 22 (s. IH) 
7.29 (d. J=8.0Hz. IH) 7.93 (d. J=8. OHz. IH) 10.50 (s. IH) 




KSinl «!: U >fc7K^:^ K'J ^7A67iDg7X^«S (llnl) lc^j|?L. mMmm.i- h U -^7 

(2 : 1) m\m^^ O 2-x h v-4- ( h U D 5^;W ^mS^O. 55g<&^fc. ' 
'H-NMR{CDCl3) (5 : 161(1. J=7: 2Hz. 3H) 4. 40 (q. J=7. 2Hz. 2H) 7. 28 Is. IH) 
7. 40 (d. J=8. OHz. IH) 8. 30 (d. J=8. OHz.^ " IH) 




2-x h^- v-4- ( h U 7Jl':i-o ^Bmfk^i^m- [3- ( [ (tert-:/ h^^'>:i7 ; 
- ;w 75 7)^ ^)V) -4-^ h ^ -> 7 x xjH -2-^ y t'p tJ^^t ->y □ y x- 
h V\ lliS0y38) t 3- (3- ( {2-x h^'y-^- { h U y)l:ta^ 

MS ni/e (ESI) 484 (MHT 



3 01 



wo 01/25181 
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o 




H 



'H-NMR(CDCl3) 6 : l. ll ; (t. J=7. 2Hz. 3H) 1.88-1.96 (m. 2H) 4. 10 (t, J=7. 2Hz. 
2H) 7. 22 {s. IH) 7. 29 (d. J=8. OHz. IH) 7, 93 (d. J=8. OHz. IH), 10. 50 (s.; IH) 



2-:/p:a?=¥->-4- (h U 7;i/:ta.^5^JW^>X7;i'^b HSrfflti, MitM283b) a 

mm<o-^mr. 2-y□5}?=^^ri^-4-(hy7J^;tq^,5";^)^s«K*^ifci. 

'H-NMR{CDClj) d: 1.15 (t. J=7.2Hz. 3H) 1.94-2.04 (m. 2H) 4.30 (t. J=7- 2Hzr 
2H) 7.28 (s. IH) 7.40 (d. J =8. OHz. IH) 8.30 (d. J =8. OHz, IH) 



2--:fut-^'y-A- { hV y)V^u^=^M $m«:fei:y^3- 13- (( (tert-y K^'> 
-h<&ffll.\ ^SgW8) <J:|5li^©:^mT. 2-rv:^oi]?:^->-3-[4-^ h^>^-3-(l2- 
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MS m/e (ESI) 498 (MU') 




^ v u * 5 A n^h^^y-f- ic# L> ^^^-t^->-@^i?x5^;u (i : i) mta^ 

0 Xf^JW 2-^ V ya7t?^r v-3- [4-^ h^S<-3-.( [4- (4. 4. 5, 5-^ h 
3. 2-i^:t^D-JJ^ P ^ >-2-'f ;W > V-f 75/ ;<VjW 7 xx;H r/o/^? > x- 
hi. 23g<&#fc. 

•H-NMRICDClj) a : 0. 96 U. I=6.4Hz; 3H) 1:14 (dj J=6.4Hz. 3H) 1. 21-1. 27 (m. 
3H) 1. 35 (s. 12H) 2.88 (dd. J=8.4. 14L0Hz, IH) 2.94 (dd; J=4. 8, 14. OHz. 
IH) 3. 50 (sept. J=-6; 4H2. IH) 3. 86' (s, 3H) 4. 02 (dd. J=4. 8. 8. 4Hz. IH). 4. l .;. 
4-4.19 (n. 2H) 4.62 (d. J=5. 6Hz. 2H) 6. 65-6. 70 On; IH) 6.81 (d. J=8.4Hz. 
IH) 7.16 (dd. J=2.4. 8.4Hz. IH) 7.22 (d. J=2.4Hz. IH) 7. 73 (d. 'J=8; OHz. 2 
H) 7.85 (d. J=8.0Hz. 2H) 
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woomsisi 



PCT/JPOO/06788 




xg^JU 2-^ y :/ojf?4^->-3- [4-^ h^'>-3- {(4- (4. 4. 5. 5-7^ b 3. 2 

-v':t+-y-3l<D^>-2-'1';W^>V^-r JH 75 y 7x:::;W yp/iy x->5 

Smg. 4-yPr&7;i/^P^>-lf>21ing. 1. 1-t'X (i^7xn;Vx)N7.:7w' y ) 7xP. 

K U h U 7;U^oi^^^<£fflV^fcHPLClCTffilSlb2-'r y :/o4?^>'-3-4-{p^; 
MS n/e (ESI) 466(MH*) ' j : . • . l . ,: 




X^;U :2-^ y yd/|?^.->r3- [4^p< h^v-3- ([4- (4. 4. 5» 5-5^ l> ^^^'Jl'-l. 3i 2 : 

:^.>_3_4_(^ h4^->-3-([4-(4'-:^OP7xXi|/) ^y^J-^MT^ J) ^5^;|/7xX. 
;H ^PVt>i?^&#}fc. 

MS ffi/e (ESI) 482 (MH*) i 
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wo 01/25181 



PCT/JP00y067»8 




Ji^JV l-i V -/uts^=^-Z- [4-p< v-3- ( (4- (4. 4. 5. 5-7^ h y 3, 2 

^'>-3-4- [pc h ^ v-3- ( [4- (2'-^ D D 7 x-;W V/'f ;H 7 S y ) i - 

MS in/e (ESI) 482 (MH*) - .... 




JL^JV 2-'r V.:/D3j?^'>-3-[4-^ h+->-3-([4-{4. 4. 5. ^-"rh^^^Jl-l 3. 2 

*5J;(yC4-yD^Tr:V-;i/<&fflV\ ||SS0iJ285) t(5l^®:?^&Tr, 2-< V yo7i^4^S< 
-3-4- [;< h4^>-3- ((4- (4'-^ h=^->7x-JW '^>l/'r JH 75 7) ^5^>ll/7x:i 

MS B/e (ESI) 478 (MH») ' ' ^ • 

jlM^J289 ■ .! . ; 




X5";U 2-f y7Dii^=^->-3-(4-p^ h=lr->-3-((4-{4. 4. 5. 5-5" h^p^^^JUrl. 3; 2' 
-:;*=^D-3i?p^>-2-f;i/)'<>y-f;H75y;>^5^;W 7x:::;H7D/1/x- h - 
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wo 01/25181 
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MS a/e (ESI) 516 0 




-S>:t^U'5j? o ^ >-2-r JW ^ > V'f ;W 7 5 / p< t7 X :r ;W zfq n/ X- ^ ^ 

_3_ [4_;t hr^'>-3- [ ([4- (1. 3-5^7 7-;w2-'fjjW 'Oi/'f ;H 7.$ J) :7 

MS m/e (ESI) 455 (MH*) 




X5^;i/ 2-f y >^D5}^^->-3-[4-;< h+>'-3-{[4-(4. 4, 5. 5-t- h^p^ ^^iWl. 3. 2;, 

-v:j-=t^-!t#a 7 >-2-^ ^>v^< JH 7 5 y p^5^;W 7 xxju^d/ i / x- h = • 
-[4-^ hit^<>-3-f ([4-(2-lf Ui?;W'^>l/-f ;H 75 /) pt5^;H 7xx;W zfun 
MS m/e (ESI) 449 m) 
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molS^-Q^ ^^M-i7 UU-A-(A,A, 5/5-x 3. l-V^^^t-u^y- 

2-'1'M^>V^X- KO. 91gSr#fc. 

'H-NMR(CDC1^ fi: 1. 25 (s, 6H) 1. 36 (s. 6H> 1. 14 (d. >6.4Hz. 3H) 3. 94 (s. 3, 
H) 7.70 (d. J=8.0Hz. IH): 7. 79 (d. J=8:0Hz. IH) 7.84 (s. IH) 



a D-4- (4. 4. 5. 5-5=- ^^J-y^X, 3. l-Jr^^-^i^Wy y-l-^M^ 
>\/X'-h0.30g, yp^r'^>-tf>0. 19g, 1. l-k*7> (v7xr:;^3^^;^7w'y) :7i 
□-fe>5^^op/l7>"i7A57ing*5.kl/j^^;«7 U '>A0. 55g<&f/^ h^vX:^>15ml 

^ u ^y;!-* 'ph^u-^y^'yy 'N^^tJ- ^-Hf^x^^w (5 si) 

0 2-^ □ P-4-7xx;i/S^m§K^5";i^?r#fc. ;^V>T#^nfc2-i' □ a-4-7 
xx;P^EWp^5"Jl'<£^t5'y-;P4iDHC^«U .lN7Ki!^t;:J-h 'J^7A2ml<&JjDA> 

^©Tei^Fem^^bfe. :iNJgKT4'fatfe^, @^^x5^;i/-e 

JEli5&tT2-i'DP-4-7xx;i/^m#K0. 12g$:4§fc. 

'H-NMRCCDClj) a : 7: 44-7. 52 (n. 3H) 7. 56-7. 63 (n. 3H) 7. 73 (d. J=l. 6Hz. 3H) 
8.05 (d. J=8. 0Hz. IH) . 
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|||g^J292c) 




l-V p 0-4-7 x-;i^^,ESM*3ctl>'x5';U 3- (3- ( [ (tert-y ^^1^%)^--=^ 

Vi. ||J6«^38) £l^^®;5j£-C, 3- (3- ( (2-^ □ a-4-7x-;b^>V^'f ;W 75 ; 

MS m/e (ESI) 482 (MH*) . r : 

l^lia^293 , 
Sl3i«»J293a) 



CI— - . - M .... ..^ ... V • 

;>t#Jl/2^^ 13 a-4-(4. 4. 5. 5-x 3. 2-$?**iJ-5Ko^>-2-'r^W 5 . 
>>/x-h:feJ:t)f4->^D=&^ao^>-tf>^ffl<'^. Mii«»J292b) 2 
-^□P-4-(4'-i7PP7xii;W"^l;#^^#fc« ■ 

'H-NMR (DMSO-de) 6n 7. 54 (d, 1=8. SHz. 2H) 7. 72 (dd^ J=Ji 6, 8. OHz. 2H) 7. 78; , 
{d. J*8. 8Hzv 2H) 7. 84 (d. J=1.6Hz. 2H) 7. 87 (d, J=8. OHz. IH) ■ - > 
^iS«»J293b) • 



2-^PP-4-{4'-i^oo7x-;i')^mSMi3<J:U^x5';i' 3-l3-([(tert-:/h^ 
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WO01/2S181 
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X- h mmm) t i5i<$©;&feT% 3- (3- [i-i? u d-4- w-i? □ □ yx.-)v) 

MS m/e (ESI) 516 (MH») 




□^4-(4'-:>^5^;p:7xx;w^^§^*#fei . v 

•H-NldlCDCli) 5: 2/42 (s. 3H) 7. 29 (d. 'J'=8.0HZi 2H) 7. 52 (d. J-S. OHz; 2H) 
7. 56 (dd. J=r. 6. 8. 4Hz. IH) 7. 71 (d. J=l. 6Hz. IH) Si 09 .(dl; J.=.8. 4Hz. IH), ■■ 

m^mim) - ' ■ ... .. r ; . 




2-^ P P-4- (4'-;>i5';i'7xx;i/) ^E#iE:fe 3- 13- {.[ (terl--:/ 
x-h<&ffliri, ^mmz) tmm<o:^^~^> 3-(3-[2-i^pp-4-(4'-p^^;U7xx;w 

MS m/e (ESI) 496 (MH*) 

^i6gy295 ■ ' ■ ■ 

^jg««J295a) r 
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^0 Q 




4-^OD-2-xK^'>^Ji.«KX5";i'0.50g. 7x-;l'#D>K0.3Ig> Kl-Kr^ 

>H-NMR(CDCl3)5: 1.61 (t. M.2Hz. 3H) 4.42 (q. 1=7. 2Hz. 2H) 7. 21^ W, J^^L 
6Hz. IH) 7.36 (dd. 1=1.6. 8. 4Hz. IH) 7.43-7.51 (m. 3H) 7.59-7.61 (m. IH) 
8.25 (d. J=8.4Hz. IH) 

^0 0 0 

2^xh=^-2/-4-7xx:^^^m#^^3«fct^x^J^ 3-l3-([(UrtT:/>=¥>^*;i/>i? 

fflV^ ^|g0iJ38) <hll^O:5^^feT', 3-(3-((2-xh=^^->-4-7xX;V-<>l/'<;W75 
y] ^5^ju-4-^ i.:^i->7xx;W-2-'r vya#^->7*oA>^<£:#fc. ... 
MS m/e (ESI) 492 W 
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wo 01/25181 PCt/JPdb/06?88 




4-^ □ 0-2-X v^f,Si^x5^;i/*3j;JX4-7;i/::to^>if.>'/^ 

'H-NlfiKCDClj) 5: 1.61 {t. J=7. 2Hz. 3H) 4.42 (q. J=7. 2Hz. 2H) 7. 15-7. 20 (ni.' 
3H) 7: 30 XM, M. liffii. IH): 7. 55-7. 59/{iii. .2H). -8. 24v (dj^ J=8. OHz. . IH) ; 
IIJ(5^a|296b) ... 




2-x h:^'>-4- (4'-7;i':i-o :7 xii;W J;rXx5^;i/ 3- [3- ( ( (tert-^ . - 

Ayx-h<&fflli, llia^38) 3-(3-(2-x!-^^i>-4-(4'-:7^l'^D 

MS m/e (ESI) 5 row . : . • . ,j> T . s , . 

^«5^J297 ^ ; . , 

$S(ji^J297a) • . 




4-/7 00-2-X h^'>^,tSSgX5";i/43j;yC4-;jt h=^^->^>-fe*>4^P>K?;ffl,V\ 
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wo 01/25181 



PCT/JPOO/06.788 



•H-NMRlCDCIj) 6: 1. 61 (t. J=7. 2Hz. 3H) 3.87 (s. 3H) 4.41 (q. J=7. 2Hz. 2H) 
7.01 (d. J=8.0Hz. 2H) 7.17 (d. J=1.6Hz. IH) 7. 31 (dd. J=l. 6. 8. 4Hz, IH) 7. 
55 (d. 1=8. OHz. 2H) 8. 22 (d. 1=8. 4Hz. IH) 




2^x h#->-4^ (4*-p^ h^^l7 x:-)V) fcMmm^^X^^^}^ 3- [3^::( [ (tert-::^- 
^>^yx-h^fflVi, |lig^sj38i:|5lii©:^ST; 3-(a-[2-Xh^r'>-4-(4'-^ h^$/7 

MS m/e (ESI) 522 (MH*) 




|IS6^>ij2l8tlslii0;&ST?, 3- [3- ( [2-ymn-A-{h') y)V:ta:^^)H^>^/ 
;H 7 5 y -4- ^ h =^ -> 7 xx;i/) -2- o 3}?^ V y p A>m^#:fe. 

'H-NMR{CDClj) 6: 0.86 (t. J=7.2Hz. 3H) 1.51-1.61 On. 2H) 2.97 (dd. Jf& O,. 

14.dHz. IH) 3.07 (dd. 1=4.4. 14.0Hz. IH) 3.35 (dt. 1=6.4, 8. 8Hz. IH) ; 3. 50^- 
Id I. J=6.4. 8.8Hz. IH) 3.89 (s. 3H) 4.04 (dd. J=4.4. 8. 0!|z. IH) 4.64 (d. 

J=6.0H2. 2H) 6.82 Id. .1=8. OHz. IH) 7.17 (dd. J=2. 0. 8.0Hz. IH) J. 22 (d. 

J=2.0Hz. IH) 7.38 (d. J=12. OHz. IH) 7.37-7.45 (m. IH) 7„ 52 (d. J =8. OHz. 1 

H) 8. 23 (t. J=8. OHz. IH) . 
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MS m/e (ESI) 424{MH*) 




mmm2ntmm(o:^m-c. 3-14-^ h+>'-3-([(5-p^5";i/-2-7x-;i/-i. 3-5^7 

MS in/e (ESI) 469 (MH*) 



mti&m2utmm(D:^mx\ z- (3- [ (2-^:7 p p-4-ypx}^:^^i» >s / ] >c^;i/-4-^ 

Si¥'>l7x:::;W-2-yD3n^v:/Dn.>iS<fe#fc. . ., 

MS We (ESI) 464 (MH*) 
lli6giJ302 



mMm2\itwim0:&mv. 3- 13- ( [2-^ 0 0-4- (v^: □^>5';i/?t4-» v 

MS m/e (ESI) 490 (MH») 
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wo 01/25181 
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mm2\itmi^(D:^m-t!. 3-13-1 (4->^ n^^i^)V^>v^)V) tam ^5^;w 

MS m/e (ESI) 454 (MH*) 
^MM304 



MS m/e (ESI) 503 (MH*) 



-1. Z-^7V-}V-A-'i)V]:^JV7^=-)^7S./) pc^';!/] 7x::i;i'-2-:/D5l^^v7^o , 

MS m/e (ESI) 483 (MHO 

jlMt?iJ306 



|lli^218i:l^«®*ftT?^ 3- (3- [ (2. A-i^i7 a n^>^/^ m 75.y] ^^)l^-A- 





0 

r^oH 
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MS n/e (ESI) 426 (MH') 




^OH 



MS m/e (ESI) 455 (MH*) 



mmm2iitmm(D:^ik'v. s- (s- [(2. 4^v?i/ oa^>y-f tsvi ;>c5^;i/-4-' 

^ h^>'7yci;W-2-< v:/K^s^!/D/t>a6*#:fe.^ . 
MS m/e (ESI) 454 W) 

lljiS^J309 ' ~ ; 




OH 




MS n/e (ESI) 483 (MH7 
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COjH 



6 : 0. 94 (t. J=7. 2Hz. 3H) 1. 51-1. 71 (m. 2H) 2. 51-2. 58 (m. IH) 2. 70 (dd. J 
=5. 8. 14.0Hz. . IH) 2. 88 (dd. J=8.4. 14. OHz. IH) 3. 84 (s. 3H) 4. 57 ,(d. , J-5. 
6Hz. 2H) 6. 75 (t. J=5. 6Hz. ill) 6. 80 (d. J=8. 4Hz. IH) 7. 09 (dd. J=2. 0. 8, 4Hi 
z. IH) 7. 15(d. J=2.0Hz. IH) 7.23(d. 8.4Hz. 2H) 7.79(dt. J=2- 0. 8.4Hz. 2H) 
^i6^311 - . ... 



COjH 




k le) tiBj^<^:55^T5asb. 2-(4-^^^^/-3-[(2-:^75^;^;^J;^3l"^- 
;W7sy]p<5^Jl''^>v^;W ::^^/-r )*^#fc« 
'H-NMR(CDClj) fi: 0.96 (t. J=7. 2Hz. ; 3H) 2. 53-2. 62 (m^ 2.73 (dd. J=5. 8. 
14.0Hz. IH) 2.89 (dd. J=8. 6. 14. OHz. IH) 2.89 (dd. 1=8. 6. 14 OHz. ; IH) 3.8; 
7 (s. 3H) 4.64 (d. 1=6. OHz. 2H) 6.82 (d. J=8.4Hz. IH) 6.85 (t. 1=6. ()Hz,. 1 1 . 
H) 7.10 (dd. 2^2. 8.4Hz. IH) 7.22 (d. J=2. 2Hz. IH). 7.4-7.58 (m. 2H) 7.78 
-7. 94 (m. 4H) 8.27 (s. IH) • / ' / 1 



COjH 



mmmii)^ u) tmm(D:&^x^mm\y. 2-[4->^h^->-3-(i{i-^^jw-iH-M 

'H-NMR(CDClj) 6: 0.95 (t. J=7. 2Hz. 3H) 1.51-1.62 (m. 2H) 2. 53-2. 62 (m. IH) 
2. 72 (dd. J=6. 4. 14. 0 Hz. IH) 2. 89 (dd. J=4. 4. 14. OHz. IH) 3. 86 (s. 3H) 
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4.04 is, 3H) 4.57 (d. J=5. 6Hz. 2H) 6.77 (t. J=5. 6Hz. IH) 6.79-6.83 (m. 2 
H) 7.06-7.18 (m. 3H) 7.27-7.33 {b. 1H) 7.37 (d. J=8; 4Hz. ,1H) 7;.61 (d. J=8. 
OHz. IH) ^ 




mmmm . u) tmm<D:^mx'9!!M 2- (Sr [ (2. 4h>'^>*->/^>y< 7 s 

'H-NMR(CDCl3) 5: 0:94 (t. J=7..2Hz. 3H) 1. 50-1. 7! : (m. 2H) 2.:49-2i.58: (m. IH) 
2.70 (dd. J=6.0, 14.0 Hz. IH) 2.86 (dd. J=4.4,. 14.; OHz. IH) , 3. 84 (s.. 3H) ; 

3.86 (s. 3H) 3.90 (s. 3H) 4.59 (d. J=6. OHz. IH) 4.60 (d. J=6. OHz. lH) ;,;6.!^4-v 

6 (d. J=2.4Hz. IH) 6.58 (dd, J=2.4. 8. 8Hz. IH) 6.78 (d. J=8.4Hz. IH) 7.05 
(dd. J=2.4. 8.4Hz. IH) 7.17 (d. J=2.4Hz. IH) 8. 16 (d. J=8. 8Hz. MH) 8: 35 

(t. J=6.0Hz. IH) 

mmmm . • .: . :• . ,,. 




HJS^iJld) le): ti^^O^^^T^aab, 2- (3- ( [ (5ry5^;W2-;lf U z^JV) 

'H-NMR(CDClj) 8 : 0. 90-1. 00 .(n. 6H) 1. 30-1. 42 (m. 2H) 1: 50-1. 71 (m.. 4H) 2. 5, 
0-2.59 (m. IH) 2.65 (I. J=8. OHz. 2H) 2.70 (dd. J=6. 4. 14. OHz. IH) 2.-86 (d; 
d. J=8.4. 14.0Hz. IH) 3.86 (s. 3H) 4.61 (d. J=6. 4Hz. 2H) 6.78 (d. J=8. 4Hz. 
IH) 7.06 (dd. J=2.4. 8.4Hz. IH) 7.17 (d. J=2. 4Hz. IH) 7. 62 (dd. J=2. 0. 8. 
OHz. IH) 8.10 (d. J=8.0Hz. IH) 8.35 (d. J =2. OHz. IH) 8.42(t. j=6. 4Hz. IH) 

mmmm , , 
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'H-NMROCIj) 5: 0.93 (t. J=7. 6Hz. 3H) 1.50-1.70 (m. 2H) 2.50-2.58 (m. IH)' 
2.69 (dd- J=6.0. 13; 6Hz. IH) 2. 88 (dd. J=8.4. 13. 6Hz. IH) 3.86 (s. 3H) 3. 
88 (s. 3H) 3.91 (s. 3H) 3. 92 (s. 3H) . 4> 60 (d. J =6. GHz. 2H) 6: 49 (s. , IH). 6. 
78 (d. J=8: 0Hz. IH) 7. .06 (dd. J=2/0. 8.(0Hz. Ifl) 7.17 (d. J=2. OHz. IH) :;7.;.7 . 
5 (s. IH) 8.'45 (t. 'J=6.iOH2. IH) . 




COjH 



mmmu)^ \e) tmm<D:^m-^mmh. 2-(3-[(2.4-i?p^5^;i^'^>v^<iv.x,5y-iv 

•H-NMR(CDCl3) 6: 0.94 (1. 1=7. 2Hz. 3H) 1. 50-1. 71 (in. 2H) 2.31 (s; 3H) 2.36 

(s. 3H) 2. 50-2. 59 (ni. IH) 2. 70 (dd. J=6. 6. 14. OHz. IH) 2. 88 (dd. J=8. 4. 
14. OHz. IH) 3. 81 (s. 3H) 4. 54 (d. J=6. OHz. IH) 4. 55 (d. J=6; OHz. IH) 6. 29 
(t. J=6. OHz. IH) 6. 78 (d. J=8. 6Hz. IH) 6. 98 (d. J=7: 6Hz. IH) 7.00(s. lH) .7... 
08(dd. J=2.0. :8.6Hz. IH) 7.18 (d. J=2. OHz. IH) 7; 24' (d. J=7. 6Hz. IH) . - 



X 




COjH 



%mmu). u)tmm(Di5m^mm\.. 2-i4-^h*v-3-(i(5-p^^;w2rtf^>' 
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'H-NMRICDClj) <5: 0.94 (t. J=7. 2Hz. 3H) 1.50-1.70 (m.. 2H) 2.50-2.58 On. IH) 
2.69 (dd. j=6.8. 14. OHz, IH) 2.88 (dd. J=8.4. 14. OHz. IID 3. 85 (s. 3H) 4. 
61 (d. J=6.0Hz. 2H) 6.79 (d. J=8.4Hz. IH) 7.08 (dd. J=2.0. 8.4Hz. IH) 7.1 
5 (d. J=2.0Hz. IH) 8.21 {t.J=6: OHz. IH) 8.36 (s. IH) 9:26 (s. IH) : 



mmmH) > ■ le) i:ig^©;^«feT«!l3lLv 2- {4-pt f^^v-3- 1 (2-=^^/ U 

'H-NMR(CDCIj) 5: 0.93 (t. J=7. 2Hz. 3H) 1. 50-1. 70 (m. 2H) 2. 51-2. 60 (m. IH) 
2.70 (dd. J=6.4. 13.4Hz. IH) 2.89 (dd. J=8. 6. 13.4Hz. IH) 3. 87i (s. 3H). 4, 
68 (d. 1=6. 4Hz. 2H) 6. 80 (d. J=8. 2Hz. IH) 7. 07 (dd, J=2. 2. 8. 2Hz. IH) 7. 2 
l(d. J=2.2Hz. IH) 7.69 (t. J=8. OHz. IH) 7. 76(t. 1^8. OHz. Iffl ;7. 97(d, J=8.:j0 
Hz. IH) 8. 01 (d. J=8. OHz. IH) 8. 62 (s. IH) 8. 67 (t. J=6.4Hz. IH) 9. 15 (s. IH) 



mimu). \t) t^m^oiiswtmmu 2-^(4-;* h^'>T3-((6-^/ .u jI'^jwij^^ 

•H-NMR(CDCl3) 6: 0.91 (t. J=7. 6Hz. 3H) 1.47-1.70 (m. 2H) 2. 47-2. 56 ,(ii|, 
2.69 (dd. J=6.0. 14. OHz. IH) 2.84 (dd. J =8. 8. 14. OHz. IH) 3.79 (s. 3H) 4. 

57 (d. J=6.0Hz. 2H) 6.75 (d. J =8. OHz. IH) 6.84 (t. J=6.0Hz. IH) 7. 05 (dd. 
J=2. 0. 8.0Hz. IH) 7.17 (d. J=2. OHz. IH) 7.34 (dd. J=4.4. 8.4Hz. IH) 7.88 
(dd. J=2.0. 8.8Hz. IH) 7.96 (t. 1=8. 8Hz. IH) 8.06 (d. .J=8.4Hz. IH) 8.10 

(s. IH) 8.86 (d. J=2.8Hz. IH) 

^M^J320- ' . 
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'H-NMR(CDC1,) 5: 0.95(t. J=7.6Hz. 3H) 1. 53-1. 71 (m. 2H) 2. 52-2. 59 (m. HO 2. 

70 (dd. J=6.6. 14.0Hz. IH) 2.88(dd. J=8.4. 14. GHz. IH) 3. 79 (s. 3H) 3.83 {s. 
3H) 4.57(d. J=5.6Hz. IH) 4.57 (d. J=5. 6H2. IH) 6.44 (s, IH) 6.46 (s. IH) 
6.78 (d. 1=8. GHz. IH) . 7. 07 (dd. 1=2. 0. S-vOHz. IH) 7. 17 (d. J=2. OHz. IH) , 



immu) i le) izmmoyiDm-^^Mh. 2- w-p^ h^v'-3- ( [{5->^ vfu 

;l/-2-t! U 5?JW :^t7 75 y v^^ ^ -f ^ 7 v y H<£% ; 

•H-NMR(CDCl3) 5: 0.93 (t. 1=7. 2Hz. 3H) 1.48-1.70 On. 2H) 2.48-2.57 (m. IH) 
2.69 (dd. J=6.6. 13. OHz. IH) 2.87 (dd. J=8.4. 13. 6Hz. IH) 3. 85 (s. 3H) 3. 
89 (s. 3H) 4.59 (d, J=6. OHz. 2H) 6.78 (d. 1=8. OHz. IH) 7.06 (dd. J=2.0. 8. 
GHz. IH) 7. 16 (d. J=2. GHz, IH) 7.26 (dd. J=3. 2. ^8. 4Hz. slH) 8,14 jd.;,J=8.4 
Hz. IH) 8.19 (d. J=3. .2Hz. IH) 8. 30 (t. J =6. OHz. IH) - . . 



mmm\d) . le) tmm<Dijmx^!&mu i- is- (i (3. ^-j^ □ p-2-if u vjw 

•H-NlflKCDClj) 6: 0.94(t. J=7.2Hz. 3H) 1. 51-1. 70 (m. 2H) 2. 50-2. 59 (m. IH) '2.;, 
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69 (dd, J=6.4. 13.6Hz. IH) 2.87(dd. J=8.4, i3. 6Hz. IH) 3.85 (s. 3H) 4.57 
(d. J=6.4Hz. 2H) 6.78 (d. J=8.4Hz. IH) 7.07 (dd. M.\ 8. 4Hz. jH) ^ 16 
(s. IH) 7.82 (d. J=2.0Hz. IH) 8.09U. 1=6. 4Hz. IH) 8.40(d, J=2. OHz. IH) 




njfi^j Id) ; ' le) mmbism'^mm t> 2- [3-1 [ ti^> vr tw 7 y >f 7-f 

'H-NMRiCDClj) 6 : 0. 94(t. J=7. 2Hz. 3H) 1.50-1.71 (m. 2H) 2.50-2.60 (m, :lH) 
2.71(dd, J=6.0. 13.8Hz. IH) 2.87(dd. J=8: 8. 13. 8Hz. IH) 3.89 (s. 3H) '4. 69 
(d. J=6. OHz. IH) 4.70 (d. 1=6. OHz. IH) 6.81 (d. J=8.4Hz. IH) 6. 96 (d. J=2. 
OHz. IH) 7.08 (dd. J=2. 0. 8.4Hz. IH) 7.20 (d. J =2. OHz. IH) 7.33 (d. J=8.0 
Hz, IH) 7: 71 (d. J=2. OHz. IH) 8.01 U. 1=6. OHz. IH) 8. 04 (d,. J=8. OHz. IH) 
^jiS^J324 . : , ' .... . T , 

'H-NMR(CDG1,) 6: 1. 04 (d. J=6. 0Hz. 3H) li 16 (d. : 1=6. OHz. 3H) 2. 92 (dd. 1=7.! 
2. 14.0Hz. IH) 3.03 (dd. J=4.4. 14. OHz. IH) 3.59 (sept. J=6. OHz. IH) 3. 86 : 
(s. 3H) 4.11 (dd. J=4.4. 7. 2Hz. IH) 4.60 (d. J=6. OHz. 2H) 6.77 (br. IH) 6: 
82 Id; J=8.4Hz. Ill) 7. 16(dd. J=2. 0. 8. 4Hz. IH) 1A \ (d. J=2. OHz. IH). 7. 70 
(d. J =8. OHz. 2H) 7.84 (d. J=8. OHz. 2H) 
^iifi^l325 
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'H-NMRlCDCg 6: 1.03{d. J=6. OHz. 3H) 1. 16(d. J=6. OHz. 3H) 2.92 (dd. J =7. 4. 
14. OHz. m 3. 03 (dd. JM. 6. 14. GHz. : IH) 3. 58 (sept. J=^5. OHz. IH) 3. 87 (s, 
3H) 4.11(dd. 1=4.6. 7.4Hz. IH) 4.60(d. J=6.0Hz. 2H) 6. 75 (br. IH) 6.83(d. J,;^ 
=8.4Hz.lH) 7. 17 (dd.J=2. 0.8.4Hz. IH) 7.21(d. J=2. OHz. IH) 7. 56-7. 70 (in. 3H) . 

g|iS^J326 '.; ■ ■ •■ ■ - • 




I . le) tm^(r>i5mx9mh. 3- (3- 1 (2-7;w^p-4-y h ^->-^5^y-f = 

•H-NMR(CDCl3) a: 1.00 (d. 1=6. OHz. 3H) 1.14 (d. J=6.0Hzi 3H) 2. 89: (dd. J=8. 
0. 14.0Hz. IH) 3.04 (dd. J=4. 0. 14. OHz. IH) 3.54' (sept. J =6. OHz. IH) 3.83 
(s. 3H) 3.86 (s. 3H) 4. 09 (dd. J=4. 0. 8.0Hz. IH) 4. 62 (d. J =6. OHz. 2H) , 6. 
59 (dd. 1=2.4. 14.0Hz. IH) 6.77 (dd. 1=2. 4. 8. 8Hz. IH) 6.81 (d. 1=8. OHz. 
Ifl) 7.i3- (dd. .J=2:0. 8: 4Hz. m 7.21 (d. J =2. OHz. IH) 7.27-7. 36 (in. IH) 8.. 
05 (t. J=8.8Hz. m . 



|jj6^J327 



COOH 




Ilifi^Jld) , le) tn^o^lS^-^mmV. 3- (3- [ (I-!? P P-4-^ h=^->-^>y^ M 
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■ ■• .1:1 :.r ■ 

■H-NMRICDGIj) 6:- 1:02 (d. J=6.0Hi, 3H) 1.15 (d: J^6. OHz. 3H)^2. 90 (dd? J=7. 
6. 14. 0Hz. IH) 3.05 {(1(1. J=4.4. M. OHz, IH) 3. 56 (sept. J=6. OHz; IH) 3.81 : 

(s. 3H) 3.84 (s. 3H) 4.09 (dd. J=4.4. 7. 6H2. IH) 4. 61 (d, .J=5. 6Hz. 2H) 6. 
59 (dd, J=2.4. 14.0Hz. IH) 6.80 (d. J=8.4Hz. IH) 6.84 (dd. J=2. 8. 8. 8Hz;/ 
IH) 6. 88 (d. J=2. 8Hz, IH) 6. 97 (t. J=5. 6Hz. IH) 7. 14 (dd. J=2. 0. 8. 4Hz. 1 
H) 7.24 (d. J=2.0Hz. IH) 7.74 (d. J=8. 8Hz. IH) ' 




'H-NMR(CDClj) 5: 1.04 (d. J=6. OHz.^ 3H) 1. 16 (d.> J =6. OHz. 3H) 2i'91 (dd. 1=7.. 
6. 14. OHz. IH) 3. 05 (dd. J=4. 4. 14. OHz. IH) 3. 57 (sept. J=6. OHz. IH) 3. 82 

(s. 3H) 4.11 (dd, 1=4.4; 7. 6Hz. IH) 4.61 (d. J=6. OHz, 2H) 6.40 (br. IH) 
6.80 (d. J=8.4Hz, IH) 7.16 (dd. J =2. 4. 8.4Hz. IH) 7. 27. (d. J=2.4Hz. IH) 7. 
26 (s. IH) 7.32 (s. IH) 
§llf6^329 




mnm\<i). \t) tmi^<r>l5mr^mL\.. 2-'fyyo>S:^re^-3-4-^:K^>'-3-l(l6 
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'H-NMR(GDCg 5: 1. 05 (d. J =6. GHz. 3H) 1.16 (d. J=6.0Hz.oP 1 93 (dd. J=7. 
2. 14.0Hz. IH) 3.04 (dd. J=4.4. 14. OHz. IH) 3.59 (sept. J=6. OHz. IH) 3. 86 ; 

(s. 3H) 4. 10 (dd. J=4. 4. 7. 2Hz. IH) 4.63 (d- J=6. OHz. 2H) 6. 83 (d, - J =8. 4 . 
Hz. IH) 6. 93 %. IH) :7..1.7 (dd.' Jf2.0. 8. 4Hz. IH) . 7. 22 (d. J=2,;0Hz. JH) 7. 
75 (d. J=8. 4Hz. 1H) '8.29 (dd. J=L 2. 8, 4Hz. IH) 9. 02 Is, IH) ,- 

CI 0 .0 vi 




3-3- [ ( i3-i^ D D-5- ( h u 7;u* o ^)V} -2- tr u * ;w#-;w7 ^ y ) ^ 5^ 

'H-NMR(CDCl3) 6: 1.02 (d. J=6. OHz. 3H) 1.15 (d. J=6. 0Hz. 3H) 2.90 (dd. J=7; 
6. 14.0Hz. 71H) 3.04 (dd. »4. 14. OHz. IH) 3. 56 (sept. J =6. OHz. IH) 3:86 
(s. 3H) 4.09 (dd. J=4.4. 7.6Hz. IH) 4. 61 (d. J=6. OHz. 2H) 6.82 (d, J=8. 2 
Hz. IH) 7.15 (dd. J=2. 0. 8.2Hz. IH) 7.23 (d. J =2. OHz. IH) 8.05 (d. J=0. 8Hv 
Z.1H) 8.14 m; J-6.0Hz; IH) 8i 70: !(d. J=0. SHz, IH) ,,, : ; , : 




mmmu)^ u) tmm<D:^mx'mmv. 3-{3-([(2.4-5^^h4^'>-5-t!U5>'- 

'H-NMR(CDCl3) 5: 1.04 (d. 1=6. OHz. 3H) 1.16 (d. J =6. OHz. 3H) 2.91 (dd. J=7. 
4. j4. 0Hz. IH) 3. 04 (dd. J=4. 2. 14. OHz. IH) 3.58 (sept. 1=6. OHz. IH) 3. 89 
(s. 3H) 4. 10 (dd. 1=4.2. 7.4Hz. IH) 4.60 (d. 1=6. OHz. 2H) 6. 82 (d. J=8.4 
Hz. IH) 7.14 (dd. J=2.0. 8.4Hz. IH) 7. 19 (d. J=2.0Hz. 1H); 7.96 (I. J=6.0H 
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z. IH)- 9; 10 (s; IH) 




h^l^hV^^MQg. A^hS^JI/MSg^DDA, 6WiJDiiMS5Ufc. Kft^m^^t: 

m^Ai. «sin:ft:^7Kfc: Tiffed MjK.im-^if^i^^j^izx'^^L. mm^^zm 

2-7;i':ta-5-{-:^^ h+v^5^;^)^>>';^7;^3-;^25g^^f;to z.co^.'^m^-^ 

[5.4.0]»>>x-t:>22inlS:JD;i. ^®T-12^PBl}ti^ Lfc. SfSjg-&!|^lc:7K<&iDA. 

-t*>30g<&#fc. c:0ia4fiKig!l*xh^t h*O7^>500innc:Mb. 7K50nil*3j;2X 
h U 7xX;i/xh::^t7^ >45gi5:JDA> 50t:T'3^PBm#Ufeo ^JI<&MS@*L. 2- 
^jPr^O-S-lv^p^ h^>p^5';|/) Oi^Jl'75 >7.0g^&#fc. &4j5)t«^*N. N-S^^^ 
;i/*;i^A75 K200inHC^<5?U. ^H:/5^;Uv*-jH:^^-h55g, .hUX5";i/X5> 
43mI<fej!JD^, ^iafCT4BK^#Ufc. KJi&S^^fCTK^UDA, i^S6xg^;H?ttmi 
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(10:l-*2:l)^aj^iii<};D^H:/^;k N-l5-(>?^ h^>'/5"JW-2-7;W:tD 

'H-NMR(CDC1,) 6: 1.44 (s. 9H) 3.30 (s. 6H) 4.36 (d. J=5. 2Hz. 2H) 4 90 (bf; 
IH) 5.34 (s. IH) 7.02 (t. J=9. 2Hz. IH) 7.16-7.46 (n. 2H) 

i3ig0y332b) • .. 

X h ^ t H □ 7 ^ >300ml U» IN-^TOil Slra A *?&T20^^fS*^ 

?5fe^t/^ :|S7KfiSm-^^^^vC7ATIl;^b, ^^!^^^^HS5^ n-{2-:7 

;i/;t^D-5-3j^JU5;P) h25gSr#fc. 

'H-NMR(CDCIj) 6 :; 1.'45 (s. 9H) 4. 43 (d. J=5. GHz. 2H) . 4. -98 (br. IH) 7. 19. (t.;, 
J=8.;8Hz., IH) 7. 79t7. 85. (11, IH) 7. 90 (dd. J=2. 0. 7.2HZi IH) 

«l©;&j*T?fflSU ^^H:/9^;1/ N-5-1{2. 4-s;:t=^y-l. 3-5^777. V"5-<f;W ^5"; 

•H-NMR IDMSO-ds) 6M. 38 (s, 9H) 3: 06 (dd. 1=9. 2. 14. OHz. IH) 3.34 (dd. J=4. 
0. 14. GHz, IH) 4. 12. (d. J=5. 6Hz. 2H) 4. 81 (dd. J=4. 0. 9. 2Hz) 7. 05-7. 20 (m. 
2H) 7.35 (t. J=5.6Hz. IH) 7.93 (s. IH) 
^J6TO2d) 
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'H-NMRrtDClj) 6: 3. 17 (dd, J=8.4. H. 4Hz, IH) 3. 26, (dd. J =4. 4. 14.4Hz;: IH) 
4.45 (dd. J=4.4. 8.4Hz) .4. 59 (d; J=6. OHz. 2H) 6. 610)1. IH) -6.96 (t. J=9.. 
2Hz. IH) 7. 04-7:11 (m. IH) 7. 20-7. 29 (14 ~2H) .7. 36 (d,.,J=2iOHz. IH) 7. 80,; : 
(di iJ=8.4Hz, IH) > • . . ; 




SIKS«»I261 a:l^!^®:5STMSi V. Nl-5- [ (2. 4-':^*4^V-i. 3-5^ 5 >-5-f ^ 
;W:>^5";H-2-:7;|/;rD^>v^;i'-2-^PO-4->c hJ^S/'^^XTS 
'H-NMR«(CDC1}) a : 3. 15 (dd. J=8. 6. 14.. GHz. :1H). .3.)32 (dd. 1=4. 2. 14. GHz.- JH) 
3.76 (s. • 3H)' 4. 44 (dd. J.-4. 2; 8. 6Hz. IH) 4. 59 (d. J56.,4H.z. 2H) .6. 76-6 >86 , 
(m.- 3H) '6 *95 -(t. J=8.4Hz. IH) 7. 03-:7. 08 (m. IH) 7. 27 (dd. J=2. 0. 7, 2H2.. 
IH) 7 69 (d, J=8.4Hz. IH) 8:46 (br. IH). 



^0 0 



CI 




NH 



mmmi^\tmm<oi5m!m^\^. Ni-5-i(2.4-5^:t¥y-i. 3-5^7 •/7>-5-i' 

•H-NMRIDMSD-de) 5: 3.07 (dd. J =8. 8. 14. OHz. IH) .3. 34 (dd. J=4. 4. 14. OHz. 1 
H) 3.90 (s. 3H) 4. 47 (d. J=6. GHz. 2H) 4. 82 (dd./J.=4. 4. 8. 8Hz. IH) 7.00-7: 
30 (m. 5H) 7. 70 (d. J -8. OHz. IH) 8. 63= (I. J=5. 6Hz. IH) 12. 03 (s. IH) 



327?. 
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■H-NMRICDClj) 6: 3.07 (dd. J=9. 6. 14. OHz. IH) 3.34 (dd. 1=4.4, 14. OHz. IH) 

3.97 (s. 3H) 4.50 (d. J=6.0Hz. 2H) 4.83 (dd. J=4.4. 9. 2Hz. IH) 7 08^7.20 , 

(B. 3H) 8.07-8.14 (B. IH) 8.26-8.33 to. IH) 8.74 (t. J=6.0Hz. IH) 12. 03,; 
(s. IH) 



^m261tl^«®^^T?M31lx, :'N3-5- [ (2, 4-5^*^V-l. 3-^7V^^>-5-rf : 

M^5";W-2-i7;p#a'>;>5^;i/-2-^H^rS/-:6-^?;^^^ 

'H-NMftHCDClj) 6 : 2. 43 (3H. s) 3. 07 (dd. ]=9.4. 14. OHz; IH) 3; 40: (dd. J=4 0. 

14.0Hz. IH) 3.96 (s. 3H) 4.49 (d. 1=5: 6Hz.> 2H) 4. 82 {dd., >J=4.0. 9. 4Hz> l ' 
H) 6.94-7.00 (m. IH) 7.10-7.30 to. 3H) 8.02-8.10 (m. IH) 8.64 (t. :J-5.JH?>^: 

IH) 12.02 (s. IH) 



mmm26\tmm(Di5iii't:mmv. n3-5-((2.4-v^+v-i. 3-5^.TV^:^-5-f 

'H-NMR(CDCl3) 5: 3.02-3. 10 (m. IH) 3. 27-3. 36 to IH) 3. 90 (d.; 1=2. OHz. 3H) 




^lfe^J337 




NH 
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4.10 (d. 1=2. OHz. 3H) 4.49 (d. J=5. 6Hz. 2H) 4. 79-4. 84 (m. IH) 6,48 (d. J 
=8.0Hz. IH) 7.08-7.27 On. 3H) 8.13 (d. J=8..0Hz. IH) 8.48 (t. J=5. 6Hz. IH) 
12.01 (s. IH) ' 




;i'Ml^;W-2-7;^:to^>i?;i^2-ifcK=^^-^^^^ . 

'H-NMROMSO-de) 5: 1.33 (t. J=7. 2Hz. 3H) 3. 07 (dd. J =9. 6. 14. OHz, M MSf 
(dd. J=4. 4. 14. OHz. IH) 4. 43 (q. J=7. 2Hz. .2H) 4. 49 (d. J=5. 6Hz. -2H) ;4. 85 
(dd, J=4. 4. 9. 6Hz. IH) 7. 06-7. 30 (m. 4H) 8. 12' (dd. J =2. 0. ^ 7. 6Hz. iH) 8^ 2 

7 (dd. J=2.0. 4.8Hz. IH) 8.63 (t. J=5. 6Hz. IH) - 




nmmi^\t:mm(D-^m-^^mvi n4-5-[(2. 4-i^:t4^y-i. 3-5^7 v^^>-5-'f 
M ^=J-M -2-7 □ > v^^p-s^^ 5';i/-2-7 x-;i/-i.. 3-5^7 i/r^;i'-4-* i 

'H-NMR(DMSO-d,) 6: 2.61 (s. 3H) 3.09 (dd. J=9. 6. 14. OHz. IH) 3.35 (dd. :I=4-. 
4. 14. OHz. IH) 4.44 (d. J=5. 6Hz. 2H) 4.85 (dd. J =4. 4. 9. 6Hz. IH) 7.10-7.2 
9 (a 3H) 7.46-7.55 (m. 3H) 7.90-7.96 (m. 2H) 8. 81, (t. J=5. 6Hz. IH) 12.03 

(s. IH) ; 

^Mg!l340 
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mmm25itmm<o:^&r'mmv. ni-s- i (2. 4-i?:t=^v-i, z-^rvy >-5-r 

'H-NMR(CDCl3) 6 : .1.25 (d, J=7. 2Hz. 6H) 2.94 (sept. J=7. 2Hz. IH) 3. 19- (dd. ' 
J=8.8. 14. 0Hz. IH) 3.36 (dd. J=4.4. 14. OHz. IH) 4.50 (dd, J=4.4. 8. 8Hz. 1 
H) 4.64 (d. I=6.0Hz; 2H) 6.61.-(U J=6. OHz^ IH), 7. 00 (dd, J=8. 6. 9. 6Hz. 1 
H) 7.08-7.14 (m. IH) 7. 25^7. 35; ik^ 3H)- 7. 68-7. 74 (n. 2H) ^9. 04 (b^^ . , 




mM&m\tmm<D:&mx'mmv. N7-5-1 (2. 4-v^^v-i. z-^-r^z-y 

'H-NMRiCDCg 6: 3.19 (dd. J=8. 8. 14. OHz. IH) 3.39 (dd. J =4. 4. 14. OHz. IH) 
4.50 (dd. J=4.4. 8; 8Hz. IH) 4.76 (d. .1=6; OHz. 2H) ; 6.98 (d. ,J=2. OHzi., IH) 
7.03 (t. J=9. 0Hz. IH) 7. 10-7. 16 (m. IH) 7: 30-7.42 (m. 2H) 7- 77 . (d. J=l OH 
z. IH) 7.83 (t. J=6.0Hz. IH) 8.06 (d. J=8. 8Hz. IH) : 




mmmii 1 1 mm(o:^^rmmv. n 1-5- 1 12. 4- y- 1 . z-^y^/y >-5-i' 
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'H-NMR{CDC1,) 5: 3.14 (dd. J=8. 8. 14.0Hz. IH) 3.33 .(dd. :J=4. 4. l4. 0Hz. IH): 
4.44 (dd. 1=4.4. 8. 8Hz. IH) 4.62 (d. J=5.6H2. 2H) 6:^97 (t. J=9. OHz. IH)^ 
7. 04-7: 16 to. 2H) 71 23 (dd. J=2. 2. 7. 2Hz, * IH) 7:t35 (d. 1=11. 6Hz. ; 2ffl . 7. 48 
(d, J=8:0Hz. IH) 8.17 (I. J=8:0Hz. IH)' ,. i - 




mmmz^itmmo-^m-vmmu n3-5- [ (2. 4-5^:t=^^v-i. 3-5^7^/7 >-5--f , 

'H-NMR(DMSO-ds) 6 : 3.00 (dd. J =9. 6. 14. OHz. IH) 3 28 (dd. J=4 4. ;14-0Hz;: 1 
H) 3.84 (s. 3H) 3.91 (s. 3H) 4.03 (s. 3H) 4. 42 (d. J=5. 6Hz. 2H) 4.80 (dd. 
J=4.0. 9.6Hz. Ifl) 6.49 (d. J=8. 4Hz, 1H)> 6.95 (d, .vJ=8,4Hz. -IH) 7.06-7.15 
to. m 8. 17 (d, J=8: 4Hz. IH) 8. 40 (t. 1=5. 6Hz.,. IH) 



llia^J344 




mmm26\tn^<D:^mrmmv. n3-5-1(2. 4-i/:*-=^y-i. 3-9^7 v^:>^-5-i|.. 

'H-NMR (DMSO-de) 6 : 3. 03 (dd. J=9. 6. 14. OHz. IH) 3130 (dd. J=4. 0. ; 14. pHz.v 1 
H) 3. 87 (s. 3H) 3. 99 (s. 3H) 4. 43 (d. J=6. OHz. 2H) 4. 80 (dd. J=4. 0. 9. 6Hz. 
IH) 6.95 (d. J=8.8Hz. IH) 7.05-7.20 to. 3H) 8, 13-8. 20 (m. -IH) 8. 27,-8;. 33 
(m. IH) 8. 63 (t. J=6. OHz. IH) 12.01 (br. IH), ■ 
1^ig^J345 " • ^ : . 
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•H-NMR®MSO-de) (5: 2.54(s. 3H) 2.98(dd. J=9. 6. 14.0Hz. IH) 3.24-3.31 (ni; 1; 
H) 3. 82 (s. 3H) 4. 44 (d. J=6. 4H2. 2H) 4. 79 (dd. J=4. 4. 9. 6Hz. IH) 6. 95 (d. 

J=8.4Hz. IH) 7.05 (d. J=l. 6Hz, IH) 7.11 (dd. J=l. 6, 8. 4Hz. IH) 7. 45 (dd. 

J=1.6. 6. 8Hz. IH) 7.80-7.90 On. 2H) 8.85 U. J=6. 4Hz. IH) 11. 99 (br. IH) 




nWmXtMmo^-M^-^^'^y^^ N2-5-[(2;4-v:t^V-l. 3-5^7y^>-5-^ • 
;W 5^ M -2-p^ > i^;w-3. D D-2- tr 'J 5? >;^3 ;W H *#;/S:o 

'H-NMRa)MSO-ds) a: 2.98(dd, J=9. 6. 14.0Hz. IH) 3.30{dd. J=4. 6. 14.0Hz,-l%. 
3.79 (s. 3H) 4. 38 (d. 1=6. GHz. 2H) 4.78 (dd. J=4. 6. 6Hz. IH) 6.94 (d. 
J=8.2Hz. IH) 7.13(d. J=8.2Hz. IH) 7.15 (s! IH) 8. 35 (d.- J=2. OHz. IH) 8. 64 
(s. IH) 8.94 (t. J=6.0Hz. IH) 12.02 (br. IH) ' 

lig#iJ347 ■■ ■ • - •• . ■ • ■ 

■0 ^ . 




.. r ;.. •. .■ a;- ...... 

mmm6\tm<Dm-vmm u,. N2-5- [ (2. 4-i^:i-=^y-i;; 3-5^7 vr ^ ^--s-r 

'H-NMR(DMSO-ds) 6: 2.31 (s. 3H) 2.52 (s. 3H) 2.97 (dd. J =9. 6. 14. OHz. IH) 
3.28 (dd. J=3.8. 14. OHz. IH) 3.80 (s. 3H) 4.38 (d. 1=6. 4H2. 2H) 4.77 (dd. 
1=3.8. 9.6Hz. m 6.93 (d. J=8.4Hz. IH) 7.06 (s. IH) 7.10 (d. 1=8. 4Hz. 1 
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H) 7.55 (s. IH) 8.28 (s. IH) 8.79 U, J=6. 4Hz. IH) 

mmmiQitmmmmxmmv. ni-5-((2. 4-i^:t^v-i. i-^7'/^>-b-^ 

'H-NMRffiMSO-dj) 6: 3.03 (dd.; J=9. 0; 14. OHz;.:.lH) .3. 30 (dd. ]M.O, :\lWz. I 
H) 3:69 (s. 3H) 4.16 (d. J=6. 4Hz. 2H) 4.46 (dd.i 1=4.0. 9.. 6Hz,, IH) 5.59 (t. 

J=6.4Hz. IH) 6.63 (d. J=8. 4Hz. IH) 6. 95 (d. J=2. GHz. IH) 7.03 (dd. J-f.2.,.0.r;. 

8.4Hz. IH) 7.64 (d. J=8.4Hz. 2H) 7.85 (d. J=8.4Hz.' 2H) 8. 95 (s. IH) . 
^lfi^349 




mi&mimtmmcoiom-^mmh. n5-5-((2. 4-f^^^v-i. z-^7V^>-^-( .. 

fco •• •• ■ ', .-;!!.••!. hi 

'H-NMR(DMSO-dt) (5: 3.14 (s. 6H) 3.03 (dd. J =9. 6. 14. OHz. IH) 3.30 (dd. J=4. 
4. 14.0Hz. IH) 3.79 (s. 3H) 4.36-4.40 (m. 2H) 4.82 (dd. J=4.4. 9. 6Hz. IH) 
6.94 (d. J=8. 8Hz. IH) 7.06-7.16 (m. 2H) 8.63 (s. IH) 8.88 (t. J=5. 6Hz. 1 
H) 12.00 (br. IH) 
llii^J350 
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'H-NMk(bMSO^ds) 6 : 3.00 (dd. J=9. 6. 14. GHz. IH) 3.28 (dd. J=4. 0. 14. OHz. h 
H) 3.82 {S. .3H) 3.94 (s. 3H) 4.03 (s. 3H) 4.40 (d. 1=6. GHz, 2H) 4. 79..i(dd. 
J=4. ft 9. 6Hz- IHJ^ 6:94 (d. J=8. 4Hzi IH) 7i 05-7. 15 fa. 2H) 8.36 {t. 'i,J?6:.0 
Hz. IH) 8.72 (s. -iH) 12.60 (br.- IH)' ' 




iiig*?<j26i t mm(D:bm'^mm u ni-5- t (2. 4-i?*^ y-i. 3-5^t >r5-i; 

•H-NMR{(DMSO-ds) 6: 2.96 (dd. J =9. 2. 14. 4Hz. IH) 3.26 (dd. J=4 0. 14.4Hz. 
IH) 3.79 (s. 3H) 4.15 (d. J=5: 6Hz. 2H) 4. 39 (dd. J=4. 0. 9. 2Hz; IH) 5. 82v 
(t. J=5.6Hz. IH) 6:67 (d. J=8.4Hz. IH) 6.70 (s. IH) 7. 02 (d. J=8.4Hz. 1 
H) 7. 28 (d. J=8. 4Hz. IH) 7. 88 (d. J=8. 4Hz. IH) 8. 16 (br. IH) 
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-i ]^n^i^T}Uot4^^ m^mt3:^^vi(0A-r Pti¥^>7n'^)p^^. mmw 
mmm.n. n ato 7;i/3 4 Ek^mik\^^\^ 1 2o5y ;m =^->7;i^n 4 

i^«2JS:Vibl2©7>3^>>7;p4;i'^:fS, ^3fl|&3J&:Vit7C!)'>';j?P7 ' 

vS, j^«ic2;^VVL6(D7;i/^r:jl.5":tS. ^^^2J^ctVi L6<7)7;mFii;^^, 
WCtk\^ t607;i/¥n;i'ii-^ vg, ^^^2?^:^^ L6©7;i/=lrC-;|/5^;rS, M^^6 
^t'ti L 1207 U ^S^6/i L 12® 7 0 

7 'J ^^^7:^Vi L> 18©7;i'#;i'7 0 i^^ic7/iVvU 1807;f 

^)1'7 U^;i/*%i>*; i^^^7fJ:Vi Li8©7;U^;i/7 U— ;W5":tSl ^^^tiftlrV 
Ui807^;i/=^;i>*, ^^ii[7/j:WiL18©7^;U^;i':t^->^% L< tt^^^7?S:Vi 
U1807^Jl/=^;i'5":fi<^ ; L«#^^*fcfi-S.i^^. *fe«^n^*nia±cDM 
M«$:WLTViTfeJ;(.K M^^l/j:i.iL6©7;i-^l/>i, ^m^2/j:ViL607;V 

■eni£t±0®^iSi&^bwT=b<tvi. Emmfs.^'^h^oy )v^u>m. kmm 

3^Vib6©7;V'5^iiV>»'&U< «^migt2j^V»i;607)W4^iil^ m¥^^, 
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^ ; WW:2.4-v*^V5^7l/Uv>-5-'r;i^S. 2. 4- v:t=t^y5"7!/U >'>-5j 

< tt^^fgtT/i b 1 9<?)3i#i^7 i^jw^^i^-n-^n^ir,) .,-?^^sn <a 

Vi^^m2^VvU6®7Jlr^^:^W:<*> >.b < |$>?\^^.Hq^S<^5^W'>.a»^ f 

ib:^^{c^u»$. R»e7Km^^. ?j>;k%;V«s s?S:«-en;^ni£ti:®f ^^^,b 

=b b < bi9©7f#i^7->;i<g^^n^*n^-rx -nR'CQ- (c: ;:jt?q> 

R?«-en^*nwi?^^}ci5i.bs^^-r) > -sOjNR*- (z:c:TRHiMiB^«tvi5ib^ 
<&.^r) . -NR^so,- mmm^m\z.^cmt:^t) . %L:<\t-wK^«'}- iz: 

7;i'^;pSv ^B^iis.i'^ vmrnmrnj :>;i/»> , b < «^^fc7;&i>i bi99^^. 
->;p*,?:f5-n^'n^-r) n^s^r^fo -fib, ±m<D^mz^^^x. i 

TfeJ;<> mJb<o^TDM^<^Wb,X''^x=b.kVi> ^5^f[5''<f^?bl2®^S:Ki^{b 
*S:*bWTt)J;<, ia±®'VxO®^<£^rbTViT'b<fcViv iK^IS5i«^Vi 
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3. -JR^ (I) (C:feViT, R'3i»«-€-n-?ni£A±©Sift»**tT^iTt><}:Vi,,^ 

>-if >STfe?»lf 2|Bm®*;^4^ -^^CDS*) U< W;^«>x 

6. ' -j^iC (I) IciJViT, Y;?)«m±©SmS^WbT:ViT4>i:V\ .1^1^1^575:. 

^fc«2iem©-^;V7i^>®f^^*t^, •?-®igt)L< tt-e0X7>^;i/*fctt^ne©7ic: 
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7;i'W5':tS, ^*l&l)&:Vib6©7V-r Ho^i^JJl'^^JWS. ^mmiJ5:^ib6(D;\ 

J^^l!c23^uul'2©7^^^"^~>■^;^#;^»v ^m^2fj:vii>i2©7;ni^r~>7;i'r]:^^ 

vS. ^^ic2;^ViL1207JHi^^v7JW^;i'g"^S. Mmic37^ViL7©->i^p7 . 
->S. ^3g|gc27a:tib6®7;W^r-;i.5^:tS, ]^^IS[2J^l^U6©7;U+-;i'»> 

7^j-jv^^&. M^&7;^viLi8©7;i'=^;u7U-;i'»» mmmu^^v\z<D7)^ 
4;i/7'j--;i'ji'=^^v*. i^^ic7&v>Li8©7;p=^^ji'7'J-;i'5^:t»> Mmmm^ 

1 18©7 ^ ;W=^;i'» . ^^ISTf<j:V> L 18©7^;U*;i':t^'>St) b < tt^^lS:7-^V5> 
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Tfe^VX ^^m?5iVvL;6d7;i'^;pgv ^^^2;^j:Vi l.l0mVj-m7zy)V^. b 
< «^^it7fj:Vi bl9©^#]!^7->;i^g$:^^l^'n*f ) T^^n^S^Wo (s . 
l,;^ IhlBO^^J^^^it. T^i^^^T^O. W*52.4->?:t4^V5^7\/'J >'>-.5^ 
-DVm. *fctt2.4-5^*=^V5"7yUv^>-5— f 'J7'>»T^^^^'SB<. ; 

V>^^^2;^t;vb6©7;i'^:^l/>», t>b'<J*/\< Kp^^^j^^^'I^J^S, 

t) u< «k^l&7;5: v» b 1 9©^#iS7 s/jws<&^n^n*-r) . -nr^cq- tci ntfo. 
R'-tt-^-n^nMiB^Sfci^ca^&^^-r) . -so^nr"- (ciJi-cRHairia^iiiii^fCS 

^^•^) , '-NR»SOj- (RHi'Ml2^iimC«<£^f ) . 'bU<«-NR*'CQNR'*- (CI 

ji'S, srca^n^*niJ!^i±<Dsm&#bTv^Tfe^^i, mMmu^^x^m 
7)v^)vm. m.mmm^\.i(Dmm7iy)vm. h\.<\tmmm.m\,^i.\^(D^m 
i^7v';pss^n-?-*n^-r), T-^sn^a^^r. {ib^ ±fB©^iiic:^Di/iT, t 
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1 2 . ;iPPARo:feir^r ®7^3.7;i/^-f^;?.^^^ t«-if < ^^"C^.s^ft*^ 1 1 

13. PPARa, j3:feJ;tJCr® hU :/;i'7=f-;^h#ffif-¥^^ 

1. 4 . 'i>7s y :^sgii43fe#i§!n?^$>^^^ 1 1 ^ L 1 3 tm.(K>m.m. ^ 
1 5.. ' isimmo'f'm • 1. 1 ;a:v»i> i z^mpmM> , 

1 6:. X3fii^g^c9^8s • ^mmv^^m^m 1 1 j^cv^ l i .3 

*lnt)<7)^il^±W^Ji*^vMfc^-^ UrCPPAR a :fe«t r ©#"3. 

18. nimi\zMmmt^m>.'t(D^%\^<\t'f-p^ 

imm^Vma^^XSrO'foL7)V7 hf^ffl ^fcttPPAR a . ^ 
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